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( j ) corticotropin-releasing-factor receptor. It is a compound represented by the following 
formula or a salt thereof. (I) In the formula, R 1 represents hydrogen, Ci_ 6 alkyl, Ci_ 6 
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etc.; R 3 represents an optionally substituted C 6 .i 4 aromatic hydrocarbon group or an 
optionally substituted, 5- to 14-membered aromatic heterocyclic group; and X, Y, and 
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halogeno, cyano, nitro, optionally halogenated Ci_ 6 alkyl, etc.), provided that at least two 
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factor) ^mzMvmftrzmmftm&ftTzffiMit&w&mmirz. ?fot> 
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*mmfe, Wm&mm-fcJl^ikltim^ (Corticotropin-releasing- 

f actor) &.mffig&m&&irrz>mMfc'&m* *<om. ^tn%<D7mm, 

mW^MMm^)V : E>ikW,m : T (Corticotropin-releasing factor ; J^T, 
TCRFJ <hVi-5o ) «4 ll075yt*^^l)#g^7 o ^ FT*£D, teC 

J&fc^©^T«^e»mil$n [Science, 213, 1394 (1981)3 , ^T?7>;h 
CProc. Natl. Acad. Sci. USA, 80. 4851 (1983)3 , hh CEMBO J. 5, 775 (1983)] 

\Z&\,*T&&fflm°2Wto CRFHTIft, ffi«T^tlt)#<#ab, ;*c 

Kl^ Aft, FFI1, flfll^mfcW^ft-r^ £ <h7Wt££tlT^o CJ. Clin. 
Endocrinol. Me tab., 65, 176 (1987), J. Clin. Endocrinol. Me tab., 67, 768 
(1988), Regul. Pept. , 18, 173 (1987), Peptides, 5(Suppl. 1), 71 (1984)] „ 
CRF^CaCRF ItCRF 2©2^©1j-^^7WftU CRF 1 

^mzMUfcm, mm, ti#, m^mm\z^<^t^>zhtm^ 

$nt^5. Sifi, CRF2»i:(iCRF2a, CRF 2 j3 2~D(D 

v79^7<DttEiMmzn. cRF2a««m *mm, mmm 
^#<^?f?u crf 2 p^mz±iz^&ffim<D^mm.mizfrttv, 

»f tMUTl^ u <h*%^oTtfe CJ. Neuroscience, 15 (10) 6340 
(1995); Endocrinology, 137, 72 (1996); BBA, 1352, 129 (1997)] „ 
#: fcftftifimfc %>Z\tfrt>^t(D fgfrj fe gfc -5 £ £ J&*3K& $tl5o CRF 
Tmz&^Ttkm • X bU7>\z&2>Wm8&ffl&L&)l' : £> (ACT 
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H) ©3ftffi£l£-r (Recent Prog. Horn. Res., 39. 245 (1983)3 „ fafrmteltf 

[Brain Res. Rev., 15, 71 (1990); Pharmacol. Rey. , 43, 425 (1991)3 „ 

5^mB^mM1im&^(DCRFteiE1%A\Zft^m'?fc& (Am. J. 
Psychiatry, 144(7). 873 (1987) 3 ; ^Mf©^T^©CRF-mRN 
At/^;W^^A^J£3£biiHiT$><5 CAm. J. Psychiatry, 152, 1372 (19953 ; 
&&^(DMUJ&K<Z>CRF§:mfcteM / PLT^Z> CArch. Gen. Psychiatry, 45, 
577 (1988) 3 ; ^OlIfTftC R F ^#L7t^©Mt't , CDA C TH©±# 
CN. Engl. J. Med., 314, 1329 (1986)) 3 ; ?tiSf»#, >b&Mmm. 

FteOEttAKlJt^lSiaTr^S CArch. Gen. Psychiatry, 51, 794 (1994) ; Am. J. 
Psychiatry. 154, 624 (1997); Biol. Psychiatry, 39. 776 (1996) 3 ; 
^Pm^TiiCRF^^Lfc^cDjfiL^^^ACTHcDi^WcCV^ CAm. J. 
Psychiatry, 143, 896 (1986) 3 ; $mW}W<DMft\z C R F t^Sfr 
tt^lS^)6>n^ CBrainRes. , 574, 70 (1992) ; J. Neurosci. , 10 (1), 176 (1992) 3 . 

^ 7c, c r f iaiinj^-T^x -cfejEmmm t Jt« b^ff tt*^ < e>ns 

CJ. Neurosci., 14 (5), 2579 (1994) 3 ; *t^S9S#fc«fc <9tSi©CR F 
nM'PTZ CJ. Pharmaco. Exp. Ther., 258, 349 (1991) 3 . Y 
HCR F7>^ 3-7, hcDa-helical CRF (9-41) teKj^^E 
5 £ ;Vfc:fc^T#L^5£ftyB&fESt"S (Brain Res. , 509, 80 (1990) ; Regulatory 
Peptides, 18, 37 (1987); J. Neurosci., 14 (5), 2579 (1994) 3 ; 7)Vn—)V 

jpziti^ ym(Dm?\*Mm © m m \z & % mnnm & ^ ^ k # c r f 7 > & ^ 

-7. b © a - h e 1 ical CRF (9-41) W#WW"f S 
(Psychopharmacology, 103, 227 (1991) 3 ; CRFIJ7*; hatefrftSftHBIT 
£ (Nature, 305, 232 (1983) 3 ; CRFU77 b<7)«£:M4>£i*3 d 
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mmmW\zm-¥~tr2>tm7Lt>n%> [Pharmacol. Biochem. Behav. , 26, 699 

(1987)3 ; m^^NMDA^mi^m^itiz^^m^mm^m^mn^^y'' 

^Hf§CRFT>^d J -X ^a-hel ical CRF (9 - 4 1) teftl 
fttf-TS [Brain Res., 545, 339 (1991), Brain Res. , 656, 405 (1994)] ;C 
RFW^fll, mmm%mt%> CBrainRes. , 278, 332 (1983)3 ; *S# 
^^^©IH^ttft^OCRFttiE^AfcJt^ifttt-T?** [Am. J. 
Psychiatry, 144(7), 873 (1987)] iT^WT-H, A°— 3r>V>^ jg 
frtt*±Jft*S#<Z>^:IH&ll©CRFtt«i>bTViS CNeurology, 37, 905 
(1987)3 ;A>^>h>?»©#Jgfi!fT«CRFtt«i>bTViS CBrainRes. , 437, 
355 (1987), Neurology, 37, 905 (1987) 3 „ 7y Mc*VsTCRFfi4 

fc<fcO#W • E*d«S5*«)C:tJ^t>*^TViS [Nature, 378, 284 (1995); 
Neuroendocrinology, 57, 1071 (1993) 3 ; Jffi3$tetefflffc«{M&#©IKM$* 
tOCRFttfiTl/TV^. CRFffi!WS8^£;*T«ACTH£BB15&«* 

fn-i f z d , && ^ <Dmm. ^timo trmmm 

mmcDmnfim&ZtLZ [Endocrinology, 130 (6), 3378 (1992) 3 ; WH'fefe 
m^F«S#^flg#it^^ OCRF telElf A fcjfc^iftfrcfc 0 , #«H££S^ 
«a^«CRF^g#bfc^©«^cDACTH<D±#^Wcj:^ [J. Clin. 
Endocrinol. Me tab., 62, 319 (1986) 3 ;HSHilii5^tCRFfigt$i 
f&|-f£> [Neuropharmacology, 22 (3A). 337 (1983) 3 „ ^fHttCRF 
7>&zI-7> hOa-he 1 leal CRF (9-41) teWltyt)^ )V\z3a 
^XXbUXM.mz,k^m^i&T^mvr^ [Brain Res. Bull., 17(3), 285 
(1986) 3 ; CRF\m&'&mmmmz&\,*TfcmmM&Mmisfr [Physiol. 
Behav., 45, 565 (1989) 3 ; C R Fl©fi^ tfEif f i^iitS u 
J|$tiT^§ [Endocrinology, 130, 1931 (1992) 3 ; -fen h — >?f®E)j&*ffl. 
«»l<D«^«I®RrW*:ffi«^ffl C R F ©«£;fr bt V^"5IflH4*^lS$ 
tlT^S [Pharmacol. Rev., 43, 425 (1991) 3 ; CR F L< fcisfctg 
tttcftUHU W©JBtf&tt£p«>, WS^ffifg^fSTf § [Regulatory Peptides, 21, 
173 (1988); Am. J. Physiol., 253, G241 (1987) 3 . mffi(D^ffi\z£2> 
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ff©«Hi£Tfc*f-U ^KftCRF7>^^N©a-he 1 i c a 1 
CRF (9-4 1) ttHJfltftUH [Am. J. Physiol., 262, G616 (1992)] ; 

c r f «w ommwt^ *><D#m&fem u ?f »^*«^-rs <t t *> \zmnt 

»M/7ii»Jt§ CAm. J. Physiol., 258. G152 (1990)] , 
*^^h^»%T?ttCRFS#K:«fct)atai«iiin"ra ttifeSci. , 45. 907 
(1989)3 ; CRF«/jNSifl^^«Jb, ^liS^iEItif ^I^t?.. £ 
fc, ^?FttCRF7>^^- 7. h©a-hel ical CRF (9-4 
1) («Xh^tJ;§iMiT, W^mffiT, /jN»*SH£T2fc^» 
*&^jtMfc#b^fHftsffl&^*rs CGastroenterology, 95, 1510 (1988)] ; ft 

RF«Wi(£>|S8ffi£~Rf€> [Gastroenterol., 109. 1772 (1995); 
Neurogastroenterol. Mot., 8, 9 (1996)] ; 5Stttt»3£^J&*Kttt#AfcJfc 
«U CRFS#{-i;D^:ra»i^WJ^/L3fr^ CGut, 42, 845 (1998)] ; 
CRFiS#fc:«fc?)jfiLjBE, *Ci^Sfc, #i&J&*±#-r*. FftCRF7 
>^rf-7, hOa-hel ical CRF (9-41) teX M/XfcefcSjfo. 

ii>ia#, #m±#&#«W-r* CJ. Physiol., 460. 221 (1993)] ;m»Sb 
m<D$&B&til& U ^ V^ttF^fS^MOMfJ^^^^^T^FifKlfc CRF©4 
j^3&*J|JJnbT^-5 [Science, 254. 421 (1991); J. Clin. Invest., 90. 2555 
(1992); J. Immunol., 151, 1587 (1993)] ; CRF«ffiitt©lIS^ii 
U MmmM^nM-t^ [Endocrinology, 139 (1), 403 (1998) ; J.Pharmacol. 
Exp. Ther., 288 (3), 1349 (1999)] ; SSMttTOMtil^^TfeCR 
FASfcfcttlSn* [Am. J. Pathol., 145. 1159 (1994)] ;Hi^«JSS^M 

mmmzk? v b fee r f ^^^©^©jifTa^^*5$!i$ 

tifc [J. Immumol., 158. 5751 (1997)] ; 5fe«g^iiIt©Ti«ili^ 
II^Turocor t in (CRF©W) teJ^tf^l/^E^^if Jp£ 
ii-fe [Endocri. J, 44, 627 (1997)] . CRFiifii^^M> 

^— n-r^>i-w n^*>2m<D+r-( b%o<Dftm&fflmTz> cj. 

Neuroimmunol. , 23, 256 (1989) ; Neurosci. Lett., 120, 151 (1990)] ; CR 
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^fSTT^o ^FttCRF7>^^Xh(7)a-he 1 ical CRF 
(9-4 1) KCRFg^T, bUT.MMte&ZZ.nZf&mmmfDMMl&T 
[Endocrinology, 128 (3), 1329 (1991)3 ; C R «fc 0 0?S£ 
*s^b<iiJn-r* (Eur. J.. Pharmacol. , 182, 405 (1990)] „ S^AXB?®§§ 

*s*bfcss»<z)m*TttCKFis:^tc«fc o mM^mmt^mw^^nr^ CActa 

Endocrinol. Copenh. , 127, 200 (1992)] . 

^t?m^m. ±&&?F&mms n-yzmm, si£, stiattiw, >b>m*v 

3— ;H&#^ nti-i>, ^\0-T>, ^>V5^Tif k°>^:^t^t ^^#jn#^ 
•*> *Jfiitt#j|il*«F, K^f, itrrl«-h 

a^Ki^w^F^, T/vfr/v, msmm, mmtvm. mm. mmmn. mm&m, 
mmmmmt. wtm^mmm, ~x.—)immt, smnrnzmm, m&m.. >&> 

I^ ^ifiif§^^^> wzmmgrn, §a.w3&&&, mwmm^m. 9VMmm?tm 
mm, &>mmw m^v^^^mmm^ nmm^ mmm) , mm, t 
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t h "pmoimimo} c r f cd 7 5 y mis^j sas:« £ $ tfe^ y 

htDACTH^m^Jf^ffl^^f^^^Ti^nTV^ [Science, 224. 
889 (1984) , J. Pharmacol. Exp. Ther. , 269. 564 (1994) Brain Research Reviews, 
J5, 71 (1990) ] „ ^^Ktf^m, £#rtT©fbS*«J3fcj£'H: 

^3HP3ftJRtt, £#f'J)», «©H%»«8^«J«jSA>&, Emp n p 

[1] 



R 1 




Ar 



_ 6 7J^JHf^it ; R 4 }iC 1 _ 6 7JWHf^t;RniC 1 . 8 7JWl' 

&fc&rz.\ttnz<Dmm¥mz&&znz>wtttiiam. (wo 97/29109) ; 

[2] 5£ 

B 

li ;e 

R 5 

C5£4>, ; AHCR 7 f^t ; B SNR 1 
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O 9 8/0 8 8 4 7) ; 

[3] WO 95/10506 ^f3«©7- U ;U'J5 Vy\\&m. WO 9 5 
/3 4 5 6 3 KlfEfc© tf^l/n tf U >>>fb^^ WO 94/13661 fcifEife 
© t° 7 V*— ;Wb-&#K W09 4/1 3 6 4 3 ^IB*<© tf ^ !/— 6 ZS\z tf ^ 

ya tf u ^ wo 94/18644 ;k°7 v-;k w 

O 9 4/1 3 6 7 7fcfB*£©tf^yntfU WO 9 4/1 3 6 7 

6 ^IB«cOb°n P tf U 5 -jyit^^i, EP-6 5 9 7 4 7, EP-61176 

6 ^IB«©^T V-;Wk^^), J. Med. Chem. , 39, 4358 (1996) JcfBlcCDX — U 7 
fcfU *>*>ft<&«K ibid. 39, 4354 (1996) fcfBm©y-U y h'J7y>ft^ 
<fcOTO 97/291 10 (rf3«©^xy b° U ^ -J>it^m. #o *7c, 

[4] -T^^V [1, 2 -a] If 7y>ft^ttLTfafiEP 0 0 6 8 3 

7 8 ^f3«<Z){b-g-W, < ^ [ 1 , 2 - b ] tf U ^Xfrg-^J t L-TMx. 
fcfE P 0 3 5 3 9 0 2 fcfB*c©{!^#>^$>§ 0 

±I3©$D<, EitLTfffl/a:CRFS§#7>^^ hOfl^-yOM^ 
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(i) 
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& C 2 - 8 T)V5--)m, C 2 _ 8 7)l*~)im, C,_ 8 '>^D7MM, C 3 - 

Rl a R lb [R 1 J-^R 1 ni^I-^fc^TOoT*M^ Cl.TJW 

c 2 _ 6 y;i/^n;i/S, c 2 _ 6 T;u^-;i/S, c 1 . 6 7;W7;i'7^-;H> 

C 1 _ 6 7JWXMz ;i^3*fcteC 1 _ 7 ffiH&i£75';«£^^ > -CO-N 

R ia Rlb [Ria^^tKR^^n^nMSB^t^i^^-r] , -co-a 

T] > -G^A 2 [GH^-O-CO-, S, SO£fc«S0 2 £> A'HC^ 
7KMtfettC 2 _ 6 7;^-M§^f] ^7t«-S0 2 -NR la R lb [R 
la *5cfclXR lb «^-ti^ntufB^»i:|Wl^«^^-r] ^fcSn5S§^t, M 
fcWERM^o^^, y77S, C 1 _ 6 7;WH, C 2 _ & T )l>T—)Vm, 
C 2 _ s 7)l=¥-JVm, Ci.J^ + yS, C 1 . 5 7;i/WmyS, C x _ 6 
7^;V5 i tS*J;^C 2 _ 6 7;^-;^^ &l«n5i>?S:< t l (Dm 

R 2 te 

(a)ACiy>M^ y7 7*« ^hnS, C 1 _ 10 7M;^ C 2 _ 10 7;Hr— 
C 2 - 10 7)l*-)im, C 3 . 8 y^n7JV*M, C 3-8^ °7J^-^ 
C 3 _ 8 ->i'P7^C 1 .e7MJH, C 3 _ g y^Q7JWC 2 _ 6 7Jl' 

^r-;i/S, c 1 _ 10 7;v3+yS, c 2 _ 6 t;i^— ;i^=lr~>*> c M ,7^^ 
yc^H?;^;!/*, c 1 _ 6 T;wn^r^c 2 _ 8 7;i/-ir— c 2 _ 6 7;i^r~;i/ 
^^c^eTJi/^s, c 2 _ 6 7;w^r— ;^^r'>c 2 _ fl 7';i/er-;wa6, -NR 2 
a R 2b [R 2a ^j:a?R 2b ^ti^n?£iz:ic7xmiM?-, c a _ 8 7;v^;v*, c 2 _ 8 

y;i/>r-;VS, C 2 . 6 7M-;H, C !_ 6 t: H D^y7MiH« 5 TiM 1 4 

l*^SMiisSTti $ nfe c x _ 6 7;^;n^ c,_ 6 7; wio^S^ 
c 1 . 6 7;wi/x;i/7^^n 4 c 1 „ 6 7;^7M-M, c,_ 6 7J^^ 
yd-emm c l . 6 7;^;i/5 : tc 1 _,7;i/^s, 7i5/#;i^— ;i/ 

C 1 _ 6 7;W^ ^T0 7U-J^itoH, C 3 . 8 y^D7WS, C 
3 . 8 y^a7J^C 1 . 6 7»S, ^\fD7 l J-iVC 1 _ 6 7MJH, 7U 
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NR 2a R 2b iR 2a &£z£R 2h \z^n^nMmmmtmMm&7F~ti , -co- 
a 3 iA 3 U7mj%^ 7mm, c^gT^s, c 2 _ 8 y;^n;v^ c 2 _ 8 

fci^Tayj-jH^t] > -o-c (o) -a 4 [Anac^eTMJH 
c 2 _ 8 T;u^-n;^*fettc 2 _ 8 T;u^-;«^-r] , -g 2 -a 5 [g 2 «s, 
sotfc}iso 2 ^ a 5 a c ! _ 6 7;^;H^ s c 2 _ 6 7 JV^-;i/S$^i-] 

ttiIB(a)^7c«(b)(D±l'&^*5ViTR 2 «Aoar>JM J ?> tRM^ y7/S, C 2 

_ 6 7MM, c 2 _ 6 7;i^-;«, c 2 _ 6 t;I/^-;^ c 3 . 8 y^n7M 

yS, C 1 . 6 7WftS, C 2 _ 6 T;i/v-n;i/^S, — NR 2a R 2b [R 2a 

R 3 te^ti^tiSitt ^bTViTfe«kViC 6 _ 14 jsK-fczk*^* £ 

X, Y43j:lKZ«^-tl^tl^5t^(a)N^fe«(b)CR 4 K^, R 4 tt(aa)7K* 

6 TJW^;VS> C 2 _ 6 7Jl^=.)m, C 2 _ 6 7)l^~)im, C 3 . 8 y^n7JWV 
C 3 . 8 y^n7JI/^-J!/S, C^eT^^S^ C 2 _ 6 T;P^r-;U^-^-> 
— NR 4a R 4b [5^ R 4a *5j:^R 4b ^n^Wiiz:^7K*^^ C a _ 8 
TJV^JIA, C 2 - 8 7Jlir—)im, C 2 - & 7)V^~)Vm, C^^MJWS, 
C 1 _ 6 7MJ^;i/7^-Jl/S, C^e?^^;^-^ Cj.gT^Zl^ 
yC 1 _ 6 7JWH> C 3 . 8 y^D7MJVS, C 3 _ 8 y^n7MJl/C 1 _ 6 7 
Afo7 l J-jVC 1 . 6 7WI> 7U-^C 1 . 6 7M;H, 7U 
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(1) R^J:i;R 2 )5^fMT\ X, Y^ctr^Z^CHT, J^O, R 3 ^2, 

4 - v 5 ^ n □ 7 x 

(2) R 1 ^hU7Mn^5 1 Jl/ST% R 2 ^y ^^JE^^fett^^-^, X# 
MUSCAT, Y^=C (CH 3 ) -T\ Z^CHT, _iXX R 3 ^7xZJl/ST 

(3) R 1 ^hU 7)\>*u*<?)V&V* R 2 ^Xh^->^;l/^-;VK^7t«T5 H 

X^^^Tr, Y#=C (CH 3 ) -T\ Z#CHT\ _§/7\ R 3 ^3 

(^R 1 ^*^-, r 2 ^4-^e;1/*d -;i/^^;vs~e, x^lig^T, 

Y^=CR'- [R'B7x-jPS^^t 0 ] T\ Z^CHT\ R 3 ff7 x. 

-Mt^si^o ] T^n^ifrtofc^ (j^t, (i) j 

wt>, *mm\%, (i) 1513^: (i) n%>fc&®n£fz\tt<Di&, (2) 
R^c^gT^S, c 2 _ 8 T;ver-;i/S, c 2 _ 8 T;i/^-;u^ c^^tji 

T;^;wx;v*^;i/ST:-a5^taiH (i) mmwk^m^.fMtoim.. (3) r 1 

ih+yl, n-7°nhi)l>3-3rz/m, i so-7DtWyl> pWI^^- 
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Tt>=.)V&-V$>&tm (1) &1&<D4k&V02i1t\Z*:<Dl&, (4) R a ^-G 4 -C 

h 3 K*. G 4 «i^, ch 2 , o^fc^s^^To ] T?a&sitsa (i) ism 

©ft^^fctt"?-©*, (5) R 2 ^fn-fniftSftTlriT , b«fc^C 1 . 6 7;i' 

*)i<M, c^eTJi/n^i/c^eT^H, c x _ 6 t^;^;^-;^ c 2 

_ 6 7J^-jl/XM-Jl/S^fc^-NR 2a R 2b [R 2a 3ocfc££R 2 b «^n^tlfff 

R 2 ^-NR 2aa R 2bb R 2aa *5J;o:R 2bb «-?-ti-^ti^5i^7XSM^ 
c a _ 8 y;w^ c 2 _ 8 T;per-;i/», c 2 _ 6 y;i/^-;i/S> 575M14m# 

7jv*:=ji^ c 3 _ 8 ^^n7MJl/S, c 3 . 8 ^n7;^c 1 . 6 7;TO 
«^7t«575Ml 4M«S^S^t, MfcffrfBR^^^R^te^tl^ 
n^itAD^^IIf-ett^tiT^TfeiK ] Tcb^MIB (l) E«©<ffc; 

^Sfctt-e©^ (7) R 2 #5? (CJ.6 7MJW /SX&^fufB (1) 
fBS6©fc^£fc«^©l&, (8) R 3 ^tl^n«^$tlXViTfeJ:V^a:- 

;i/S*fetttru-^;i/ST*§HfrS5 (D e**©{t^4& (9) r 3 

■AVwtrym^ c,. 6 7;v+iH> Anyy-c,. 6 7;^M, c^jj^ 

sM^wia^scs^&s^n^ 1 7iM4i@©sx^n^iffit£tiTUT 

(10) R 3 ^7y», JISJIB 1 , * 3^1/36* x^;US, h 

«fc t? □ u ;P3S^ 6 a «n s 1 73 s 3 <@ wn^na^ $ nx v > t & =t v * 

7 ^~)V^fM¥>) yjl^S"e»5l(tE (1) Elft©fb^%£tf£te^©iiU (1 
1) X, Y&cfct/Z©3^TYl^lO^NT\ i^20^CR 4 ' [5£<^ R 
4 ' ttzK^M^f, ADy>Ig^, y7/l> C 1 _ 8 7^H*fcttC 1 .,7;V 
n^>3£^-To ] X&^MlB (1) ffi«©te^«£&tt^©:K* (1 2) X 
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fe^ffJie (1) &1&<Dik&mi£ft\tt<Dm.. (13) X, Y^it/Z^CR 4 ' 

Kff, r 4 ' umm^mizmMm^ir. ] T^bsnsgT&sfljae cd 
mm^ih^m^rcu^om, (14) r 4 ' ^k^ic^, ad$*>iih\ 
x^;i/^> ^ h^->s^fe«xh^r>'*T$)^t5i3 (10) nm (12) 
1 izmm<D4k'&!®}i£rzfe j £<DM., as) r 4 ' ^zk^^t^^m 
12 (10) 75s (12) covi-rn^i {cia«<D'ft;-e-#i*feiw©m, (1 6) 



^ti-^nifffH^ttiiwi^tt^^-ro ] -esfr^n-sMse (1) mmoxtsm 

^fzit^tCDm., (17) R 2 ^-NR 2aa R 2bb [5£tK R 2 a a 43=k^R 2bb «^ 

n^ti^vL^zK*^, c^gjjWH, c 2 _ 8 y;i/^r-;i/S. c 2 _ 6 y;i/^ 

7;V^;UC 1 _ 6 7JWl/&£fcte5 75Ml 4MiiSS^^b, MfcitfffBR 2 

51512 (1 6) Um.<DVC^m^tz.\^(DW^ (1 8) R 2 ^ (C^^Jl^Jl) 
7S.S&T&Z>MtE (16) IBtc^^^fe^O^ (19) R 3 ^tl^ 

©'fb^Sfe^OD^ (2 0) R 3 /0VM3y>^. AO 
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(16) fB«®^^**fctt-e©4B, (21) ^ 

R 2b 



[5£4U Z" ttNSfcttCH*, MH«Mfc«4^S^LT^TfeJ;V^>-tf 
tl-SMfB (1) SBfs©te^i:fcKfr£CDifc, (2 2) R 2a ^J;^R 2b ^n-^ 

tm-£L\z*.m&=?, c^jMJH, c 2 _ 8 7J^-jH, c 2 _ 6 t;i/^-;v 
5 i 4 ii^fftlissitti $ nfc c x _ 6 t C ! _ s 7 

;m ^ c ! _ 8 yjv*j]/M, c 3 . 8 y^ o y ; wi/S £ « c 3 _ 8 s> ^ n tji* 

^tufB (2 1) |B«©te^*2;&fcfr£-®4fiL (2 3) R 2 «fc£*R 2 b ^C 1 _ 6 
7;Wl*?&£iiftfE (2 1) K«©fc^i»£fcfcJ:"€-<0&, (2 4) M3Rt&*M 
l:AD^r>If, Cj.bTMM, Ci.eJ^n+^i, C^eJJ^^yS 

75S3®©S-ett^$nT^Tt> e fcV^>-t?>IS'T?abSH&IB (2 1) E«©-fb 
^**fctt-t-CD46, (2 5) ft^JV- (2-x^-8-^y?JK$^ 
V/ [1, 2 -a] b°^i^>-3 — f;W -JV, N-V7U h*JV7$ > 

JV- (2 -x^;W- 8 -^->^;P-T S^V [1, 2 -a] h°^v ? >-3--< 

;10 -iv- (i -x^^7°ot:;i/) T^>^ 

TV— [8 - (2-^T=m-4-^ h4y7x~;i/) - 2 -x^;W^V [1, 
2 -a] t:^>-3 — r;H -AT, N-i?7°U\i)V7 S.y MMM, 

N-z/t7U-7°U\i)\,*3-)V-N- [8- (2, 4->>^nn:7:rXJl/) -2 
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-IfM^V [1, 2-a] h°^> ? >- 3 — r;H -7V--T V7^;i/T5 

JV- [8- (2, 4-y^on7x"JW - 2 -X^;|/-f 5 W [1, 2- 
a] H^> ? >-3 — r;W -AT-^Dtf;i/-iV-^h^fc: Hn-3-?t7x 

N3, N3 -iffntZJV- 2 — f V7°nt:;l/- 8 - (2-^h^->-4, 6 
-^^fjl/7x^) -f 5 y V* [1, 2- a] t°^^>-3-T$>, 

N- [2-X^;i/-8- (6-7<^;i/-l, 3-^>yyt+7-^-5- 
-OW <Y5^l/ [1, 2 -a] tf^> ? >-3 — f)V] -N, N-z?7°U\i)VT 

N- [2 -X^;i/- 8 - (4-^h^>-2, 5-y7^7xZ;W -f $ 
W [1, 2 -a] fcf^v^-3 — r;H -iV, iV-^^nh°;l/T5>, 

N-zsZ U7°U \i)V*^)V-N- [8- (2, 4-^^Dn7x"JW -2 
-ifMS^V [1, 2 -a] tf^>-3 — OH -iV- (2-^h3^> 

x^;W 75> m^m, 

iV- [8 - (2-^/nn-4-^ h*is7^~)V) -2-x^;W$^V [1, 
2 -a] h°^> ? >-3 — r;H — AT, 7V-> J ->^nyntf;i/^^T5>, 

iV-8 - [5-£nn-4- (2, 5 l ff- l - eo-r;i/) - 

2 h^S/7ocX;!/] -2-X^;K5^V [1, 2 -a] t°^> 5 >-3- 

N— [8- (2, 4-y^DD7x^) - 2 -X^;V- 6 - pWH" 5 & 

V [i, 2 -a] t:^> ? >-3 — r;W -iV, JV-^ntr;UT5> 

JV3, 7V3 -y^DfJl/- 5 -7*n€- 8 - (2, 4-^DD7xZJW 
-2-x5 1 ;K5^/ [1, 2-a] k?5^>- 3 -75 >, 

8- (2, 4-y7DD7x-JW - 3- n tf;UT 5 / ) - 2 -X^F 

JK5^V [1, 2-a] hf^v 5 >-6 — f;i/ y7t-f 

N— [8- (2, 4-y7 0D7xXW - 2 -X^;i/- 6 - y< 5 
[1, 2-a] If 7 5?>- 3 — r;H -N, iV-y7°n^7 5X 
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N- [6-^DD-2-X^Jl/-8- (2-^h^->-4, 
3^~)V) -f^V [1, 2 -a] 3 — r;i/] -at, w-^yn tf;u 

JV3, iV3 -yynt'JV- 8 - (2, 4 n □ y^ ~M -2- 

;v7;i/7 7-;W -r^v [i, 2 -a] t7^>-3-7 = x 

AT, AT-yy^n7°D t°;i^5P;i/- TV- [8- (2-^h^->-4, 6-^ 
*j-)Vy^~)V) -2- {^)V7,)Vyr^)V) -f s [l, 2 -a] 
3 — r;i/] T^>, 

TV- [8- (2-^DD-4-^h + y7x-J0 -2- (^^7JV7 7 

— -T5^V [l, 2 -a] 3 — r;W -Ar-S^n^nt 0 ;^ 

iV- [8- (2-7*0 ; E-4-^h^y7x-;l/) -2- (^^7^7 7 

^ [i, 2- a] t°^> ? >-3 — r;w -n-^d7*d 

3\>V-jv- (3-7Mn7nt» T$>, 

AT- [8- (2-^DD-6-^h^y-4-^^7x-;W -2- 
^7^7 7-iW -TS^V [1, 2 -a] h°^^>-3 — r;H -iV, AT- 
^D7n fc?;M 3\N/T 5 

AT- [8- (2-^no-4-/h + y7i-JW -2- (^^l-TJl^ 7" 

-f$^v* [l, 2 -a] if75?>-3-'f;W -N-zsy ayn^M 

^J]/—N — f77?Jl/75 >, 

N-iyyuy°u)d)V^)V-N- [8- [2-p<^;u-4- 

7xZJH - 2- — -<5^V [1, 2 -a] tf 

^>-3 — r;H -N-7nh>7 5X 

A- [8- (2-^DD-4-^h + '>7xz;W -2- (*^)V7,)Vy * 
—)V) -Y^V Cl, 2 -a] tf^f/>- 3 — T ;U] -TV-^nynti;!^ 

^;w-AT-ypt°;i/T^ 

A- [8- [2-7DD-4- (hU7;i/tD^h^y) 7x"JW -2- 

-f$^V [1, 2 -a] tf^> ? >- 3 -TV, 
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l - [ [8- [2-^nn-4- ( h U yji^-a^ h^f» 7xzjP] -2 

- (^?j^;V7r-^) [l. 2-5] t°^^>-3--r;n 

2- [ [8- [2-^on-4- ( MJ 7Mn^ 7x"JV] -2 

- (^^^7 7^) -fS^V [1, 2 -a] tf^^>- 3 — -f;V] (~> 

4- [3- [s? (S/^nyntf;V^^;V) 7=;] -2- 7 

-ra^v [i, 2 -a] tf^^>-8 — r;W -3-^h^>yn 

jv, iv-^v-^nyok°;i/^^;v-iv- [8- (2 h^>-4-y-h^ 

tFO-lH-l-tfP'J;i/7x^) - 2- (^^l/7jl/7 7-iW -f$^ 

y* [i, 2 -a] tr^5?>-3— r;w t$>> 

JV2- [8- [2-^DP-4- (hU7Mn^h^y) 7x-JP] -2 

- (^^XJl/7 7-iW -Y^V [1; 2 -a] £^>- 3 — r;H — JV 

2-y^o7ot 0 JW^- 2-7^75 N\ 

JV- [8- [2-70D-4- (hU7JWO^h^y) -2- 
(^^ji/77-;W -r^V [1, 2 -a] bf^^>-3— <;!/] -JV- 
y^nynkVl/^^-JV- (2-7UJMfJW 75X 

JV- [8 - [2-i7DD-4- (h'j7JVtn^h^y) y^-jl/] -2- 

(^?k^77^w -r^v ci, 2-2] tf^j/>-3 — r;W -jv- 
y7n7°p tr;i/^^;i/-jv- (2 -^e;1//JnU /xfjw y$>, 

JV- [8- [2-i7DD-4- (hU7J^D^h^v) y^c—jV] -2- 
(^y-^XJVy -f^^V [1, 2 -a] tf^y?>-3 — OKI - JV- 

i/^nynb°;i/7<y-;i/-jv- [2- (i jv- i -tf^vV;i/) 75>, 

JV- [8- [2-700-4- (hU7JVtn^h*y) yrc-JV] -2- 
(^^)V7,J\yy 7-JV) -fS^V [1, 2- a] k°^> ? >-3 — OK] - JV- 

->^o7°Db°;i/^y-;i/-JV- [2- (i jv- i — rs^VWJV) y 
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5. y, 

2- [2 -x5P;i/- 3 - (i -x^;u^"otf;w -f 5^1/ [1, 2 -a] tf 
^s^>- 8 —r;i/] -3, 5-i?^Wx-;i/ x— 

3- (l-lh^>W) - 2 -X5PJI/- 8 - (2-*h^>—4, 6- 
y^^7x"JV) [1, 2-a] tf^^>, 

1- [8 - (2-^/dd-4-/ h^->^^x;v) - 2 -x^;w a^V [1, 

2-a] b°^^>-3—f;V] - 1 Ol-^fM+yA, 
3- - 8- (2-*h3r->-4, 6-y^fJl/7x 

-;io - 2- (^mj^7-;W -f^V [i, 2-a] 

N— [8- (2 h^>:7a:XJK> - 2 5 

[l, 2-a] tf^> ? >-3 — OKI -A^-v-^nynh 0 ;k^^;i—iV-yn 

A/- [2 -JL^)V- 8 - (4-* h^>- 2 -^^7acx;i/) -f 5 ^V* [1, 
2-b] tfU^>- 3 —OKI -JV, AT-^yntfjl/T^ 

AT- [2 -X3\H/- 8 - (2-^h^->-4, 6-y^^7i-jW -f 5 

[1, 2-6] h 0 ij^> ? >- 3 — OKI — N, N-z?-7tUd)V7S.>, 
N, N- yy^7 07°Ot s ;M - N— [2 -X^U- 8 - (2-^h^> 

-4, 6-^^f;v7xz;w -ra^/ [1, 2-6] t°u^> ? >- 3 — ok 

N— [8- (4-pt h^S^- 2 -^^7x~;W -2- (^^7*7 7 

x;k -rs^v [i, 2-bl t°u^s>:>-3 — OKI -n, n-^u^ji 

N- [8- (2, 4-y70D7x"JV) -2- (^f ^7JV7 7"iV) -f 

[1, 2-a] t:U > f >- 3 —OKI — AT, iV-y7ot°JV7 5X 
TV- [8- (2-^h^F->-4, 6-^^7x^JW -2- 
^77-JW -fiS^V [1, 2-a] tf'J 3^>— 3 — TJP] — AT, N-V?U 

A/— [8- (2, 6->>^ h^2/-4-^^;U^^x;U) -2- 
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)V7 7—M -f 5 [1, 2 -a] t°U> ? >-3 — r;W -iV, N-z?7u 

JV- [8- (2, h^^>- 6 -2 - (y^T, 

Jl/7 7-;W -f^V [1, 2 -a] t:U> ? >-3 — r;W -iV, N-^Zfu 

JV- [8- (2-i7DD-6-/h+y-4-/fJV7x-JV) -2- 
^)V7,)V7 7~)V) [1, 2- a] tfU — 3 — f -AT, JV- 

JV- [8- (2, 4-y^DD7x-JV) - 2- (^^7^7 7^) -f 

[l, 2 -a] tfU> ? >-3 — r;U] -JV-yptfjP-JV- (2-7°n 

JV- [8- (4 -£?PP- 2 h^->7^njV) -2- (^?H;i/7 7 

-f s [ i , 2 - a] k'u^>-3 — r ;u] - jv, /v- ^7d b°;vr 

JV- [8- (2, 6-y^h + y-4-^?Jl/7j^) -2- (^3^7, 
^7 7-JW -f$*V [1, 2 -a] tf'J^>-3 — r;W -7V-7°Dt:>- 
JV- (3-^X~;i/) 75X 

TV- [8- (4 b^>- 2 -2- (^^M;i/7 7 

-f5^V [1, 2 -a] t:U> ? >- 3 — OK] -/V, IV-v^P t°;VT 

5 >, 

/v-->^n^;u^^;v-/v- [8- (2, 6 h^v-4-^^7 
ju-JV) -2- (^fiVXJl/7 7-JV) -f 5 ¥V [1, 2 -a] t°U> ? >-3 
— OV1 -N-y°u t°;VT5>> 

JV- [8- (4-^dd-2, 6 -v 5 ^ h^v^ic— ;W -2- (^iT-JlX 
;v7 7-jw -r^v [1, 2 -a] h°U> ? >- 3 -JV, JV-^^P 

JV- [8- (4-7PP-2, 6-y^h + y7x-JW -2- (p<^;i/7 
JI/7 7-JW -f^V [1, 2 -a] fcf U> ? >- 3 — f;i/] -N-z/Zutt 
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)\s*3 L )V-N--Ju\f.)V7=L>, 

N-ZT^fr- N-isZW?^)V^)V-N- [8- (2, 6-y^h^v- 

- 2- (*^)),7>)V7 7~)V) <^^V [1, 2 -a] 

tfU> ? >-3 — r;W 7$>, 

iV-S/^n^^l/^^L—iV-f/^DyDH;!/^^!/- AT- [8- (2, 6 

-2- (^?K^7 7^iW 
[1, 2 -a] h°'J> ? >-3 — r;W 75X 

7V3, iV3->?yntf;V-8- [6- (y^f;P7^y) -4-^^-3 

-tru^;n -2- (^m^7 7^w -r^v ci, 2 -a] tfu^> 

- 3 -75>, 

TV— [8- (2, 6 -^^ h^F->-4-^^;V7a:-;V) -2- (*^)V* 

ji/7 7-;w -r^v ci, 2 -a] tfu> ? >-3 — r;Ki -iv-7 0 n 

iV3 -->^Dy^;i/^^;i/-iV3 tr;i/- 8 - [6- (s^^vy^/) 
-4-p<^;v-3-t°u> ? ;i/3 - 2- (^fjujV7 7-iW -fs^v [i, 

2- a] fc!U$?>-3 - 

AT3 -->i7oy^;i/^^;i/-iV3 - (3-7Mn7ok» -8- [6 - 
(y^ws;) -4->>^;v- - 2- u^kzji^t- 

;V) -f5^7' [1, 2 -a] tf'JS?>- 3 -T^>> 

N3, N3 - y^oynW^- 8 - [6- (y/f;l/75 7) -4 
-^^-3-t°'JyiH -2- (^^Jk7 7-JW -f^V [1, 2- 
a] tfU> ? >-3-T5>^7c^ 

JV3 -7°nb°;P-iV3 t FO- 2 if- 4- fcT^—Jl'- 8- [6- (y 5 

^^75 7) -4-^^;v- 3 - tfu^;v] - 2- (pWk^ji^T— 

'fS^/ [1, 2-a] h°U> ? >- 3 -T^>, 

jV- [8- (2, 6-y^ h^y-4-^?JV7x-JW - 2- (^JVT; 
JV7 7-JV) -f 5 #V [1, 2-a] bfU> ? >-3-<;i/] -JV-v^n^ 
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N-z/pUZfuVjl^fr-N- [8- (2, G-5?*b*F-i'-4-* : ?)Vy 
xnjl/) -2- (^^^7 7-^) -f^^V [1, 2 -a] t:U> ? >-3 
— f;i/] -iV-^h^k FD-2/J-4-h 0 ^-;i/TS>Tg)§tufH (1) 12 
fc<&fc^£&te^<£»^ (2 6) fufB (1) IH«<D{b^*fef^(D^i; 

^s^^^n^ti^^^bT^^^a^, (27) ©m^sw 

7^;i/ :: e>^!±5H' : ? (Corticotropin-releasing factor ; RT> TCRFJ 

&-5fufE (2 6) f3m©Mc#K (2 8) CRF^ft7>^3-XM?^l» 
MfB (2 6) |B«(DM^, (2 9) CRF l§»fcHCRF2§t#:© 
7>^rf-X h-trS^ttffB (2 6) t3^©!BJ», (3 0) e>^#i, PD^o^ 

jxmmmW. m&&fe&fcfeftmm<Dmmw&fc\ttffim^&&M$3, (2 6) 

^oifcj; %>%]%mn £ 7c ^i© ?&«fJ £ 7c te^ B&gfjT S-StufB (3 
0) fE«©ffi^#l, (3 2) mt£«ai> ilifcttJte#li¥, ^ 

Tm, mm, ffi'&^Uyx, 
^ttnBP±©^^iJ^fc«^^iJTfe§MfB (2 6) fB«©«$K (3 3) 7 

mm&, yhuymnm, mmmmm, mskmmmm. M^m&w&mm. 
vkmrnrnm. stttt#w^t^i> xaj^/u. mnm%, wmw-m, mm. 
wm&mfc> n^m.. nmm, makj±, ^m^wmm. mm, mst^mm. 
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&yi'>if&mm* mmmmmn, %mmm&, ftm&jzm* ^m^rzim 
mMmommm&ittttvsM'v&ztftfc (2 6) &m<Dt&&m. (34) cr 

FS*#®7>^^ h©»5fi©;fcae>0fl&fB (1) iEfc^fc^ 
ftCD&JB* (3 5) CRF lStWdiCRF 2§M©7>^i-7 h® 
$a^©/t^©tfifB (1) BH«©'ffc'&«I*fctt-e©*ft©«ffi, (3 6) 5^ 

flr#6»#, 5Rffitt»#, tean4*&, #§5t^ ^bttflt*^ 3ii^ttM^i¥> at 

I^SSfctt#^«B±©^«^mfe^^J(D®3tcofcse)©, MIB (1) 12 
tfe©^#j^fc^©m©M> (3 7) CRFSt^i^tSM^tt 

sati^L, «&*±^rS5&*©MiB (i) &m<D4k&m2zft\tt<D&&&m& 
^fcte^mm, (3 8) jtfriH-(i) $zm<Dib^mi£fzte^(Di&&^mj&fttv 

TtftSEi, (3 9) CRF^«fct//*fcHCRFS^**WI#'rs^ 
©^^J^fctt^B&^TfafeSMIS (3 8) f2«©ra, (4 0) CRFS§# 
y>^rf-^ hT&SS&SB (3 8) ?3ifcCDBi£> (4 1) CRFlS^ffc 
BCRF 2SW7>3 7 3 , Z7 b"Ca&5MIB (3 8) S2*cCDIS^ (4 2) 

■V&Zmm (3 8) gBtt®g& (4 3) ¥^'f4^^ 

MT££i!uI2 (4 2) g2fc©El£, (4 4) fi<b'[4«», ifi*M4»3^S^ 

«^S#^fctt#iSttiBi±©?&*»J*fe«^B5»l"P**t&IB (3 8) f2fS<©l£ 
(4 5) 7^7/W?-^ T;V^A-f^-M^¥'«*. 
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&&mm&.m&. m^mom^ m-kmm, mm, mmm. 

7)vu-)vm?m, mmmm^, yjvu-jvmm'M^ mmwm, 

immm, xhux&mm, mmm^mm, m^mmmm, mmm& 

m, m&, mtmn, mm&m, mmmmmm, wtmmmm, 
mm, smwmtkmm, m^m, nm^., mitm, >Lmitwmm, mm. Bit 
•\^mm, mm&mm, mmzmmm, %^%mm$m, '& 

mmm, mm, yuji^-amm,, <y^yv, w^mmm, ^mmm, 

^m^rMwm.mmomm^mrM^mm'c^^mm (3 8) mmvmm, (4 
.6 ) cRF^/*fciicRF s^#^w#-r § m&vmmm £ te^mm 
(Dmm.<Dfr®(DMw. (1) m^(D4k&m%.frfc^r<Dm.<Dmm, (47) wv-d 
'■mw&±?-Dffi, iist5^ nm&5~3ffi, ^-Dmz^&wjzmw^t^ 
m&o-Dm-efo&mu (3 6) mmo&m, (4 8) 7)vy;\^^—m, yji 
^A-fY-s^ttS^ w^tt^n, ^tisw*. m^mcom^ w 

m, mmm^mm. mst^nmrnm, mmmmmmm, m^, mm^m± 
mm, ffimffi&mmmfcm. &m-&mitm, mm&m, mmmmmmm, 
^m^^f±, T/vfr/u. m%mm, wmM, mm, mmm, mmmm, 

nm&. ^i6ibe> ^mikmmm, mm, mm^mm, m$mm%m, 
cm, mm%mm, m^Mzzmmm, &mm*.m, mm, ruju^—^m 
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i$ : ?®5ffl<Dm7&<Dfztb<DMi£, (i) mm<Dik&m%.fz\-z^<Dm.<Dmm, (49) 
mm (i) mn<D4t&to&it\tt<Di&omm¥±mitom&mm\z&tt*ii^ 

0 , C R F43 cfctf/^fcteC R FS^S^tS^a^MXIifg&t 
5>5r£^ (5 0) mm (1) E«©^**fctt-€-©«[©lllS^±^S&**ll 
#fc:J£#T<2> £ £. \z J: D > C R F^gjR^^f 
fcl&SXfct^Bfrffc^fck (5 1) mm (l) E«o^4fe*fc«"^©tft©SI 
S^Jt^i&B^fcK^T* CRFlf§teSCRF2§ 

m^mm^wmx\t^m\z^f^m^m^\^m^^m, (52) 

mm, mmmm. mmmm, Mm&mw, mm-&fe, ftmm, m<mmm, m 
m&mmmm, mm&Mm, ?u-ym, rm, mm, tm-cu^yx, xh 
uT.^ommmmn^rz.unm-m^^mmx^m-t^m, (5 3) 

£ tMUfe O -DffiT*$> ^ItffS (5 2) |2«©^, (5 4) ffffS (1) I3«<2 

^m^m^, wm^m^mm, mmMW, mm, mmm. 7)\<u-)vm?m, 

mm, Mwa^w^w^F^, x/v^aj, m^nm, mmm%, mm, m&mm* 

nmm, mtf&E., «nat pi t>' m^L^mm, mmx-mmm, 
m^^M, m^mmm, ^mmmwmmt. ^mmm, mm, 7um 
-tt^a, -r y^yy, ^mmm, $m mm, mim, m, h i v^^p# 
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m?k^?h. -Mi:±co5C(Df2ic^Pss$ti^ : fo<DTite<. ^-rnft-jj corns. 



*sw*iesn^^5/\oy>i^tn 7 7», t*if, jusjic^ 
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S, n-7*^)Vm, i s o-y^JVm, s e c-~7^)V^ t e r t-y^JV 
M, n-^O^JVm, 1, l-y^^7°nh°M, 1, 2-y/^7°Db' 
2, 2-y^fJV7°nl:M, 1 -X^V^O tf;V», 2 -X^-H^D 

i3-^\^->;^ l -*^)V- 2 -x^;P7°nt:;^ l -x5P;i/- 

dhm> i-^^;v^>;va> 2-^^;v^^;vs> i, i-^pwk/^ 
i, 2 -v^^k/^vs, 2, 2-^^^;!/^;^ i, 3->^ 
2, 3-^^^^;^ 2-x^;v:/3\n^ 2-^^;u 

ftufe, ^S^IM^&^T, T n -J £ten o rma 1 £:> r S ec-J <h 
& secondary Ttert-J <hte tertiary ^^ttl^tlT^ 
-To 

«M«{3*3 c 2 _ 6 r;i/x-;^ t \z. mm&m* 2 6 iojj^- 

1-7°d^zM, 2 -:t*u^x -f V7°o^-jH, 2-*^;v-l- 
7°d^-jH, 3 l -7°n^-;H, 2 2 -^n^x;p 
X> 3-/f^-2-7n^-jH, l-y^x;!/^ 2-^x;^, 3- 
7*t"x;1/S> i-^>^xjvs, l --\=Hzx;i^> l, 3 -A^>yi" 
l, 6 -^x^-ir^xx;^ H#^f£ti§o ■ 
WJlft^ij-i) c 2 _ 6 y ;^-;^<h«> w 2 iotm^ 
;V»£^U a^S^^^$f*bv^j^bx«, M^-«x^x;vS, i-y° 
nhXM, 2-^Dtfx;^ i-y^x;i/S> 2-:/5Px;i^ 3 
x;i/S. 3-^fJV-l-7°ne-Jl^S, l -x5=-x;i/- 2 t!x;i/S> 2 
-j^^W— 3 -7°n tfx^g, i-^>^x;i/g, l -^\^f>^x;vS, l, 3 

y^n^s^l/E y^n^+yil'S, S/^n^v^^;^, S/^n^^;!^ 
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K£2 -v^n:/n^>- 1 — r;i/S, 3-iy^uy°u^~jvm, 1 -i/fuy* 

S^^L, MXU^ b^>X, xh^v^ J7-7°P^^5>S, iso-yn 

ec-^b + y^ ter t-7>^>l, 22 -^ry^Vrt^rS^ i s o- 
^y^)V-t^-i/^ s e c-^y^)V^T^i^&, n—^^cV^ri/^ i s o — 
'MrV^v-S, 1, l-i?^fJ^ntf;Vt*y4 1, 
3r->X, 2, 2 -s^jWl^ntf;^^*, 2 -x^v^a^v-^ 1- 
^^-2-X^7°n^yS, l-X?Jl/-2-^?Jl/7°D^yl> 1, 
1, 2-h'J/fJl/7°D^yS, 1, 1, 2-h'J^^7°0^yS, 1, 
1 -5?^^;V^h^r^3£, 1, 2-5?^5 L ;^h ; ¥-^S, 2, 2 -s^^k? 
h^yi, 2, 3 -^^^Jiy'^Jl^-^^M, 1, 3-y^f^7'?j^y 

JW- l--7°n^-;V^-^v^ 3-/fJV-l-7°o^zM^yi, 2-* 
2 -t/n^-^xJ-^rS/^ 3-^f;i/-2-7 0 n^M+yi, 1 - 
y^-jl/^-^^S, 2 -^n;i/^-^->S, 3 -y^-jl^-^ym, i-^> 

1, 6 -A^l^yyxn^t^yS, £>n£. 
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f;^at!;^m 1, 2-y^Wnt°mi, 2, 2-5?*?;i/:/ 
ntVlo^^ i-xf;^pif;ws, 2-x.^)Vfu\i)V^^ n- 
s\3rf)m, 1 -^f 2 - xf jl/yn^VftS, i -:I:5F-;^-2-;*5F- 
;^:7 0 D h°;i/^^-», i, l , 2 - h u ^^;i/7°n tf;i/^*, i -^n t°;i^y 
ntfjws, 2 - ^^jvy^jv^m, i, i - 

>^^^;i/^;^^-S, i, 2-^^^;i/^;^^-S, 2, 2-5?*^:/ 
1, 3--^^^;v^;w^*, 2, 3 -s?*^;!/:/? 1 ;^*-^ 

& 2-7 a D^ji/^ ^v^n^ftS, 

3-^5 : ;i/-2-7 , n^5 : tS, l-yf-^tS, 2-y 
3 -t/^— 1 -^>5=-— 1 -^ir— ;i/ 
1, 3 -A^>i;iz;^t^ 1, 6 -^+)->> ? x-;^^-^ 

i-±^5=-;us, 2-^-^^;w*^ txi/xjh, ^\y^i/-;i/S> t7x- 
;PS> >^-fex;i/S, T-fe^-^^US, yjV^rU=L)V^. t 7 x^-P— 

soys'? u~*2 ; r-)vm, mdmtfznzo 
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y^^X, ^y^pu^x;^ ^/^itu;i/S, ^±v^u^;^ 

^> 1 /7UJH, -fV^>V'7UM, 2fi^±OMlliM? 

^>y^-y-yu;vg, *^i*^7yiui^ tf^^/ot^yum 
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xjvS, -fS^/UJVS, t^y'UyJPi, ^S^V'UyM, ^l/sfcU;^ 
i?kFn7UJH, i^t Fntf^-JbS, -f$^/U^Jl/S, xMpWJxjV 

*HBJ^ffl» fc*5 Its C 3 _ 8 v £ □ 7 C : _ 6 7)V*)V&& £ C 3 _ 8 ^ 

P7/nt°;i^ ->^o7?^s, ~>^n^>^;i/S, ->^o^vji/S, 

i s o-7°nb 0 ;i/S^) tc 2 . 6 7;^^H (7J^-;H©^ttTSH- 
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)v&, i-y'u^-)vm, 2-7°u^~)vm, ^vy°u^-)vmm) 

y^D7'nf;W» y^DynEJH?;^ y^n7°oh>n-7°D 

*S0J*e» c a _ x o ^ ^ c ! _ ! o T;i/^;i/S*3 J; c ! _ ! o r ;y 

z/^<DM£lsT\3.* h^>S, X h^->S. n-7°n^^yl, iso-7'n 

tbTtt^fM> X5^S, i s o-r/a t!;i^ i?-:/ 

jV^zjmyc 2 . 6 7J^-jH<hii ttrfBc 2 _ 6 T;i/x-;i/^-^~>* cr;i/ 

- 1 -yD^-jv^ySH) -e^n^n&sfctt^^nfec ,_ 6 7WS 

□ j3-^;vs, / s o-y^jv^, s e c-y^jvm, t e r t — 

y*^)vm, n-^y^)vm, 1, 1 -~J*^)\>y°u\±)\,^m) tC 2 . 6 7JV^r- 

-r-fi^fcsm^n^c^gT;^;!/* (7Ji/^ji/S©^jtLT«^fm x^ 
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t Ha^r->- 1 -X3M1/S, 2-t Hn^y- 1 -:/n t!JI/3&<?T?&S. 

7; wi^j t lufH 5 1 4 (Mi«t° n u ^x 

t°n'J^S, kf^U^x;^ tf^^x^g, -rsyyum t;^ 
x;i/g, ^h^t h*ntf^x;i^ tfnU— ytFn7iJJVS, ykH 

u;i^ t!^n;i/S^fc^h^t f ntf^x;v»w n^*ns^£ tut* 

x^;VX, n-7°ntm iso-7°Dk , Jl/S, n-^;VS^fe« 
t e r t -:/5P;i^T£-5o 
*S^3HH*fd^^S C^jT^jl/ftC I _ 6 7M;Ht(l ftifEC a _ 6 T 

n-^y^-)vm, 1, i-i?*?-)V7°u\i)i>mm) $/Tt= 

&mWMm\Z3$tfZ>-7 ^ J ^M-jVC^eTJ^HtH S-CONH 2 

/ s o - y^JlM, s e c-7^JH, f e r t-y'^)V^ n-^\>^ 
1, l-y^fJl/7°ot:JHf) £^To 
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v^;u;vs, ^yj-m 7^7^;^ ±7^U:/x ;i/3t, +/^+j-u 

x;i* tfU^x;^ TPW-JVm, 7xt>h'Jy-JH, 

#;w\vu;^ #;wwux;i^ ^u$y-;n, 7it>hnu-jn, 

tfUv'x;^ tf^i/ntf U5?x ^xx;H£, ^>y^xx;i/g^ 7U 
fc°^x;i^ ~>^n^>^ tf^x;i/K> ^>Vy^)V&, ^v^>77 

yTv'UJH, yxy^j^vs, -T y^y'JM, 7^ifx;i/X, 7^ 
y^i^-jvm, **rtrW)i&> <v=Ht\Af;]/X, ^>v^^ityu;i/*> 

t^yTV'UM, t"7V*D^1tv''JM, -f^^V^TV'UJH, 5Px 

y y ^ x;vg, 7 □ tf n u ;u*;i/aj?— 

5^7'JJH> t°^^/'j;i/«, ^77UJH« tf'J^I/S^) ^^Lfc^;P 

tr^v/u;ua£, ^7 v° y a t° u y jh^^ l f c c : _ 6 7 (7 

MM^WtbTH X^l^ n-7°U\±)V^ i s o-7°U 

hf;i/S, i3-X^;i/3S, / s o-7f JH, sec-7fJH, t e r t-7* 

^)vm, n-^y^jm, 1, 1 -^^^vXntf;^^) -e£>^> 0 
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>MT (^JtlT7 7i^ H5ilJIC^\ a^iM?f) l:<tot 

n-y°U\i)Vm, i s o-y°U)d)Vm, n -7*^)1^ i s o-f^- 

JL^JVm, n-7°U\£)lM, i so-7°nkiJVS, i3-:/^F;i^ is 
o-y'^)Vm. s e c-y^JlM^TM t e r t-7^)im WAtt>'J7Jl/ 
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(2)7j<®^ (3)~hPS, (4)y77S, (5) #JI/#^>;VS, (6)C 1 _ 6 T;V^ 
)V^^ts)V7fs-)Vm. (7)5£ -S (O) r R 13 (jS^ rteCK 1 
2©»c£^-r ; R 13 «(a)7K^Tp, (WC^jTMM, (c) 5£ — N R 1 4 

ti/Xfei^rny u— ;vc 1 _ 4 y;i/4 i ;i/S^rc^ (g)t^nTt/Xfe=j;^ 

Afo7'J-M^to ) , (h)-NR 16 R 17 C5£*, R 16 *5ctt/R 17 tt 
|ig-£fcttffiS&^TzMitIiH\ C 1 _ 6 T;Wl/**7t«C 1 _ 4 T;WI/7~>;i/ 
I^^„ 3 > (OC^JMM, (j)C 1 _ 6 7^^>S, (k)C 1 _ 4 7;V^ 
JHTtI$tlTVX%i^C 3 . 8 y7n7MJH, (1) C 1 _ 4 T;i/n^->C , 
_ 6 r;Wl/^ (m) C^^T^^XxeM^tlTt/^TfectVi^POST^Vib 8 

^AfP7'J-iH, (p) c 2 _ 6 y;i/^r-;i/^, (a) c 2 _ 8 T;v^n;i/S, (r)c 2 

■&%>YfZ>h., C^sYJl^Jim, C 2 _ & T)VT~)V^ C 2 _ & 7)V^-)Vm, C, 
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;i/C 2 _ 6 y;i^-;i/S, c 1 _ 10 7';pn^r^c 1 _ 10 T;v^;i'^ c 1 . 6 7J^^ 
■>-c 2 _ 8 :f;i^— c 2 _ 6 r;^-jv^^>c 1 _ 6 y;wi^ c 2 _ 6 y;u 

^r-;i/^-^~>C 2 _ 6 7;l/^r-;i/S, — NR 2a R 2b [R 2a :fe«fct*R 2b «MaB3£8 

t^tn^timmmz^-i-i mx\ ife»©tt-NR 2a R 2b [R 2a 43j;^R 

2b «tfrfB^«i^-ti^ti|wiit«^^-r] X&Z> 0 

7v*ujh, ^fv^yum t!U>?;«, tfU^vMl^ tfU^^S^ 

;VS, -S (O) r R 13 [5£4>, rttO, ll£/cte2©Si&£, R 1 3 K£ (a) TkSt 
JfB^ (b)C 1 _ 6 7JWH, (c)5£ — NR 14 R 1 5 [5$*> R 1 4 & £l£R 1 5 
|WI— * o TTkStlC^ e 4 ^ nt v^r h <k ^ T U -^Tit^n 

^7U c ! _ 4 r 1 wua, £ tix v^t ctt'i^NT- D7U — ;v c x _ 4 t ;u 

(e)Sm^tiTUTfei:V^7iJ-;i/S, (f) Sm^nx^Tfecfc^-xnT U — 
— NR 1 6 R 1 7 R 16 *3«fc^R 17 «IH— ^fe^S^oTTK^Jg^ C, 
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^.\t^)V&, X3\H* n-y°nt°;i/S, i so-^Dt!jVSf) , C^g 
7J^+yI (M.?L«\* b=^>S, xh+yl, n -7°D^yl, i so- 

y7/I, j*^*, x^;i/S> y<h^>* ih+yi> yW!/^:^ x 

*mmzfrfrz>ik&W} (i) fc^^^M^^itt^Pis^n^^^ ^© 



X' ^ck^'Z' f^n^n$64lCN^fcfiCH$ CdCD^'&^^Vi'C 
9* 3Z\Z*r<D*<D&mf3L&l&&Vf2>£, 5£ 
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R 2b 



R 2a — N 




£>D, SfeSFSlfefiDtt, (III) SC&^T, R 2a *5^^R 2b ^n-^n^ 

^->c 1 _ 8 y;i/^;i/S> C3- 8 y^n7Wl^[iC 3 . 8 y^n7JWC x 
_ 6 T)V^)Vm~C\ M IZ^tl^rtl^iL \Z/\ n 5 s >JES : ?t?«lft £ tlT V>T «fc < , 

;\oy;c 1 _ 6 7^3+yi^fcHC 1 _ 6 7J^^yS^e»I«n5i]il3 
Mt7j;i/tf;>g£i& (i^MI, h'J7Mn«& ~>n.<^ 
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xv±m&mm. (^ny^AE xjizsv&m.m) m&&tfz>n, mm m 

fiCF^T. &*3, J^T©K^X^-A(C^5ViT, R\ R 2 \ R 2 \ X, Y, 

Z$R h fem{k7km&£, A r li7U-Mfc(^fn7U-MS> TttAa^ 
(^fcffS&^aiWIStiP, Jl*®^£fcf3: a ASSIST?) T* \Z/\ 
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o 




»Jft^*fc«^?&jSET0 75S2 0 0°CT^J^$ii-X, < 5 #V [1, 2- 
a] h°^>i§«{*(3) fffitS^itt, ffiSSIiC$K &3£ 

1MB :^5^V [1, 2-a] tf^^>- 3 -*J^>ix^fJl/ii# (3) 
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£*1&^7&*, £?5gk:te^>-fc?X h;i/X>, =jr^l/>, T~V— TV, iV- 
y^fMM75F, 1, 2 -v 5 ^ h^~>X^>, fh7hFD77X 5? 

SKiA'J^A, j^mi-h'J^A, 7y{b-fe'>C7A, ^y-ft^U^A, m^zK 

ithu^A, zKH-fk^u^A, hux^7 5>m^f,ti5 0 jBv*e>n 

S/^^^A^-^^rMJSJifttlTH MPd (PPh 3 ) 4 , Pd (O 
Ac) 2 /PPh 3 , PdCl 2) PdCl 2 (dppf) , Ni (dpp) 

2 c i z mifi3btf 6>n*. 

IiC:^5^y [1, 2 - a] fc!^S?>- 3 -*;i/zH>mx^^;Hf (5) 
^tSfc«i^lT% m*#ftT^T075M2 0 0*C-CSP7j<7}$F£-&£ 
utCiot, -fS^V [1, 2 -a] lf^> ? >- 3 -*;V#>MM«#:(6) ^ 

>7A, TRBMb^UtfA, ^H^U^A, ^m^hU^A, #»fe>"?A, * 'J 
t>A f -t/h^pS' F KfS*lS. 

IIP, E , F : -r^yV [1, 2 -a] h° 7 3 -fi)l^>Mm mfc (6) 

(DPPA) ts.E(D7-J FltMt- 7 0 2 5 0 °CTRjS$i±> 
gS75?FBSiS#(7) tU u©f7yFii#^0M2 5 O'CCfflftKUnSfcT 
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er f-^^y*J^ZJl/ (Boc) ^<D2UWN**-f h*fc£T#«£tl& 
r$^7 [l, 2 -a] e7$?>«*#:(9)&&5;i£#T?£S. 

;i/X>, ^ y7x"JVX-fik t ;K fh7kFD77 

u > ? >, tf u £ e> . 

ymmmfa (6) n ^-r k^m-^M7K^^msl/> (6) £75? f^j 

(9) (fflo fmann|« S c hm i d tSfiS^BIft^uttiT 

X^G : 3-757-' f'^^V [1, 2 -a] tf 7 y>Mft (9) 

»7cS!l#«ETtCT- 1 0 Tbm 1 5 0 °CXKJfc£i±£ d <h Jd«fc 0 5 ^ 
y [1, 2 -a] k7y>li#(10)^^^f^„ mT?^ 
T^7c«## ; ST> JL73, «6*l4ft#ffiT*fctt*#«ET 

$ti&^\ &Mfb7tFn77X ^xf;Vx-fJK 1, 2-S^ 
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m&thT, -f$^V [1, 2 -a] b!^e? (10) 3-7 

57-^5^7 [1, 2 -a] tf^^>»|a»#(9)S*ii^Sfeaai»j«-C, JL 

Av Mlth'J^A, #*fe->£7A, zRM^U^A, Tkm-ft^FU^A, tf 



I1H : -f 5 ?V C 1 , 2 - a] b°^> ? >M»#: (io) JM^KSCH^T* 
fd«ftTtt, 7 0 75M2 0 0*C"C^$^ £ 

er t -^h^r5/*;i/#n;i/» (Boc) ^©&«3£ £ t fccfc D , 

•f5^V [1, 2 -a] tf^> ? >«*#(ll)£f#-5d£#T^r*. JB^£>^ 

D77X ^x^jJ/X-^-jk > ? ^-^1t>, T-feh— h'J;K >*£anj*^>, 
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in, - hu^^;i/->u;i-hu yu—hm^mf e>n^ 0 bocw 

MFmoc, Trocf) l»IK«b7c 

^>ijf## (I) £SBg-«*. 




rStto-tiiAfD^i# (9) Mit^S l ©i@H£H&©EJ&fc:#-r 
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imam 3 




#SififeTfcJU tt&m (3) 1 ©IgC<!:|i|I©SS(;#tr 

chtcfcD, {b^*(l3)*«ji-rsc:t5&*m*s (ISA) o ^4*r(i6)tt, x 

SA7?»fc-ft;'&«j(13)*«afi^lOXSD, E, F t H«l©jfEfi:RjtSfc#-r 
ilttCcfcD, K5§f5C:£a*tti3feS COMB, C&JctfD) c <b£r%(17)te, 
(16) 1 ©li G £ RSICDKJfcKltf-r d £ £ «fc D ^ d £ 

(HUE) . fc£-#M18) te, ^4»(17)S:jH3e^l©XgH£^ 
©K^lc#t5 ^ 0 lit* ^ t^Tf 5 (IgF) c fls#%(19)fc3u 
ft;^4&(18) ^iiMlcii I £^©KJiSfc:#"rci£fc«fcO»ii§t-*c:<h 

(ISO o <fb^%(19)£, Mit^fel CDXgB£TO©S 

Jfctettf *56^ldJ&^^'fb-&«I (I) §8JB£T5££:a*T#5 (X 

iH) o 
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Pro^ m R 




N 





H 2 N 





R 6 

N IgA N N^>^ N Xf^B V^\^ N 

Lev Lev [ ev 

16 17 19 

t ^I©gMiAR^ii#t ^ t i 0 , *§£W^7^{|^$) (I) 



,2b 




R 1 — <^ 



j2a 



N 




Pro^ NH 



>1 





Lev 
16 

R 2a 

Pro- N ' 

/7 T X 1 




Lev 



17 



SnBu 3 B(OH) 2 
Ar or Ar 4 



SnBu 3 B(OH) 2 

Ar or Ar 4 /&mmW 



Pro- 



NH 




Ar 



,2a 



Pro— 



N 



Ar 

10 



,2a 



HN 



N 




2 
Lev 



18 



SnBu 3 B(OH) 2 



Ar or 



Ar 



4 /< 



R 2a 

HN' 

>1 /^N' X -Y 




N 




Ar 



11 
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IgA : ^CD2"7$yif7$?>aift (21) tAPy>ftl (0!l*.fc*iV-£ 

tana**, jBt^sssm, masnc**, KH^tckos^D, ^fcsjts*fia# 
B^n, h;vx>, ^~>i/>, y^y— ;k x^y— ;k ^x^px- x 
□ ny^>, ^ddt^a, ra^bM*^T:\ ^tie^l^iiTfe^l 

X^B : 2-75/ \d7it>mm&(22) t a - P a □ - j8 - M^rJUi 
#(2)£, MB^ffil C0XgA<h[p^iCD^(-#-r^^(-i;D, <5^V [1, 
2 - a] fc£ ^ (5') 
#«5£&6K::my£Sf*#(5') fiig^fel lc:*^T»l*#(5) 




46 



WO 02/062800 



PCT/JP02/01098 



mmzm 7 




tfFWcCurt i u ste^S^©te^Jtfi^#-ril«i:fc«fcD, 2 -7 
5yt°7^ >fli# (24) SfiiTT J^T# * = 

IgB : 2 -75; fcf^S?>Sf3*#:(24) t/\D^>{^JM^tfctti^I 

ms.mzm^nm^, m\z\-mm, wux>, =^->i/>, t°u> 5 >, tf 

ij^yx 4- (y^ws;) tfU>^ — ;k x^y-jK S?X 
^jh-tJK 1/ > ^ u n - ji/^E y ^ f ;i/x-fJk iv, N-z/*^)i-fc 
M75 H> > ? ^dq^^>. ^nnm, B3:tfrfb^**?T, 3:n&©S«E 

IgC : 757 t°^>§^»#:(25) ta-^DD-e-^hxXri^i* (2) 
*»3fi*Sfel©X@AtI^«6ORjStc:#-rciifc«fc0, -f^V [1, 2 -a] 

tf 7 1? >mmfa (3) & M3a-r s £ t s . 

*K3aS7 (3) tuf2$ga?£ 1 fc^TSfiSft: (3) Srffl^fc 
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30 



ISA : 757 fc?^>l§3»£M27) <b a - A P^ >^ h >ff (26) mm 

isb tf^yp [i, 5-a] tf u ^ v>>»3»# (28) h uim&* mm 

-hn-f5^/ [1, 2-a] tf ^ > ? >ff (29) £#-5 £ £j&*"T?#S. ffl 
x: h P itM t. bT tt?igi6«B=7Kf n«K ^Mffili, N a NO 3 . NH 4 + NO 
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3 -, No 2 BF 4 «?5&*$>tfe>n£>. 

I§C : 3--hn—f^^y [1, 2 -a] t° ^ >fj§*$#: (29) ®^}± 
£fc«fc?K 3-7^7 — f=^V [1, 2-a] ¥7i?>mmfam & 

;k n -y~$ j -;k en, uti^WiTfei^iltitfei 

^££<h7^T^«£> 0 /B^n-S&JiS (tb v 30 <h ltd Zn, Fe, S 

n c 1 2 , n i c 1 2 ##*a&if sn*- 

-ecDffi, giJfeiLT, 3--hn— [1, 2 -a] t°^>SI*#: 
1 0 0&JE©zk*©JE:*JT?» 0°C^5> 2 0 0°C©r^T\ :&JS«$££ffi^ 

s*pfi^JDSiS^#"rc:tK:«koT ! b, EHHfc3 -7$ / — r^^V [1, 2 

-a] b°^^>if«#:(30) ^Kitsdwt s. m^&mmfe. mmmn. 

e>nSo fflV^^MM^^LTtt, Pd-C, PtO a , Pt-C, Raney 
*i4jSfe 8 fc^tt (30) Sr, fufBSBfe 2 V^Tff (12) 
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T 

31 




R"T" /i&S 
35 




SnBu 3 B(OH) 2 

R 6 Ar or Ar 4 /&m$&fo 
XgD 




(I) 



Ar 



I1A : 5 W [1 , 2 - a] fcf^S? >M»# (31) Hi IsmeierS 
(32) it. -f$^/ [1, 2 -a] fcf^>Sf3f#:(31) SrSjW^^fett^SffiT? 

IiB : 3-*;V^;V— f^V [l, 2 -a] ti7^>»(32)tGr i 
gn a r dlSISfc«7WJ (33) 

m#\ -10 o"c^5>i 0 o o c©ra-c\ figfii^^fcs^i^JKTffffcnSo jbv* 

-fJK fh7tKP77X n-s\*-V->, h;i/X>^T\ ^n5tt¥ffiTf 
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%.tz.\ZmmMT\ ilSffSTT, 0 75M2 0 0 T;©P^T\£jfc£l±£ £ t \Z «fc D , 

xgp : (36) ^mmm^m 1 w^x@b tpi^©Mj^^#-r^ zl t 




igA -m.7)vzi-)vmmw (34) ^fc^^at-e, xra^>#> 

ffl*^o -10 0^615 0°C(Z)FplTfTfetl^o 

PD^^>, /3-^\=^-9->, h;i/X>^T\ ^n^^^TT-ferl-g-LTfefflVi 
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feZftteteUfi, Iffmmt* —fflk*?>jS>. JoneslftHtl, Ki 1 i a 

teSJfcfciU &KBMtS![fc:IKe>?\ Swe r niftf ©fW^lciotfe 
fx "5 It^tl.. 

IgB : (37) SBfi&l \Z$$tfZ,j:mB £WlU<DKmztthX, MM 

#: (I) c ^M3tT^^l^^tB5fe^o 

IDgC : #;P#:z;i/«f^*o£ ( I ) C £W i t t i gKISfcttHo r n e r - 
Emm o n s ii (38 J ) iilt^ ^ 1 1: J; oT (Witt ig^MfeSHo 
r n e r- Emm on sEfS) , tl/7^>« (I) °£a»f§ £ £i>m 

— y^nD^^>, i7-^\^it>, h;i/x>#T> cinee^ffl'e'bii 

^•LTkck^o S'J&£bT, >mm& ( I ) Reformats 

^x;nf«#: (i) c ^n^a^zyy^ymm^rM^(Dm.m^m(Dm.mm^ 

(38 b ) <hSJS£i±S£, t^^Aiifr^iBts t^^5 0 fcmte, 
XMD : >ff##: (I) ®?<Z)#ilT£fcte 

*^bj{-^§t;w^*#: (i) ssBgi-s^t^ffisfc*. ^jftwu a 



52 



WO 02/062800 



PCT/JP02/01098 



Mfcteu y.^ y — x^y-;k ^a;VHk -J&S—JV, BM^fr, 

d-C, Pt0 2 , Pt-C, Raney-Ni f^Stf^nSo it7 
> *7 A# Sr ;* ^ y -;]/& £ 4> "CiPSftf S h £ \Z «fc 0 , ^ ft Tvjc* £ 
?£x£ its d £ (d ck o T @ Wft £#-5 £ 1 **W5fe* o 




42' T" 



IgA : »?D^, 7$ 7 6^51^*^-^051 (39) 

;W y^>-T5 F^x— h (40) $»jfit5^t)iJffl*S. ffiffl-rs««E&, tB 
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z>m.m%, urnmt. *it^hu^A, 7mfc%vo&, Jkwtfcjvjv^ 

IgB : 7)V*r)V{T)V*r)V7s)V-7 7—)V) ^^>-f ^ K3^X— h (40) <fcAD 
T 5 >#(D^ST^ii-r § 21 <h Id «t 0 , 3 <f£MXX "r)Vm^ b< ^ ;i/ 
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m®-K& i 2 



o 




IiA : 3-^V-7JW-y7t-f KSf3»# (43) £ t F 5 

mm iCct d s& o , £ fcafo £ is#i±-r mmmm-t % *> * 

tt&£#£l&^£ft&v^ EPSitekk BtH, h;i/x>, ^->i/>, y^/-;k 
x^y-;k x^v>^U n-^y ^^x-f;K iv, iV-i^^^V^P 

AT5F\ tM§T\ ^n^^ftX^btffli/^Itra^o tF7V 
IgB : 3 -75; t°U ^>St3Mfc(44) NX7tJ^I# 

(2) ^^^te^^or^s 2 o or©i&^rsjS£-fr£d£fc:«kSK 

-fi=^V [1, 2-6] tfU^5?>»»#(45) ^ilt^^t^TtSo 

i/>,' y.^/— ;k x^y— ;k x?i/>^ , Jn-ji/ ; E;^fjvx-fiK at, 

IMC : -f S^V [1 , 2 - b] t°U ^> 3 -tDV^ym^TsTMWMW (45) 
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snfcv^ ra^te, x^y— ;k ;k n-zf&s—jv* ter t- 

U^A, zkM^U^A, jek^U^A, ^M^bU^A, ekSHzS^A, ti 
X^D, E, F : -T 5 [ 1 , 2 - bl bf U ^^>3-*;i/^ >^If mfc (46) 

i±TmT> ? Hli«#(47) £»BtU ill v KSf##£ 0 2 5 0°C 

!;«LTCu r t i u sm&fcJfcm<Dfe&K]fc\Ztt? ZL£\Z&V), SSftTM' 
V->T^— h (48) /er f-^/-JI4tTOt5:t 

fCcfc-?T> *;WX^-T (AMLfcZfer t-^h + ^A^-;!/ (Boc) 
^-ef*tt $ nfc 3 - T 5 J <i 5 [ 1 , 2 - bl tf U ^ >M*# (49) £® 

j& s ia^~r ai%#is & & § § *> <o t & n ^ ps^ $ n& v * 

Pl-Miztz, ^>if>, b;i/x>, ^~>k>, s?7jc— ;i/x— - t-;k tert-7° 

fh7th'n77X i?3rtt>, 7th-h>j;k iV, N-*?* 

5o ffi^SSitLTH h'JlW^X y^77°Dt:;i/X5 1 ^7$>, 
4- (y^^757) t°U> ? >, k°Uv>^^tfen§o 

^<Dm, MYyFmmfomvmi&mcDmmtLT, -fsyy ci, 2-5] 

HU ^^>3-*;V#>|6»3*# (46) K£fcKm^MI&zKftifc:SS* 
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3-75/ — [1, 2-5] tf'J^> ? >MS{*(49) ^M3t-T^S'J?ii 
IT, Hofmannfe« Schmi d t^M^«fe« 

IgG : §i^nfc^5^/ [1, 2-5] fc°U^>f§«#:(49)£, »J** 

-enumKfc\zttv, 3-75; — r 5 w c i , 2-5] tf u ^v>ii^ 
* fes m % mm^-f & & % mmmm-t % % ©-e & n«#ic iss $ n& 

^+>->> 7th-h ! J;K y^na^^x ^nntf^l/A, "hn^^X 7 

o:7-;k 7xv-;k ft7i;-;w$tf5ns. fflv^n^s^ 
a-Kh'J/fii/S/^x Ift7;>$-^A (iii), MJ^wi/^iui/b 

u 7/ 1/— bmtf&tfBn&o (49) ©§iSitTB o csw-ook 

US WFmoc, Troc^) ^m^TzM^\Z.\^ ^tl^tKD^m&lZ 
IiH: 3-75/-^5^V [1, 2-5] fcf U ^> ? >>M«#: (50) t.ti )V 

^)vmmw (MA«^x?;i/^rh>^a s^«7;i/Tt K$f«# 

^V^TStc^J^- 1 O.JiSl 5 0°C(D^T»t^J$;£i± 
Z^tlZ&V, *mmzfrft%^=i^J [1, 2-5] ¥V?i»tmVf (I) 

^□□/^>\ ^nD^M, 7th-hUJk zM?a*&tf6ft, £*i£>te 
life b < (ii^Id: bTffl C t^t^^o ffli/^ttbXH 
gftt timmrf&VfbtlZo ffl^^liSibTH ^J^fiM^HJ^A, 
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^xgfciB-r^sij^^LT, r^v ci, 2-6] tru^ 

mS^ffiT^fc^^ftT, -70W&20 OX:<DUm\zTBimt£i±Z> Z £ 

tcfc d , -r s y y [ 1 , 2-5] tf u &i?>mm& ( 1 ) ^sbtt * - ta*-? 

t5o ffflt§ilI(ittlW> HlfiaDl/^D, £&^jfc£:IMF-fr-rfcH 

£ $> § @g??g#p-r * fe © t & n id $ n& v * m. \z\t, 

>^A> TK^b^U^A, ^m*U^7A> »h'J^7A, i*»te->^A, 




IgA : 3-T5/-6-i7Pnt!iJ^>(51)*ADy>^J<i:M3gb, A 
ny>ftSJSfc#tuti:j; D > 75 J t° >J ^>ff (52) Z <h 
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*M75 i, 4->?^-y->, p<^/-;k x^7-;k v^pp^^ 

IgB : 75 J tf U ^> ? >M«# (52) £MfB§^?£ 1 ©IDgB £H0$l©£jfoS3 
ttU 4 {i^T U -JH^Itbfe75 y tf U ^>f|p»#: (53) £:SBaT^ £ 

IgC : 3 - T 5 J - 4 - T U 6 - ^ P P if U ^ >SI (53) £^fcfe 

7K^iPS^^#i-^<hfccfcD> 3 J tf U ^y>Hift: (54) SSSBrrs 

7K*i±*«M^lJ5;Ml 0 O^EET:, ^SMSteffilt 0 7!?S 2 0 (TC-eab^o 

h7kFn77>, >*x^;i/x— 5^;k at, iv-i/y^;i/7K;i/Ay$ H\ - 

^i7->, h;vx>, mmm-v, zn^tm^zm^xm^^zt^ih^ 

5„ ffll^SStltll 7K»h'J7A ( TkM^U^A, zkMfbAU^ 
A, zK^b'J^^A^fetfStl^o ffi^S^lKltLTH Pd-C\ P 
t0 2 , Pt-C, Raney-Nii«Btl?> = 

t£x*i \z m~? & m m t l t , mm. r - •> &m <d ?mm £ mm * xmm u 
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fflV>5*3tj3S£bTfcJ\ NaH 2 P0 2 , HC0 2 NH 4 , HC0 2 NH (CH 2 ) 



IgD : 75 y t?D^S»8§3l#:(54) d_ d □- j3 h XXril'iifr (2) 

io, -f s [i, 2-5] t°u ^>>>M*i# (55) ^mm-rz z. t&~e%2>o 

(55) &mmm&& 1 2 fc-^T-f 5 [ 1 , 2-5] t£U ^> ? >«l^# (45) 

$^7 ?% 1 4 



as 



R 2 R 2 R 2 

S-nf 1 a, Lev— <f i a Lev— f i • 

Ar^ HA Ar. ' IiB Ar 

^Lev ^Lev R n 



X = N or C-Lev X = N or C-Lev X = N or C-R n 

Y = N or C-Lev Y = N or C-Lev Y = N or C-R n 

Z = N or C-Lev Z = N or C-Lev 



Z - N or C-R n 

(l) s (1) L (i) n 

2-fe^M^T*em$n^7,;L'^^ fs^mis (^j^t.««ife$nfe^;i/7* 
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te. h;i/x>, ^Fvi/>, ^^y— ;k x^/-;k fh7tFD77>> x 




62 63 64 



x^/-;l/7^ >M«#: (57) ££j££-fr2>;i<hK:«J:*K ttifHX^ y -)V7 3= > 
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-r*t>©T»n«w^is^$nfev^t, jfancrau b;i/x>, ^v>, 

7tFD77X Ifl/>^'j3-Jk>7?Jl/X-fJK TV, JV-^*3\JU3fC 

X^B : 2^^T a 7 S^«mbfemmtt(D^^^^n^MS#: (58) £AU 
(59) &«i6-r* MAn^MbSJ^H Sjttt^Sfctt^SS 

h;nx 3risu>* x^y— ;k s?x^x-5S>k x 

I1C : #Jl'l4©^a^-\^n#gf«#(59) ^An-fr>^j^^#b. gK3i 

* a«irr tB^m € fc 5 @^^?r s t> <o t? n«4* k iss $ n& ^ 
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=Mt>\ h;vx>, ^ ->i/>, i -y<^;i/-2-tfnu^y>#T> ^ns§ 

-5, 6 - yy7/- 1 , 4 -^>V^7 >, ^^ffc^FrtWf ^tl-So 
iiE : -f5^y-;^^wr^>^*^\^pliii## (62) ^ftTfBSSBfe9 © 

i:mAtw\Wi<Dfcm\ztt-Tz> f{* (63) 

IgF : F#:(63) chM^pJ^MJS^S d t fc£ 0 , #;1/#>SH* (64) 

mu&\tm^- 1 075M2 o or-eab^c jfv^j^^ ffifsicsisK ftt3M?fc: 
-&\sTm^2>zttf&3fc2> 0 mtzmmfom zmtz^^fez \z^xmm^- 
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fciss^tiT^^cii^B-^^T-fe^v^ ifmmz^^m (i) 
scfoTfit^ut^irt^o if-mmz%z>fc&m (i) tov^x 
mmm, $.fcm&fc, mtrnkw, m) m^^m^m, m^tw^gk, 

itbTiw, t^j/«m saiE^j, titt^n. isuyjm, 

i«£!K ts^ij, rnvrngM-*, %>£.xs$m\z.&K> 

mw&mm, ^-mmm. pummm, mmnu mtntm 
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>m ; ^U^vx^lx>^mxx^;K v;i^^>«^xX5^k 

-5\ fiM, ^F^S, T>-h-;k v;Vb'y h, agnized-*, 

;k y<5^Hz;yn-;^ x5P;nr;i/o-;^ t^^txta, h^;tf>K -tf^ 

g^>, -y^vvC tKo^y^nkVWn-x, t Fa + y7°Dk°J^f 
;Hz;PD-X, #U fcXMfo'J F>, #>J ^nh°l/>^U xi— )V • 

;vn— 7., jE*l^;k>^A> mm^mi- b U ^ a, ^x>i*jk>7A, ^ 
\,*Z>h<DT*&raf, ^frf£Z>h(D-v>b<k< ;M^Jibtfi, xiziy^, 

cxm^u mm%k mnm. m&m. m^mMMt^^nxtz.^ nmz& 
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omsu mmt mmt sm. w&sm, t>7-t)vmmt-tz> 0 
z>z\t%i$mx\ mmmzmm, ffimpMzn-^-r&zLt&x^z. 

tFn+^ifJWn-x, T^tfTrfA, h^#>h5f5, tDVt^iy^^- 

Uv;K-h8 0, -af>i7 5H, # U :t=\^>x^i/>yjH£ ^ ^ 
«^ MJ X-er;i/# ; ft^fccmtSfrjSfcflli: Ltd /\°^3^> 

y— ;k ^ a n 2 uv—jvmtf&tf 6ns„ 

?xm, mm.7)vn-)vm, mmmm, y'jnm v>mnm. 

x^/vxtz&mmmMfc, mim (m^th. -?*yx, ^e;h^ k 
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lPt4T^3 0 /igftHbl 0 g, £f£L< tel 0 0m g&V*b 5 OOmg, 
$Bfc^F^b<«l 0 0 ngfc^Ll OOrng^, SE*tfi-¥T#SJlfcV*b3 0 

ooitg/kg« jf*b<«3«vib loootig/kg^, tnfni 
jpt«) , "torn, ^&m, ±m&fmnm, n—y&wm. «^ Siting* 

8-i7Dn-2-XfJK5^/ [l, 2-a] t°^> ? >- 3 -t^;1/#>M^ 
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3-^DP-2-75yh°7y> (2. 1 g, 1 6. 2mmo 1 ) t*^)V 2 

(6. 7mL, 4 8.6mmmol) $g 

^n^h^y^- (ij-^t>:@ttX5 : ;i'=4 : 1) (ctiSb, mm 
it^m (0. 9 9 g) £fi&^ll£:bT#7t 0 

'H NMR (400MHz, CDC1 3 ) 6 1. 37 (t, / = 7. 6 Hz, 3H) , 3. 18 (a, / = 7. 6 Hz, 
2H) , 4. 03 (s, 3H) , 7. 87 (d, / = 4. 6 Hz, 1H) , 9. 14 (d, / = 4. 6 Hz, 1H) . 

5-&UU-3 - (2, 4-^nn7x-;V) -2-b°^^>T^> 

3- (2, 4-> 5 ^nn^a:-;i/) -2-k°7y>75> (1.43g, 6. 
Ommol) ^OD^l/A (9mL) fcfc&SU N-t> U U ZL U<M^ 5 h* 
(0. 96g, 7. 2mmo 1) SriDAiDS»i!!SKT4 I^M«t#bfe. ftjfcffe, S 

iCTl^I^t^ MEETtftSI b fee # £> n^M^i/ U * ^r;i/* "yKZu^Ytf 
^y-i- (RHx^P: i7-^\^>=l : 2) teT«f«U SUBYb^tt (1. 
5 4g) ^^ B B H tlTlfc 0 

'H NMR" (400MHz, CDC1 3 ) 6 4.55 (br s, 2H) , 7.38 (d, 7=8.2 Hz, 1H) , 7.41 
(dd, J= 1.8, 8. 2 Hz, 1H) , 7.55 (d, J= 1. 8 Hz, 1H) , 8.10 (s, 1H) . 
3 

8 -r/n^B- 2 -JL^JV- 6 -j^JM' [1 , 2 -a] tf7S>>-3- 

3 -^P^E- 5 2 - k°7y>75 > (3. 5 g, 18. 6mmo 1 ) 

t.^^)V 2-^OD-3-^V^>^;x-h (6. 7mL, 48.6mm 
o 1) SS^St, 1 3 0°CTrlP#r^Pi*^#b7Co &#m^$j£itB'JU 

y;i/*7.A^n^h^77^— (ji -^-y-> : ^1X^=3 : 1) KIT** 
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mmt^m co. 3 2 g) $^^ B H H chbT#7co 

'H NMR (400MHz, CDC1 3 ) <5 1.35 (t, 7 = 7. 5 Hz, 3H), 2.56 (s, 3H) , 3.15 
(q, 7=7.5 Hz, 2H), 4.01 (s, 3H) , 8.98 (s, 1H) . 

8-^DD-2-X5 1 M5^; [1, 2-a] tf7v J >-3-*Jl/A7;Vf 
t F 

8-^00-2-1^5^7 [1, 2-a] k°7V> (6 0 0mg, 3. 
3mmol) JV-5?^?MM7$ H (3. 3mL) fc:Jgfl¥U ^ 

->^U> (1. 2mL, 13. 2mmo 1) ^MTITI, 9 0°CT2B# 

I1^««^^t->^7a(3T^$^ «JET»*6U *tBfc£-«J (4 7 2 
mg) ^e^g B B atbT#7co 

'H NMR (400MHz, CDC1 3 ) 6 1. 49 (t, J= 7. 5 Hz, 3H) , 3. 18 (<l 7= 7. 5 Hz, 2H) , 
7.97 (d, 7=4. 4 Hz, 1H) , 9.31 (d, 7 = 4. 4 Hz, 1H) , 10.18 (s, 1H). 

1- (8-^OD-2-X?JH5^; [1, 2-a] H^^>-3 — HI/) 

8-^nn-2-iW5^7 [l, 2-a] tf^5?>- 3 -#;w\*7;i/ 
ftF (146mg, 0. 7 0mmol) §rh7tFD77> (1. 4mL) 

m (1. 6mL, 1. 4mmol) £ijn*_, 3 

#Snfcl- (8-^nn-2-X5PJW5^V [1, 2-a] tf^> ? >- 
3 — UV) - 1-7°$ /—Jl&N, JV-y^^*JVA7SK (2. 2mL) 
iCi£$?U ^T3-KX^> (0. 0 7 9mL, 0. 9 9mmol) , 
\tir V U (65% in oi 1 ;49mg, 1. 32 mm o 1 ) £Jn A, 
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nzntz.mw.&i'V fitful] u~? h^7-f- (i^mx^;i/: 

1t>=l : 3) CTiit, HfB^#) (5 5mg) ^ifeititUTflfc:. 

'H NMR (400MHz, CDC1 3 ) 5 0.88-0.96 (m, 3H) , 1.12-1.17 (m, 3H), 1.18-1.37 
(in, 4H), 1.39-1.52 On, 1H), 1.69-1.81 (m, 1H) , 1.97-2.07 (m, 1H), 2.75-2.89 
(m, 2H), 3.18-3.27 (m, 1H), 3.33-3.42 (m, 1H), 4.70-4.76 (m, 1H), 7.60 (d, 

7 = 4. 6 Hz, 1H) , 8. 35 (d, / = 4. 6 Hz, 1H) . 

###16 

1- (8-^do-2-x?;k$^V [l, 2-a] \Z?*?>- 3 — f;W 

8-i?OD-2-lW^y [1, 2-a] H^> ? >- 3 -^j;W1T;1/ 
5^t H (3 2 8mg, 1 . 6mmo 1 ) £^ h^h h'U77> (3. 2mL) 
izmmv, MTFO. 9 OM^nm^^AfN^t HD77>^ 
^ (4. 4mL, 4. Ommol) 3 0^F«tfc. SjftS^te: 

fT^>"^At;«^t, iffTIilfc. n^tifz. 1 - (8-^no- 

2- x^;K5^y [i, 2-ai tf^'^>- 3— r;i/) 

t#S>nfcl- (8-^nD-2-IfK5^V Cl, 2- a] tf^>>>- 

3 - -r;i/) - 1 jv^mm^jv umu ^^r/m^^^i/^ (i 

mL) fcl}gfl?U m>k-Wtik^>j3> (3g) £Jn*., 6 o o c-e5 0#wja^lt 

(Pj^X^;U : n -s\*^->= 1 : 3) tCTfltMU tffB-fb^ (2 2 6mg) 

'H NMR (400MHz, CDC1 3 ) 5 1.06 (t, / = 7. 3 Hz, 3H) , 1.49 (t, 7 = 7. 5 Hz, 
3H), 1.84 (ta, 7=7.3, 7. 3 Hz, 2H) , 2.97 (t, 7 = 7. 3 Hz, 2H), 3.23 (q, 
7=7. 5 Hz, 2H), 7.88 (d, 7 = 4. 6 Hz, 1H), 9.53 (d, 7 = 4. 6 Hz, 1H). 
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#%M7 

(E) -4- (2, 4~z?^)V7^-)V) - 3 -y^>- 2 -^"> 
2, 4-y^W>X7Jl/TtF (15. 08g, 0. 112 mol) 
(DiSpua^^y (lOOmL) mmz, l-hiJ7x-;i/7^77^7-U 
T>-2-7°D/V> (4 9. 0 8 g, 0. 2 2 5 m o 1 ) 6 0 

*7A^D7h^77^ («X^;i/ : ji-^-y->=l : 5) Till, 
SfB^^J (18. 32g, 94%) £f#fc„ 

'HNMR (400MHz. CDC1 3 ) 6 2.33 (s, 3H) , 2.37 (s, 3H) , 2. 42 (s, 3H) , 6.62 
(d, / = 16. 1 Hz, 1H), 7.00-7.08 (m, 2H) , 7.48 (d, / - 8. 4 Hz, 1H) , 7.79 
(d, / = 16. 1 Hz. 1H). 
###18 

1- (2, 4-z?*3 L )V'7x.—M -3-^V7'^ i/Jt-f H 

(E) -4- (2, 4-> ? ^^^a:-;V) - 3 2 (18. 
3 2g, 0. 10 5mol) ©15% 7ktN, iV-y^^l/^Mya F© 
g^I (10 OmL) i:M7> ; &-7A (6. 84g, 0. 126mol), 
->7>»'J7A (13. 6 8 g, 0. 210 mol) £JPX., 6 mmiaBt 
ISbL ^^Wczk^Dx., ftSx^^iffib, ^Ji^lSfn^mTK 

-^it>=l : 5) TffiSSU mmk-Sm (1 0. 1 3g, 4 8%) £f#fc„ 
'HNMR (400MHz, CDC1 3 ) <5 2.20 (s, 3H) , 2.30 (s, 3H) , 2.33 (s. 3H) , 2.87 
(dd, J = 5. 2, 18. 0 Hz. 1H) , 3. 16 (dd, • / = 8. 9, 18. 0 Hz, 1H) , 4. 44 (dd, / 
= 5. 2, 8. 9 Hz, 1H) , 7. 01 (s, 1H) , 7. 04 (d, / = 7. 9 Hz, 1H) . 7. 27 (d, / - 
10. 3 Hz, 1H). 
###(J 9 

4-^O^E- 6 - pun - 3 -tf'J^^-^> 
3-75/-6-7nDk 0 U^y> (10. Og, 78mmol) 
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— )V (15 0mL) mmz, ^M.-Cfimfrmj-hWA (13. Og, 155 
mmol) > £M (4. OmL, 7 8mmol) £Jn;L, 1 5f$Mj*#Lfc. 

^mm% i o %^mwtj- b u ^a***, mmmm7m± b u ^azk^, 

'>UAy^7^n7hif77^- (Slx^JV : n -^v^p- ■*}->= 1 : l) 
7?#iMb, *|3fl^4!3 (8. 6g, 5 3%) §^M B B H tLTffc. 

'H NMR (400MHz, CDC1 3 ) 6 5.35 (br s, 2H) , 7.54 (s, 1H) . 
#%M l o 

3-7$y-4-7'nt-6-7Dnk°U^y> (8 2 2mg, 3. 9mm 
ol) ©h;i/X> (4 OmL) «X^/-Jl' (8mL) , 2M^lth'J 

(4mL) , 2, 4-^^;^>-tf>2jcC7» (6 5 0mg, 4. 
3mmol) S«r h7*^ h U 7iz;V*7 7^ >A7^^A«# (4 5 6 
mg, 0. 3 9mmol) £Jnx., 1 0 OTTC 2 l^fWSnSfebfc. tR&JU*., P 

^nThif77^- mW^Jl : n -^\^it>= 1 : 3) TlnfMU SIS 
fc£-#J (7 5 9mg, 82%) ^MM*<htTffc„ 

'H NMR (400MHz, CDC1 3 ) 6 2.15 (s, 3H) , 2.37 (s, 3H) , 5.03 (br s, 2H) , 
7.03 (d, 1 = 7. 7 Hz, 1H) , 7.07 (s, 1H) , 7. 12 (d, / = 7. 7 Hz, 1H), 7.15 (s, 
1H). 

1 1 

4- (2, 4-y^^7iXJW -3-tfU^s?^-S> 

6-70D-4- (2, 4~~J^)Vy^-)V) -3-t!U^^^-$> (7 
5 9mg, 3. 2mmol) O^^;-^ (40mL) iflI10%Pd-C 
(7 5 9mg, 5 Owt %) , ^mY^—^A (1. 2 3 g, 1 9mmo 1 ) 
£DnA, H^IBiD^BiaEbfco RJfciS«&«^ h*mvrttifi&, Ml±Tft 
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jmsu wmik&m (6 4 0mg, 99%) §Mfi»tur#fc 0 

■H NMR (400MHz, CDC1 3 ) 5 2.13 (s, 3H), 2.37 (s, 3H), 4.89 (br s, 2H), 
7. 03 (d. / = 4. 6 Hz, 1H) , 7. 04 (d, / = 7. 1 Hz, . 1H) , 7. 11 (d, / = 7. 7 Hz, 
1H) , 7. 14 (s, 1H) , 8. 63 (d, / = 4. 6 Hz, 1H) . 
1 2 

8- (2, 4-> ? ^^;1/7jc-;W - 2 -ai-P^-f [1, 2 - b~] tf'J 

3 -*M>|^fJH^f^ 
4- (2, 4-> ? ^^;V^o:-;i/) -3-t!U^^> (6 4 0mg, 3. 
2mmol) 2-^on-3-^V^>^/X-h (5mL) & 

tupL, 1 5 5°c-r3 oftmuumvfro mznfrKjfcM^mzjk&iux., mm.^ 

A^D7h^77^f" mm^JV : n-s\3r-V->=l : 3) T*H$gU SffB 
ft£r#5 (3 7 3mg, 3 7%) bTftfc. 

'H NMR (400MHz, CDC1 3 ) 5 1.29 (t, / = 7. 5 Hz, 3H) , 2.21 (s, 3H) , 2.38 
(s, 3H), 3.11 (q, 7-7. 5 Hz, 2H), 4.01 (s, 3H) . 7.06 (d, / = 4. 6 Hz, 1H) , 
7.12 (d, 7-7. 7 Hz, 1H) , 7.16 (s, 1H) , 7. 28 (d, 7 = 7. 7 Hz, 1H), 8.55 (d, 
7 = 4. 6 Hz, 1H) . 
1 3 

8-7*0^-6-^^-2- (^^;i/7,;V77 7 -;i/) -f^V [1, 2 -a] 
tTU 3 -*M>SIX^X7sf^ 

3 -7*D^E- 5 -*=?)V- 2 -tfU y>75 > (5. 0 g) & N, N->>* 
?MJPA7 5 H (3 OmL) 2 0 MzKM:± h U ^ AzKiSSE (1. 

3 5mL) £MTl$o< OJn*.fc. MT3 0#it#Lfc&* (2 
4mL) £in*.MK:3 0£*£Lfc o 2 OMzk&ffr^hUtfAzRigifc 

(1. 3 5mL) £^T&T^o< DDOA, 2 P^PO^L^^ BV4k*<?)[, 

(7. 7 g ) &iax.T-ifta#bfc. #snfcKj&m^fc*£Jn&Timx 
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a/"— (3-yn^E-5-^^;i/-2-b°u^;W - 

JV- (3-^n^E-5-^^;V-2-tfU^;i/) - (*^)V7s)V7 
y~)V) /^M5FWx-Ml7'otSSx^ (5. 4g) £}JP7L 6 0 °C 
T4l$IH!SI#bfc. £i&£T?}frSlbfc«te: MJx^7$>£in*T$&gU 

IX^^ : n-^i7 % >= 1 : 9) KTSffiU 8-^0^-6-^^-2 

- (^fK^7jXJl/) -T^V [1, 2 -a] HU> ? >- 3 -#;U#>& 
XfJl/XXf^ (2. 4g) §0fi©*il/T§fc. 

'H NMR (400MHz, CDC1 3 ) 6 1.46 (t, /-7.2 Hz, 3H) , 2.37 (s, 3H), 2.73 

(s, 3H) , 4. 44 (q, / = 7. 2 Hz, 2H) , 7. 49 (d, / = 1. 6 Hz, 1H) , 9. 07 (d, / 

- 2. 4 Hz, 1H) . 
##M 1 4 

8 _-/ Dt _ 6 2 - (^;i/x;v:7 7x;i/) -f 5 [1, 2 -a] 

8 -7*0^- 6 2 - WfK;i/7 7-;W ^5^7 [1, 2- 

a] h°Uy>-3-*M>iX^XXr^ (1. 3 3 g) £x^/-;i/(5 
OmL) ldJgfi?U 5 NTkSMfc^ MJ ^AzKiSSfc (3mL) £JPtL, 1 Ptfll 

ffiTWfrisiz.. Kfom&yofcfo&mz.. it2NSi (8mD &jn*.fc£;i 

2 -a] t:U> 5 >- 3 -7a;U#>^ (1. 1 g) Safi»*iUTftfc. 

'H NMR (400MHz, DMS0-d 8 ) 5 2. 34 (s, 3H) , 2. 48 (s, 3H) , 7. 77 (s, 1H) , 9. 02 
(s, 1H), 13.4 (br s, 1H) . 
1 5 

t e r t-y^)V N- [8-yn^E-6-^^;i/-2- (^^KJl/77- 
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)V) -r ^ ¥V [i, 2 -a] tfu> J >-3 — -r;w h 

8-^0^-6-^^-2- -f5^V [1, 2- 

a] h°U^>- 3 -%)17$>M (5 0 0mg) & t e r t -zf^)VT 
(15mL) thJPX> (50mL) (DM^m^zmMV, y7i^7^7 
~7*V)VTi?}* (5 0 0mg) thUX^75> (2 0 6mg) £iDx., 7 

£Meet mm b fc a # e> n^M^v- u * ^;i/# 7A7D-?h^7 

(SBfcX^V : J3 -^1t>= 1 : 9) klTfflfSSU tert-^^)V N 

- [8 -^o^e- 6 -*3-)v- 2 - (>fj^;P7 7-;w -rs^/ [i, 2 
-a] tfu> ? >-3— r;n #;wt^-h (0. 8 5 g) ^e-fe^m^bxtf 

'H NMR (400MHz, CDC1 3 ) (5 1.50 (br s, 9H) , 2.33 (s, 3H) , 2.60 (s, 3H), 
6. 18 (br s, IB), 7. 32 (s, 1H) , 7. 61 (s, 1H) . 
###!1 1 6 

ferf-7*^ TV— [ 8 -r/n^E- 6 -*3=-;i/- 2 - (^fJ^7 7- 

-rs^/ [i, 2 -a] tfu> ? >-3 — r;W -iv-7°pk°jw;w^- 

h 

t e r t-y^)V N- [8-70^-6-^^-2- (^WJV7 7 
-;u) -r^V [1, 2 -a] tfU 3 — r;i/] b (12 3m 

g) iV-y^^MJ^75 F (lOmL) afci&T, 

th'J7A (65% in oil ; 15mg) W, 10M#Lfc. 
3-H7°da°> (6 7mg) ^tK^TJPx., ijatiHWbfc. SJS?H£r 

^C7ATfej»$1±> «JBET»«lb, HfE{b^#J (1 3 3mg) £*§-fe?i4»<i: 
bT#fc 0 

'H NMR (400MHz, CDC1 3 ) 6 0.87 (t, / = 7. 2 Hz, 3H) , 1.31 (br s, 9H), 
1.45-1.60 (m, 2H), 2.33 (s, 3H) , 2.60 (s, 3H) , 3.50-3.63 (m, 2H) . 7.31 (s, 
1H), 7.44 (s, 1H). 
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1 7 

N- [8-^D^-6-^?JV-2- {^)V7,)VyT^)V) -f ^ [1, 

2 -a] hu> ? >-3 — r;v] -iY-^ 0 nt°;v7$> 

-r^v [i, 2 -a] b°u> ? >-3 — r;u] -iv-ynb o ;i^*;w\^ 

-h^mm^JV (5mL) K:»j»U, 4NJg:m-S^mx^;V^ (1 OmL) 

i±x*mmz^ mee~r«u mm^m d o 3m g ) ^ffe# B H H»tiT 

'H NMR (400MHz, CDC1 3 ) 6 1.01 (t, / - 7. 6 Hz, 3H) , 1.57-1.63 (m, 2H) , 
2.32 (s, 3H). 2.54 (s, 3H) , 2.95-3.00 (m, 2H) , 7.24 (s, 1H), 7.71 (s, 1H) . 
###| 1 8 

N- [8-^0^-6-/^-2- (^?K^7 7-iW -<^V [1, 
2 -a] t°U> ? >-3 — r;V] — iV, N-z?7°U\i)\sT^ > 

AT— [8-^DiE- 6 -j*^- 2 - -f^^V [1, 

2 -a] tfU> ? >- 3— -N~-fU\f)VT^> (103m.g) t7°Oli 
t>7^7tF (57mg) Sfb7tFD75> (1. 2mL) fcigffiU 
3Mli (0. 2 4mL) ££fl^U TRSt-fb^*^ h U ^ A (2 4mg) ^7k 
^TTiD^s 3R#f B lM#L7c 0 EJSS^fcTK^ia^.. 2N7Km<b^hU^A 

(StxfiV: I3 _y\^-y>=i : 9) KTfflSlU «R<fc^4fc (7 9 
mg) ^SM*tlT#fco 

'H NMR (400MHz, CDC1 3 ) <5 0.85 (t, / = 7. 2 Hz, 6H) , 1.33-1.40 (m, 4H) , 
2.31 (s, 3H), 2.62 (s, 3H) . 3.00-3.10 (m, 4H) , 7.23 (s, 1H) , 7.81 (s, 1H) . 
###|J 1 9 

pWl/ TV- (3 h^Fv- 2 - M'yV—M - (^f Jl/Xil/7 7-iW ^ 
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3-/h^y-2-h7y>7^> (2 8. 3 g) <DN, N-z? *^)l^)l>h> 
75H (2 3 0mL) Cilt 2 0 N?mit^- h U ^AzKSflft (11. 3mL) 
^iPx.fec llflim — Bfrfb^pH (2 0. 4mL) SriJPA, $6fcll^rW 
J&*£bfc 0 Sia"C 2 0 NTKK-fb^- h U AzKaSBS (11. 3mL) £iP?U 1 
f$Wfc#b&. ^©Ila^^^f^ (2 8. 2mL) &iP* 1 fl#|!8J*#bifc. 

x^-jv: n-^-y->=i : 5) izxmuh, we^-e-ft (1 9. 1 g.) 

'H NMR (400MHz, DMS0-d 6 ) 5 2. 58 (s, 6H) , 3. 99 (s, 3H) , 7. 83 (d. 7 = 2. 9 
Hz, 1H), 7. 91 (d, 7 = 2. 9 Hz, 1H) . 

mmm 2 0 

X5F7V 8->h^>-2- (/^;i/77^W -f^^V [1, 2 -a] 

t°^> ? >- 3 -^;v#^->i/— h 

N- (3-^. h^->-2-t°^> ? x;i/) - ;* 
F^^-x-h (19. 1 g) ©Jth-hUJl' (4 2mL) ^tfc7* 
Dtftflf;P (18. 5mL) tiso-y7°nt°MWS> (2 9m 

D £jpx., i o otTi 4mmMmmwhtc 0 rj^i^s^^t-^l 

^ (10. 7g) ^^W^ B B a <hbT#7c 0 

'H NMR (400MHz, CDC1 3 ) <5 1.47 (t, 7=7. 1 Hz, 3H) , 2.74 (s, 3H), 4.19 (s, 
3H), 4.46 (d, 7=7. 1 Hz, 2H) , 7.55 (d, 7 = 4. 6 Hz, 1H) , 8.72 (d, 7=4.6 
Hz, 1H). 

#%^J 2 1 

X^jl/ 8 on- 2- (^fH^7 7-JW -f^V Cl, 2 -a] tf 
^>*>- 3 -77;i/^^->l/— h 
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8-* (^^;V7 7-^) -f^V [1, 2-a] 

If 7>?>-3-#;M^>l/-h (10. 7g) K^S/ifrfbU > (7 5mL) 
£2JDX.> 1 3 0 °CT 8 B#^iD^it#^ff o 7c„ % ^tlfeS^^^^^T 

HfB^1=r#J (7. 6g) ^^-fe|g H B B tbTt#feo 

'H NMR (400MHz, CDC1 3 ) 5 1.48 (t, / = 7. 1 Hz, 3H) , 2.76 (s, 3H) , 4.48 
(q, / = 7. 1 Hz, 2H) , 7. 85 (d, / = 4. 7 Hz, 1H) , 9. 07 (d, / = 4. 7 Hz, 1H) . 

##M 2 2 

£er t-ZfJ-)V N- [8 nn- 2 - -i'S^V 

[1, 2-a] b°^^>- 3 ;v] #;wi;*-h 
X^JV 8-^nn-2- (^^JVXJV7 7^W -f 5 tfV [1, 2-a] tf 
=y*J>- 3 -#;i/#^>-l/- h (2. 0 g) ^rb7kHD77> (3 6mL) 
<hX^7— ;l/ (9mL) IzmffiZ^ 2N7kWHkj-bV<yjU7kmm (9mL) 
£2JD*., SfaTi#$^o tK^T, 1NM (1 9mL) £JnA, ffiEETfte 

*&&g*u -2 an- 2 - (^^7^77-^ <s^v a, 

2-a] tf^>-3 -^;i/#>M^*f®T^^i^<^(DKJS^fflV^ 0 

f#e»nfefi.8-^po-2- (^^t;^7 7-;w <s^v [1, 2-a] 

h°^> ? >- 3 -^j;i/^>m^ bJl>X.> (7 1mL) fc?g$?U terf-7*f 
;i/T;i/Z3— ;i/ (i4mL) th'jx5 1 j!/7 5> (1. lmL) , -jy ^.~)Vy 
*X7yt-V)VT^b (1. 7mL) £jn*_, 1 0 0 4 BtPaUP^L 7c . Rifc 

^o?h^ 7 7^- (fttxfjl/ : n-^\^>=l : 2) tTiib, 
^1%% (8 8 0mg) £i^filg B B B chbTf#7Co 

'H NMR (400MHz, CDC1 3 ) 3 1.51 (br s, 9H) , 2.69 (s, 3H) . 6.25 (br s, 1H) , 
7. 70 (d, / = 4. 6 Hz, 1H) , 7. 77 (d, / = 4. 6 Hz, 1H) . 
###!j2 3 

TV— [8-7DD-2- (^fK^7 7XJW -f^^V [1, 2-a] h:^ 
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y [i, 2 -a] t°^> 5 >-3— h&jB^, ##$ii6, i 

'H NMR (400MHz, CDC1 3 ) (5 1.01 (t, 7 = 7. 3 Hz, 3H) , 1.59 (ddq, 7=7.1, 
7. 1, 7. 3 Hz, 2H) , 2. 64 (s, 3H) , 3. 05 (ddd, / = 7. 1, 7. 1, 7. 1 Hz, 2H) , 3. 30 
(t, 7 = 7. 1 Hz, 1H) , 7. 62 (d, / = 4. 6 Hz, 1H) , 7. 82 (d, / = 4. 6 Hz, 1H) . 
2 4 

AT- [8-#nn-2- (^f;^^7 7-;W -Y 5 [1, 2 -a] 
AT- 2 - -f5 3?V [1, 2- a] fcf 

^>-3 — r;i/] -at, A7-> ? 7°nif;VT$>^fflv^ ##M l 8 tiWfc: 

'H NMR (400MHz, CDC1 3 ) 5 0.86 (t, / = 7. 5 Hz, 6H) . 1.36 (ddd, 7=7.5, 
7.5, 7.5 Hz, 4H), 2.71 (s, 3H) , 3.08 (dd, 7=7.5, 7. 5 Hz, 4H), 7.62 (d, 
J = 4. 6 Hz, 1H), 7. 92 (d, 7 = 4. 6 Hz. 1H) . 
2 5 

6-^nn-4- (4-* h*>'-2-*^)l7cc-)]s) -3-h°U^> ? >T 
5 > 

4-ynt-6-^nn-3-HU^>75> (12g) <h4-*b^-> 
-2-^fJl'7i^M 1 7l (10. 5g) £b;i/X> (2 4 0mL) y 
— )V (4 5mL) U&mmzmM^, fh7^h'j7x-M7,7^>/^ 
5^^Agg# (6. 7g) , 2MM^hU^7A7K^ (2 4mL) ttliUXX. 

ioowi 2^raiin«i»#*f=ofc. kjs**7&* MffiT«£^£L./co 

«JET»««:S*bfc. ^«6&^'J*y;i/*7A^nv h^77^- (Mx 
n-^+U->=l : 4) CTlSt, SUB-ft^ (7. 8 9 g) £*B& 
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'H NMR (400MHz, CDC1 3 ) 6 2.18 (s, 3H) , 3.85 (s, 3H), 5.43 (br s, 2H) , 
6. 82-6. 90 Cm. 2H) , 7. 08 (d, / = 8. 2 Hz, 1H) , 7. 14 (s, 1H) . 
##M2 6 

4- (4-^h+y-2-^fJl/7x-JW - 3 - h° U ^y>75 > 

6-^PU-4- (4-^h^y-2-^fJl/7i-JP) -3-h°U^> ? > 
75> (7. 8 9 g) co/^y— ;U (1 0 OmL) 1 0 % P d - C ("a 

7Kb°p;7. 8 9 g) m&Ty^—^K (1 1. 9 6 g) ^iPX., 1. 5 B# 
MiP^»«EUfco RJfefi^**-fe7-r h&ffl^TitiBU MJ±T?«£^*t, 

y-;i/=io : l) txiib, *IBfb£«i (6. 16g) $6fiiitLT 
f#7co 

! H NMR (400MHz, CDC1 3 ) 6 2.15 (s, 3H) , 3.83 (s, 3H) , 4.89 (br s, 2H) , 
6. 80-6. 90 (m, 2H) , 7. 02 (d, / =4. 6 Hz, 1H) , 7. 08 (d, / = 8. 2 Hz, 1H) , 8. 62 
(d, / = 4. 8 Hz, 1H) . 
##M 2 7 

y=P;V TV- [4- (4 -y h3rv- 2 - *^)V~7 ^~)V) - 3 - t° U ^ 

4- (4-^ h^F^>- 2 -y^;V7ai-;i/) -3-b°U^v>75> (6. 
1 6 g) CON, N-y^fMM7 5 (6 OmL) \Z^UTs 2 0 NtR 

SHti- h U ^7 AtK^« ( 1 . 4 3 mL) £jjn*.fc= 1 Bf^lM^ -fit^H 
(3. 4 5mL) £JPx., $e»^lB#ram#Ufeo £7c, gfiT 2 0 NTk^Kb 
±h'J^7A7X^ (1. 4 3mL) ^PX-feo aVik^Jl (3. 57mL) 

□ ?h^77^- (MX^U: n -^l7->=2 : 1) KlTffiiSU ilfB-fk 
-£r#j (l. 2 5g) ^Mttftibtflfc. 

'H NMR (400MHz, CDC1 3 ) 5 2.15 (s, 3H) , 2.35 (s, 6H), 3.83 (s, 3H) , 
6. 72-6. 84 (m, 2H) , 7. 07 (d, / = 8. 2 Hz, 1H) , 7. 32 (d, / - 4. 6 Hz, 1H) , 8. 97 
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(d, / = 4. 6 Hz, 1H) . 
2 8 

X^;i/ 8- (4 h^~>- 2 -^^7x"JW -2- U?M^7 7 

-f^V Ci, 2-5] h°u^>-3-;*j;w^->i/-h 
yep;i/ iV- [4- (4-p< h^>- 2 -^?^7x-;w 

XJl/] - (^fMJV7 7^iW K3^X— b (1. 2 5g) CDT 

th" hU;i/ (1 OmL) mmzy^U^mm^Ji' (0. 8 7mL) tiPr 2 
EtN (1. 3 6mL) ££nx., 1 0 0 °CT 1 4 Bf KiD^^bfe. KJ^H^r 

7nYb777^- (itX^jV : n-^it>=l : 3) £T*!tStU SffB 
(6 2 8mg) l^fi»tU#fc. 

'H NMR (400MHz, CDC1 3 ) 5 1.38 (t, / = 7. 1 Hz, 3H) , 2.10 (s, 3H) , 2.72 

(s, 3H), 3.85 (s, 3H), 4.33 (q, / - 7. 1 Hz, 2H) , 6.79-6.95 (m, 2H) , 7.13 
(d, 7 = 8.8 Hz, 1H), 7.39 (d, 7 = 4. 7 Hz, 1H), 8.53 (br s, 1H). 
2 9 

2- [ (6-7Dn-4-k'u$^jW ray] - 1 -zf&s—jv 

4, 6 -^nnt:Ua> ? > (5. Og) ^2-75/- 1-7$ (6 
5mL) SI, 4-> ? ^1f> (2 6mL) ^"C 1 B#WJn^jl^b7c 0 K^Sig 

IX^JV : j2-^1t>=l : 10) tCTftagU HIB^t) (5. 6 g) * 

'H NMR (400MHz, CDC1 3 ) 6 0.98 (t, 7 = 7. 2 Hz, 3H) , 1.52-1.64 (m, 2H) , 

2.58 (br s, 1H) , 3.66 (dd, 7 = 10.8, 5. 2 Hz, 1H) , 3.77 (dd, 7 = 10.8, 3.6 

Hz, 1H) , 3. 85 (br s, 1H) , 5. 42 (br s, 1H) , 6. 40 (s, 1H) , 8. 30 (s, 1H) . 
#5g-#iJ 3 0 

2- (4- 1° U 5 yXJV75 7 ) - 1-7 ? J —)V 

2- [ (6-^on-4-k'U5yXJW 757] -l-77/-Mi^ 
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J—)V (1 1 OmL) fcSFflPU SNTKH-fb^-hU^ATfc** (5. 5mL) 
*ini7t, Pd-C (-^7iCp n p ; 0. 55g) £»HU »ii1{fJEE©*3!f»ffllST» 

IBfc^tl (4. 3g) ^emtbTifc. 

'H NMR (400MHz, CDC1 3 ) d 0.99 (t, 7 = 7. 6 Hz, 3H) , 1.52-1.64 (m, 2H) , 
2.46 (br s, 1H), 3.66 (dd, 7 = 11.2, 6.0 Hz, 1H) , 3.77 (dd, 7 = 11.2. 3.6 
Hz, 1H), 3.88 (br s, 1H) , 5.16 (br s, 1H) , 6.38 (d, 7 = 6. 0 Hz, 1H) , 8.11 
(d, 7 = 6. 0 Hz, 1H), 8. 51 (s, 1H). 
##$1 3 1 

2- [ (5-^ D h° V 5. 5/ ~ )V) 75 /]-l-Zf& J —JV 

2- (4-k°'J5ynjP75;) (4. 2 g) (4 

2mL) (1. 5mL) &fiTi&TilSTbfc. ^©^©itan? 

SI5 1 ;!/: i3-'\^>=l : 1) ttiSb, HfSYb'&t) (4. 4g) £6 

'H NMR (400MHz, CDC1 3 ) 5 1.01 (t, 7 = 7. 6 Hz, 3H) , 1.58-1.81 (m, 2H) , 
3. 72 (dd, 7 - 10. 8, 5. 6 Hz, 1H) , 3. 82 (dd, 7 = 10. 8, 3. 6 Hz, 1H) , 4. 12-4. 20 
(m, 1H), 5.56 (br s, 1H), 8.30 (s, 1H) , 8.45 (s, 1H). 
3 2 

S-y' a ^-2-^)1-2, 3-5? k Fo-f 5 ^V/ [1, 2-c] tf U5y> 

2- [ (5 -^P^B-4-tf iJ$S?z;|/) 757] -l-:/^/-^ (3. 
3g) £3r->l/> (2 7mL) ^ZMO?^ H (4. 9mL) 

i&m (3. og) sfifiitt«tit#fc. z.<Dm&<k&mzmm-t2>z£t£ 
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'H NMR (400MHz, CDC1 3 ) 6 0.98 (t, / = 7. 6 Hz, 3H) , 1.55-1.67 (m, 1H), 
1. 79-1. 91 (m, 1H) , 3. 82 (dd, / = 11. 2, 8. 0 Hz, 1H) , 4. 21-4. 30 (m, 2H) , 7. 62 
(s, 1H), 7.77 (s, 1H). 
3 3 

8-:/n^E-2-X3MM'^V [1, 2-c] t°U5> ? > 
8 -ynt- 2 -x^;V- 2, 3-^fch*D^5^y [1, 2-c] tf'J5 

*?> (3. og) ^h;i/x> (6 0mD ku&su fg&itts nit— 

tf> (3. 5g) 0°CT-Bi0^1»#b7t 0 ZLM^>#>£-fe7< 

^D-?h^77^- (SKX^I/: i3-^1t>=l : 10) fCT*if$gU & 
fB^#J (1. 3 g) &efe^JI£UT#fco 

'H NMR (400MHz. CDC1 3 ) 6 1.36 (t, / = 7. 6 Hz, 3H) , 2.84-2.99 fan. 2H) , 
7.49 (s, 1H), 8.08 (s, 1H) , 8.89 (s. 1H). 
3 4 

8-ynt-2-i?JK5^/[i, 2-c] tfU5S^>- 3 -7j;wxy;i/ 

8-7^-2-1^5^/ [1, 2-c] t!U$^> (1. Og) Sr, 
rfr^S'SfeUfcU > (I- 2mL) <hiV, J1/sJnJ1/A75 H (4. 4mL) 

j7-^\^-y->=i : 5) tt»SL, sissa^* (o. 5 g) ^afi&s 

■H NMR (400MHz, CDC1 3 ) 5 1.47 (t, / = 7. 6 Hz, 3H) , 3.15 (q, / = 7. 6 Hz, 
2H), 8.41 (s, 1H), 10. 11 (s, 1H), 10. 16 (s, 1H) . 
3 5 

1- (8-7 5 ot-2-lfJK5^V [1, 2-c] If U 3— r;v) 
- 1 -7&J—)V 
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8-^P^&-2-x^;K5^y [1, 2-c] tf»J ^i^>- 3 -*M7 

l H NMR (400MHz, CDC1 3 ) 6 0.95 (t, / = 7. 2 Hz, 3H), 1.22-1.36 (m, 1H), 
1.31 (t, 7=7.6 Hz, 3H), 1.41-1.54 (m. 1H) , 1.77-1.87 (m, 1H), 2.01-2.11 
(m, 1H), 2.70-2.82 (m, 2H) , 5.22 (t, / = 7. 2 Hz, 1H), 8.10 (s, 1H) , 9.38 
(s, 1H). 
#5^09 3 6 

1- (8-7'ot-2-X5 : K5^V [1, 2-c] t'U5y>-3HJl/) 
:/5P;UX5P;i/X-^;V 

1- (8-yn^-2-X?JK5^V [1, 2-c] t!'J^> ? >-3 — f 

'H NMR (400MHz, CDC1 3 ) <5 0. 92 (t, / = 7. 2 Hz, 3H) , 1. 15 (t, / = 7. 2 Hz, 
3H), 1.18-1.30 (m, 1H) , 1.33 (t, / - 7. 6 Hz, 3H) , 1.38-1.50 (m, 1H) , 
1.71-1.81 (m, 1H), 1.99-2.09 (m, 1H) , 2.73-2.88 (m, 2H) , 3.22-3.43 (m, 2H) , 
4.73 (t, 7 = 7. 2 Hz, 1H) , 8.08 (s, 1H), 9.28 (s, 1H) . 

8- (2, 4-y^nn7xZJl/) - 2 -X^;W ^ [1, 2 -a] 

##^JlT^bfe8-^Dn-2-x^;i/-r5^y [1, 2-a] fcf^S? 
>-3-*M>1^^XXt^ (0. 92g, 3.9mmol) £ h^x> 

(3 2mL) <hp<^y-;i/ (8mL) ©jg^Slit^^ii-, 2, 
□ ^>if>^o>m (1. 4 9 g, 7. 8mmo 1 ) tfh7^Xh'J ^oix;V 
*X7^{ >/\°^^^Alf#: (2 3 0mg, 0. 2 mm o 1) AmMWM, 

^!7^- (^-AW>:»XfJl/=3 : 1) tTiib, HfBtel^ (1. 
0 3 g) ^^felgH B H tLTf#7co 
'H NMR (400MHz, CDC1 3 ) 5 1.31 (t, / = 7. 5 Hz, 3H) , 3.14 (q, / - 7. 5 Hz, 
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2H), 4.03 (s, 3H), 7.41 (dd, 7=2.0, 8.2 Hz, 1H), 7.57 (d, / = 2. 0 Hz, 
1H), 7.61 (d, 7=8.2 Hz, 1H) , 8.20 (d, 7 = 4. 6 Hz, 1H) , 9.23 (d, 7=4.6 
Hz, 1H). 
WJ2 

t e r t-y'^)]/ N- [8- (2, 4-^DD7i-JW — 2 -X5\>M 
=^V [1, 2 -a] t°^> ? >-3 — OH 

8- (2, 4-y^DD7i-JW -2-X^JH5^/ [1, 2 - a] b° 
7y>-3-*M>l^fJVX7rJl' (1. 0 3g, 2.9mmol) ^X^ 
;U (1 lmL) fc&flPU 2 NTKBfe-fb^" h U K? &7kMm (3.7mL, 7. 
3mmo 1) £JPtL »I^T 1 Lfc„ SMTtMST^b 

2NM (7. 3mL) SrJlPA, P H £ 5 ICMffi »Sn&KJftiS'&i»£, 

MJBET«S&bfc. #en7c8 - (2, 4-y^nD7x"Jl/) - 2 -X 
[1, 2 -a] tf^e^>- 3 -#;i^>Mte*firr 

#e>n7c8- (2, 4-y^nD7xX)l/) - 2 - X50M- 5 [1, 2- 
a] tfr>> ? >- 3 -7j;i/^>m^: t er £ -^^Wl/in— ;V (1 5mL) 
&«¥U y7i-JV7^7 7t'JJV7yF (0.69mL, 3.2mmol) <h 
HJX5^KT5> (0.4 9mL, 3. 5mmo 1) £rJ07U jbn&»8TF 2 B#|SI 

'J^*7A^n7h^77/f- (BUSfcx^;!/ : jj -^-tf >= 1 : 2) £ 
TMffifU SfBfl^tt (0.85g) ^efi# 0 H B HtbTt#fe o 

'HNMR (400MHz, CDC1 3 ) 6 1.29 (t, 7=7. 5 Hz, 3H) , 1.54 (br s, 9H) , 2.81 
(a, 7=7. 5 Hz, 2H), 6.20 (br s, 1H) ; 7.39 (dd, 7=2.0, 8. 2 Hz, 1H) , 7.55 
(d, 7=2. 0 Hz, 1H), 7.62 (d, 7 = 8. 2 Hz, 1H) , 7.86 (d, 7 = 4. 5 Hz, 1H) , 
8. 02 (d, 7 = 4. 5 Hz, 1H) . 

mmm 3 

N— [8- (2, 4-y7DD7x-JV) -2-lfM$7V [1, 2 - a] 
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tert-Zf^Jl N- [8- (2, 4-^D07i^W - 2 -X^V 
-f^V [1, 2- a] fcf75»-3— f ;W #;Wt*— b (2 0 0mg> 0. 
49mmol) & N, iV-^/^MMTS h* (1.6mL) fcJg#U 
T, zk*<fcx h U £A (65% in oil ;2 7mg> 0.7 4mm o 1 ) 
£ JD Tlx 1 0M#bfc= 3-HVn/^> (0.0 6 2mL, 0.6 4mmo 

T«8&bfco IWdterf-^ A/"— [8- (2, 4-^nD7i 

-2-x^;w$^y [i, 2 -a] tf^> ? >-3 — r;v] -N-ya 

t e r t-y^)V N- [8- (2, 4-^PD7x^W - 2 -X3\>M' 

5^/ [i, 2-a] tf^> ? >- 3 —r ;W -iv-yntr;u*;WN*^- h^st 

ilfjl/ (lmL) lCjg#U 4Nli-«l5 : « (1. 9mL, 7. 4 
mmol) &MmiZTtiaX. MT2 0eWlf;. 7k?frT\ 5 NtKM^ 

htf774- (n -s\*^r> : «X^;P= 3 : 4) ldT*»8lU #fBfk-&#J 
(15 1mg) ^ffi»ilt#fc„ 

'H NMR (400MHz, CDC1 3 ) 6 1.00-1.07 (m. 3H) , 1.30 (t, /-7.5 Hz, 3H) , 
1.56-1.69 (m, 2H). 2.81 fa / = 7. 5 Hz, 2H) , 2.99-3.08 (m, 2H) , 7.38 (dd, 
7=2.0, 8.2 Hz, 1H), 7.55 (d, / = 2. 0 Hz, 1H) , 7.63 (d, / = 8. 2 Hz, 1H) , 
7. 94 (d, 7=45 Hz, 1H) , 7. 97 (d, / = 4. 5 Hz, 1H) . 
H»!4 

AT- [8- (2, 4-y7DD7i^JW -2-X3\>W5£V [1, 2-a] 

tf ^ *j > - 3 — r ;]/] - n, tv- $ > 

AT- [8- (2, 4-^7D07x^) -2-X^;K^^V [1, 2- 
a] t°^> ? >- 3 — -7V-7°n t°;i/T5 > (2 9 6mg, 0. 8 5 mm 
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ol) t.y°U \i^~>T )lzr^ H (0. 1 9mL, 2. 6mmol) £^h^fc 
FD77> (1. lmL) 3MM (0. 8 7mL, 2. 6mmo 

1) ^riP^s **fc3fr£5R^HJtfA (7 0mg) ^Tk^TTSn^, 3 0#^S 
#bfco KjS?E^^7K^inx.> 2N7j<^b±hU^A7W«Tr4 1 fnL-, W 

n -^-tf>= 1 : 2) fcTWSaU AT- [8- (2, 4-y^D0 7xrJW 
- 2 -X^M^V [1, 2-a] tf^^>-3 — Oil -N, N-z?-?U 
t°;VTS> (2 7 2mg) ^St-fefSlI, <h LTifc. »5n&7U-M, S 
S^^TM-X-f^iliOMtit, SSfEte^ (2 5 0mg) £S 

'H NMR (400MHz, DMS0-d 6 ) 5 0.79-0.87 fa, 6H) , 1.21 (t, 7=7. 5 Hz, 3H) , 
1.32-1.44 (m, 4H), 2.78 (q, / = 7. 5 Hz, 2H) , 3.05-3.13 On. 4H), 7.66 (dd, 
/ = 2. 0, 8. 2 Hz, 1H) , 7. 69 (d, / = 8. 2 Hz, 1H) , 7. 88 (d, / = 2. 0 Hz, 1H) , 
8.29 (d, 7=4. 2 Hz, 1H), 8.59 (d, 7 = 4. 2 Hz, 1H) . 

6-77DP-8 - (2, 4-5?2mn:7xx;P) -2-x?M5^/ [1, 
2-a] t!7y>- 3 - *M>i^f^X7fJl/ 

5_^ nD _ 3 _ ( 2j 4-y^D07x-;W -2-t°^f/>T$> (1. 
lg, 4. Ommo 1 ) £*f)l 2-^nn-3 -tW>^7l- h (5. 
7mL) ZM&Z^ 17 0°CT3flfFliDit#bfco ifc^, 
^'J^VA^^nTh^^^- (i2 -^\^> : Bfi®x^;i/= 2 O : 1) 
tTSIl- ^&n&3S£&^1*>Tife#U *3B^t:-&«l (O. 56g) 

■H NMR (400MHz, CDC1 3 ) 6 1.30 (t, 7 = 7. 5 Hz, 3H) , 3.12 (q, 7 = 7. 5 Hz, 
2H) , 4. 04 (s, 3H) , 7. 42 (dd, 7 = 2. 0, 8. 2 Hz, 1H) , 7. 57 (d. 7 = 2. 0 Hz, 
1H), 7.61 (d, 7= 8. 2 Hz, 1H) , 9.34 (s, 1H) . 
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tert-y'^)V N- [6-£nn-8- (2, 4-^nn7i-JW - 

6 -zuu- 8 - (2, 4-y^Dn7xZJk) -2-X?\JH'$^V [1, 
2 - a] tf^> ? >- 3 -^;i/^>m^^XX^^ffl^T^W>j2 t|W]#(c 

'H NMR (400MHz, CDC1 3 ) <5 1.29 (t, 7=7. 5 Hz, 3H) , 1.54 (br s, 9H) , 2.80 
(q, / = 7. 5 Hz, 2H) , 6. 17 (br s, 1H) , 7. 40 (dd, J = 2. 0, 8. 2 Hz, 1H) . 7. 55 
(d, 7=2. 0 Hz, 1H), 7.62 (d, 7 = 8. 2 Hz, 1H) , 7.93 (s, 1H) . 

N- [6 -^nn- 8 - (2, 4-^nn7x~;i/) - 2 -x^JKS^V 
[1, 2 -a] tf^> ? >- 3 — r.;v] -iV-ynfcf;i/T5> 
tert-y^)V N- [6-^DO-8- (2, 4-^nD7iZJW 
- 2 -XfMSyv' [1, 2 -a] tf^> ? >-3— f ;W h£rffl 

'H NMR (400MHz, CDC1 3 ) 5 1.00-1.07 On, 3H) , 1.30 (t, 7 = 7. 5 Hz, 3H) , 
1.56-1.70 On, 2H), 2.80 (a, 7=7. 5 Hz, 2H) , 2.98-3.08 On, 2H) , 7.38 (dd, 
7=2.0, 8.2 Hz, 1H), 7.54 (d, 7 = 2. 0 Hz, 1H) , 7.62 (d, 7=8. 2 Hz, 1H) , 
8.02 (s, 1H). 

N- [6-^DD-8 - (2, 4-^OD7x-JW - 2 -X^MS^V 
[1, 2 -a] tf^> ? >-3— OVl -JV, iV-y7°Dt 0 JV7 5> 
TV- [6 -&UU- 8 - (2, 4-y7nD7xXJW -2-XfJH5^ 
V* [1, 2 -a] h°^v ! >-3 — r;i/] -7V-^°nt°;i/y$>^ffi^T^»!J 

'H NMR (400MHz, CDC1 3 ) 6 0.87-0.94 (m, 6H) , 1.29 (t, 7 = 7. 5 Hz, 3H) , 

1.37-1.49 On. 4H) , 2.78 (a, 7 = 7. 5 Hz, 2H) , 3.03-3.11 On, 4H) , 7.38 (dd, 

7=2.0, 8.2 Hz, 1H), 7.54 (d, 7 = 2. 0 Hz, 1H) , 7.65 (d, 7 = 8. 2 Hz, 1H) , 
8.08 (s, 1H). 
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mmm9 

8- (2, 4-y^DD7x-JW -2-1^-6-^^5^/ [1, 

-^;i/zK>^^5 : -;l/XX^;i/ (0. 3 0 g, 1. Ommo 1 ) £ h;i/X> (5.6 
mL) — JV (1.4mL) ©jg^*gS&fc:Jgfl¥3l*, 2, 

>if>3l?D>St (0. 3 8 2 g, 2. Ommo 1 ) fc, ^h^T. h'J7x~^ 
^77^ >A7^9Alg#: (1 1 6mg, 0. 1 mm o 1) £JPtL S^HB^ 

JV*7A^n?h^77^- (jj : MX^;V= 5 : 1) fcTfiM 

b, «H3fc'&* (3 9 1mg) £fife^ll£bTt#fco 

'H NMR (400MHz, CDC1 3 ) 5 1.29 (t, / = 7. 5 Hz, 3H) , 2.65 (s, 3H) , 3.11 

(q, 7=7.5 Hz, 2H), 4.02 (s, 3H) , 7.41 (dd, 7=2.0, 8. 2 Hz, 1H) , 7.56 
(d, 7 = 2. 0 Hz, 1H) , 7. 58 (d, 7 = 8. 2 Hz, 1H) , 9. 08 (s, 1H) . 

|ig»[] 1 0 

tert-7^ TV- [8- (2, 4-y^DD7x"JW -2-X^jV- 
6-^3MM5^V [1, 2 -a] bf^>*>-3 — OH #;W^-b 

'H NMR (400MHz, CDC1 3 ) 6 1.28 (t, 7=7. 5 Hz, 3H), 1.55 (br s, 9H) , 2.58 
(s, 3H) , 2. 78 (q, 7 = 7. 5 Hz, 2H) , 6. 14 (br s, 1H) , 7. 38 (dd, 7 = 2. 0, 8. 2 
Hz, 1H), 7.54 (d, 7=2. 0 Hz, 1H) , 7.58 (d, 7=8. 2 Hz, 1H), 7.67 (s, 1H) . 

mmw 1 1 

N- [8- (2, 4-y7nD7xXW - 2 -H?-)l>- 6 -^W$^V 
[1, 2 -a] t°^> ? >- 3 --OKI -JV-^ntf;i/7 5> 

'H NMR (400MHz, CDC1 3 ) 6 1.00-1.07 (m, 3H) . 1.29 (t, 7 = 7. 5 Hz, 3H) , 
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1.56-1.69 On, 2H) , 2.57 (s. 3H) , 2.78 (a, / = 7. 5 Hz, 2H) , 2.98-3.06 (m, 
2H), 7.37 (dd, 7=2.0, 8. 2 Hz, 1H), 7.53 (d, / = 2. 0 Hz, 1H), 7.59 (d, 
7 = 8. 2 Hz, 1H) , 7. 78 (s. 1H) . 

mmm 1 2 

N— [8- (2, 4-y^nn7i-JW -2-1^-6-^^$^/ 
[1, 2 -a] t:^> ? >-3-<;W] — N, N-^y°ahlJlT^> 

'HNMR (400MHz, CDC1 3 ) 6 0.89-0.96 (m, 6H) , 1.40-1.55 (m, 7H), 2.74 (s, 
3H), 3.03-3.15 (m, 6H), 7.52 (dd, 7=2.0, 8. 2 Hz, 1H) , 7.60 (d, 7=8.2 
Hz, 1H) , 7. 64 (d, 7 = 2. 0 Hz, 1H) , 8. 04 (s, 1H) . 

mmm 1 3 

8- (2, 4-^UD7x-;W -2-^^;i/- 3 - -hO-f5^7 [1, 
2- a] tf^^> 

8- (2, 4-y^nD7x"jl/) - 2 - 5 [1, 2 -a] t: 

7y> (0. 10g, 0.3 6mmo 1 ) ^y-fe h" h'JJl^ (0. 3 6mL) \Zi& 
-hD-7Afh77Mn#l/- h (72mg, 0.5 4mmo 1 ) 

7c 0 f#6nfcmy | jA^M7A^D-7h^77^- (iix^Jl/ : n - 
y\^it>=i : 3) ^TfiiMU 8- (2, 4-y7nn7iZJW -2-^ 
^;V-3-^>n-r5^V [1, 2-a] fc°5^> (1.54g) £3tfi*S4£$f 

'HNMR (400MHz, CDC1 3 ) <5 2.92 (s, 3H) , 7.47 (dd, 7=2.0, 8. 2 Hz, 1H) , 
7. 55 (d, 7 = 8. 2 Hz, 1H) , 7. 63 (d, / = 2. 0 Hz, 1H) , 8. 48 (d, J = 4. 6 Hz, 
1H), 9.36 (d, 7= 4. 6 Hz, 1H) . 

mmm 1 4 

8- (2, 4-z?5>UU7z.-)\>) -2-^fM5^V Cl, 2 -a] k?^ 
3-75 > 
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8- (2, 4-^nn7x-J|/) -2-^^-3--ho-f5^7 [1, 
2 - a] fc?7 5?> (2 5 nig, 0.0 7 7mmo 1 ) £x^/— ;i/ (0. 3 6m 
L) (0. 5mL) $c$fr (22mg) £7JDtU Mit^T 

nfcSS^'> | J*^7Ai'o , 7^77>f- (St if ^ : n-^-y-> 

= 4 : 1) KTfflfSlU 8- (2, 4-^on7i^JW - 2-^JK5 
[1, 2- a] b°^> ? >-3-75> (8mg) £^*§JI£ LT#fc. 
'H NMR (400MHz, CDC1 3 ) (5 2.47 (s, 3H) , 3.23 (br s, 2H) , 7.39 (dd, / = 
2. 0, 8. 2 Hz, 1H) , 7. 55 (d, / = 2. 0 Hz, 1H) , 7. 58 (d, / = 8. 2 Hz, 1H) , 7. 39 
(d. / = 4. 4 Hz, 1H) , 7. 96 (d, / = 4. 4 Hz, 1H) . 

i Jbm4<Dm&-%mzmvT£KT<Dmmm 1 5 75s 1 0 9 ofc&m* 

^l^tj 1 5 

TV- [8- (2, 4-y^DD7x-JW - 2 - *^)V<1 ^ [1, 2 - a] 
ti^v ? >-3 — f;i/] -TV, N—V7U\Z)V7^> 

! H NMR (400MHz, CDC1 3 ) 5 0.88-0.95 (m, 6H) , 1.40-1.53 (m, 4H) , 2.73 (s, 
3H), 3.10-3.17 (m, 4H) ,' 7.51 (d, 7=8. 2 Hz, 1H), 7.62 (d, 7=8. 2 Hz, 1H) , 
7. 65 (s, 1H) , 8. 24 (br s, 1H) , 8. 34 (br s. 1H) . 

mmm 1 6 

N- [8- (2, 4-77007x-^) - [1, 2 - a] 

t°^>>>-3 — r;W -iv- (i -jL^-)iy°u\d)]/) ts> 

'H NMR (400MHz, CDC1 3 ) 5 1.02 (t, 7 = 7. 2 Hz, 6H) , 1.44-1.60 (m, 4H) , 
2.45 (s, 3H), 2.85 (br s, 1H), 2.92-3.00 (m, 1H) , 7.39 (dd, 7=2.0, 8.4 
Hz, 1H), 7.56 (d, 7=2. 0 Hz, 1H) , 7.61 (d, 7 = 8. 4 Hz, 1H) , 7.94 (d, 7 
= 4. 8 Hz, 1H) , 7. 97 (d, 7 = 4. 8 Hz, 1H) . 
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miMM 1 7 

N- (2-X^;i/-8 -^y^JH5^V [1, 2 - a] t°^> 5 >- 3 — f )V) 
-TV, iV-y7°nk°;i/7$> 

'H NMR (400MHz, DMS0-d 6 ) 6 0.80-0.88 (m, 6H) . 1.19 (t, 7=7.5 Hz, 3H) , 
1.34-1.47 On, 4H) , 1.94 (s, 6H) , 2.33 (s, 3H) , 2.76 (q, 7 = 7. 5 Hz, 2H) , 
3. 07-3.15 (m. 4H), 7.04 (s, 2H) , 8.24 (br s, 1H), 8.57 (br s, 1H) . 

mMm 1 8 

AT- [8- (2, 4-y^DD7xr:JW - 2 -X?M5^V [1, 2 - a] 

t°^> ? >-3 — r;W — 7v— (i -x^;v7°nb°;v) mmm. 

'H NMR (400MHz, DMS0-d 6 ) 5 0. 87-0. 97 On, 6H) , 1. 20 (t, 7 = 7. 5 Hz, 3H) , 

1.44-1.60 On, 4H), 2.82 (a, 7 = 7. 5 Hz, 2H) , 3.16-3.28 On, 1H) , 7.67 (dd, 

7 = 2. 0, 8. 2 Hz, 1H) , 7. 72 (d, 7 = 8. 2 Hz, 1H) , 7. 90 (d, 7 = 2. 0 Hz, 1H) , 
8. 07 (d, 7 = 4. 9 Hz, 1H) , 8. 57 (d, 7 = 4. 9 Hz, 1H) . 

nmm 1 9 

N-^JV-N- [8- (2, 4-y^DP7x^JW - 2 -X?JK5^V 

[i, 2 -a] tf^> ? >-3 — r;n -iv-xw5> ±^mm 

'H NMR (400MHz, CDC1 3 ) 5 0.87-0.95 On, 3H) , 1.09 (t, 7 = 7. 1 Hz, 3H) , 
1.29-1.50 On, 4H), 1.47 (t, 7 = 7. 7 Hz, 3H) , 3.09 (q, 7 = 7. 7 Hz, 2H) , 
3.15-3.22 On, 2H) , 3.24 (q, 7 = 7. 1 Hz, 2H) , 7.53 (dd, 7=2.0, 8. 2 Hz, 
1H) , 7. 65 (d, 7 = 8. 2 Hz, 1H) , 7. 66 (d, 7 = 2. 0 Hz, 1H) , 8. 29 (d, 7 = 4. 6 
Hz, 1H) , 8. 38 (d, 7 = 4. 6 Hz, 1H) . 

mnm 2 0 

N- (2 -X5P;i/-8-^->^;Wf [1, 2 -a] fcf 7 > J >- 3 -- r ;iO 

-/v- (1 -x^;P7°nt:;b) 75> 
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■H NMR (400MHz, CDC1 3 ) d 0.98-1.05 (m, 6H) , 1.25 (t, / = 7. 5 Hz, 3H) , 

1.44-1.61 (m, 4H), 2.02 (s, 6H) , 2.32 (s, 3H) , 2.75 (a, / = 7. 5 Hz, 2H) . 

3.07-3.15 (m, 4H), 6.94 (s, 2H), 7.90 (d, / = 4. 4 Hz, 1H) , 7.94 (d, / = 
4.4 Hz, 1H). 

mmrn 2 1 

N— [8- (2, * Y^r^y^~)V) - 2 -X^W 5 [1, 2- 

'H NMR (400MHz, DMS0-d 6 ) 6 0. 78-0. 88 (m, 6H) , 1. 26 (t, / = 7. 5 Hz, 3H) , 
1.33-1.47 (m. 4H), 2.82 (a, / = 7. 5 Hz, 2H), 3.06-3.15 On, 4H), 3.82 (s, 
3H), 3.89 (s, 3H), 6.78 (dd, / = 2. 3, 8. 6 Hz, 1H) , 6.81 (d, / = 2. 3 Hz, 
1H) , 7. 70 (d, / = 8. 6 Hz, 1H) , 8. 24 (br s, 1H) , 8. 54 (br s, 1H) . 

mmm 2 2 

N- [8- (2, 4-^h + '>-6-^f^7xZJV) -2-X^;W^ 
V [1, 2 -a] H5> ? >-3— f;W — TV, 7V-> ? 7°nt:;i/T5> 

'H NMR (400MHz, CDC1 3 ) 6 0.85-0.93 (m, -6H), 1.25 (t, / = 7. 5 Hz, 3H) , 
1.38-1.49 (m, 4H), 2.06 (s, 3H) , 2.76 (a, / = 7. 5 Hz, 2H) , 3.02-3.11 (m, 
4H) , 3. 69 (s, 3H) , 3. 84 (s, 3H) , 6. 44 (d, / = 1. 8 Hz, 1H) , 6. 45 (d, / = 
1. 8 Hz, 1H) , 7. 90 (d, / = 4. 6 Hz, 1H) , 7. 98 (d, / - 4. 6 Hz, 1H) . 

mmm 2 3 

TV- [2-X5P;i/-8- (2, 4, 6-h'J^h + ^7xnj[/) -f^V [1, 
2 -a] t°^> 5 >- 3 -^)V\ -N, N-z/~7u\i)VT^> W&M. 

'H NMR (400MHz, DMS0-d„) 8 0.80-0.88 (m, 6H) , 1.22 (t, / = 7. 5 Hz, 3H) , 
1.35-1.47 (m. 4H), 2.80 (a, / = 7. 5 Hz, 2H) , 3.07-3.16 (m, 4H) , 3.68 (s, 
6H) , 3. 89 (s, 3H) , 6. 44 (s, 2H) , 8. 30 (br s, 1H) , 8. 60 (br s, 1H) . 

2 4 
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v/ [i, 2 -a] tf7> ? >-3 — r;n -at, iv-v7°nt>7 5> smm 

'HNMR (400MHz, DMS0-d 6 ) <5 0.77-0.89 (m, 6H) , 1. 20 (t, 7=7.3 Hz, 3H) , 
1.32-1.47 (m, 4H), 1.97 (s, 6H) , 2.77 (q, 7 = 7. 3 Hz, 2H) , 3.05-3.17 (m, 
4H), 3.80 (s, 3H), 6.80 (s, 2H) , 8.19 (br s, 1H) , 8.56 (br s, 1H) . 

$mm 2 5 

N— [2-X^;V-8- (4-ih + y-2-^fjV7x-JV) -f^^V [1, 
2 -a] b°^> ? >-3 — r;W ~N, N--Jy°U\£)V7^y ms&L 

'H NMR (400MHz, DMS0-d 6 ) 5 0. 80-0. 88 (m, 6H) , 1. 23 (t, / = 7. 5 Hz, 3H) , 
1.34-1. 47 (m, 4H), 2.29 (s, 3H) , 2.80 (q, / = 7. 5 Hz, 2H) , 3.06-3.14 (m, 
4H), 3.84 (s, 3H), 6.98 (dd, 7=2.6, 8. 4 Hz, 1H), 7.01 (d, / = 2. 6 Hz, 
1H), 7.55 (d, 7=8. 4 Hz, 1H), 8.20 (d, 7 = 4. 8 Hz, 1H) , 8.54 (d, 7=4.8 
Hz, 1H). 

mum 2 6 

N— [ 8 — (2 h*is7^~)V) - 2 -X^W^V [1, 

2 -a] tf^> ? >- 3 — r;v] -;v, /v-^^nb°;i/T$> 

'HNMR (400MHz, CDC1 3 ) <5 0.86-0.94 (m, 6H) , 1.34 (t, 7 = 7. 5 Hz, 3H) , 
1.38-1.52 (m, 4H). 2.87 (q, / = 7. 5 Hz, 2H) , 3.05-3.13 (m, 4H), 3.88 (s, 
3H), 6.98 (dd, 7=2.6, 8. 6 Hz, 1H) , 7.10 (d, 7 = 2. 6 Hz, 1H), 7.67 (d, 
/ = 8. 6 Hz, 1H) , 8. 02 (d, / = 4. 0 Hz, 1H) , 8. 08 (d, 7 = 4. 0 Hz, 1H) . 

mmm 2 1 

N- [6-^DD-8- (2-7DD-4-^h^y7i^Jl/) -2-X3S>P 
-i^yV [1, 2-a] tf7> ? >-3— - Oil -N, N-iS7°u¥jl7S.> 

'HNMR (400MHz, CDC1 3 ) 5 0.86-0.93 (m, 6H) , 1.29 (t, 7 = 7. 5 Hz, 3H) , 
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1.37-1.48 (m, 4H), 2.76 (a, / = 7. 5 Hz, 2H) , 3.02-3.09 On, 4H), 3.82 (s, 
3H) , 7. 04 (d, / = 2. 0 Hz, 1H) , 7. 07 (dd, / = 2. 0, 8. 1 Hz, 1H) , 7. 55 (d, 
/ = 8. 1 Hz, 1H) , 8. 02 (s, 1H) . 

mmm 2 8 

3 -£on- 4 - [6 3 - (y7°Dk°JP75y) -2-X3\>W^ 

[1. 2 -a] tf^> ? >- 8 — OK] ^>y-h'JJl/' 

HMM 2 9 

N- [8- (2, 6->^ -2-IfK$^ 
V [1, 2 -a] fcf-7^>-3 — OKI — TV, N-*??U tf;VT$> 

'H NMR (400MHz, DMS0-d 6 ) (5 0. 79-0. 88 (m, 6H) , 1. 22 (t, / = 7. 5 Hz, 3H) , 
1.34-1.47 On, 4H), 2.42 (s, 3H) , 2.79 (a, / = 7. 5 Hz, 2H) , 3.06-3.15 (m, 
4H), 3.66 (s, 6H), 6.72 (s, 2H) , 8.31 for s, 1H) , 8.60 (br s, 1H) . 

mmm 3 0 

N- [8- (4-^OD7x-;W -2-XfM5^/ [1, 2 -a] 
^>-3 — r;W -TV, iV-y7nh>7 5> 

'H NMR (400MHz, CDC1 3 ) 6 0.84-0.92 (in, 6H) , 1.35-1.46 (m, 4H) , 1.40 (t, 
/-7.5 Hz, 3H), 2.84 (q, / = 7. 5 Hz, 2H) , 3.03-3.11 On, 4H) , 7.50 (d, / 
= 8. 5 Hz, 2H), 7.89 (d, / - 4. 4 Hz, 1H) , 7.99 (d, / = 4. 4 Hz, 1H) , 8.71 
(d, / = 8. 5 Hz, 2H) . 

mmm 3 1 

TV— [2 -X5P;i/- 8 - (4-^h + y7i"JW -f^^V [1, 2 - a] tf. 

<?v>-z-t)V\ -n, N--jy°u\i.)V7^y 

"H NMR (400MHz, CDC1 3 ) 5 0.86-0.94 (m, 6H) , 1.38-1.52 On, 4H),. 1.45 (t, 
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/ = 7. 5 Hz, 3H) , 2. 94 (a, / = 7. 5 Hz, 2H) , 3. 09-3. 17 (m, 4H) , 3. 94 (s, 3H) , 
7.18 (d, 7 = 9.2 Hz, 2H), 8.09 (s, 2H) , 8.96 (d, / = 9. 2 Hz, 2H) . 

mnm s 2 

N— [2-X^;l/-8- (2 h^->-4, 6 -z?*J-)V7^-)V) -f ^ 9 

V [1, 2-al \L?V>>- 3 —OKI -/v, /v-^yntr;PT5> 

'H NMR (400MHz, CDC1 3 ) 5 0.88-0.97 (m, 6H), 1.39 (t, J = 7. 5 Hz, 3H) , 

1.43-1.55 <m, 4H), 2.16 (s, 3H) , 2.41 (s, 3H), 2.99 (a, / = 7. 5 Hz, 2H) , 

3.08-3.17 (m, 4H) , 3.84 (s, 3H) , 6.78 (s, 1H) , 6.80 (s, 1H) , 8.20 (d, / 
= 4. 9 Hz, 1H) , 8. 24 (d, / = 4. 9 Hz, 1H) . 
mMM 3 3 

N-*si7W7u\Z)V*7-)V-N- [2 8 - (2-^h=^>-4, 6 
-V^)V7^M -fS^V [1, 2 -a] \Uz?>-3— OKI -TV — f 

'H NMR (400MHz, CDC1 3 ) 5 -0. 10-0.00 (m, 2H) , 0.27-0.38 (m, 2H), 0.75-0.85 

fa. 1H), 0.92-0.99 fa. 6H) , 1.25 (t, / = 7. 5 Hz, 3H) , 1.59-1.72 (m, 1H) , 

2.01 (s, 3H), 2.36 (s, 3H) , 2.77 (a, / = 7. 5 Hz, 2H), 2.79-3.05 (m, 4H) , 

3.69 (s, 3H), 6.68 (s, 1H) , 6.73 (s, 1H) , 7.90 (d, / = 4. 6 Hz, 1H) , 8.08 
(d, / = 4. 6 Hz, 1H) . 

mmm 3 4 

N- [2 -X5P;!/- 6 h=^>- 8 - (2-^h^>-4, 6-^*^)17 
:r-JV) -<a^V [1, 2 -a] tf^>- 3 —OKI — N, N-V^U}±)V 

7.5 > 

'H NMR (400MHz, CDC1 3 ) 5 0.86-0.93 (m, 6H) , 1.23 (t, / = 7. 5 Hz, 3H) , 
1.36-1.50 On, 4H), 2.07 (s, 3H) , 2.36 (s, 3H), 2.73 (q, J = 7. 5 Hz, 2H) , 
3.01-3.08 (m, 4H), 3.70 (s, 3H) , 3.94 (s, 3H) , 6.69 (s, 1H) , 6.74 (s, 1H) , 
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7.55 (s, 1H). 

mmm 3 5 

N- [8- (2, h^~>-3-h°U^;i/) [1, 

2 -a] t°^^>-3 — r;W — N, JV-^ntf;i/T5> 

'H NMR (400MHz, CDC1 3 ) (5 0.89 (t, / - 7. 4 Hz, 6H) , 1.31 (t, / = 7. 6 Hz, 
3H), 1.37-1.47 (m, 4H) . 2.78 (a, / - 7. 6 Hz, 2H) , 3.03-3.09 (m, 4H), 3.99 
(s, 3H) , 3. 99 (s. 3H) , 6. 47 (d, / - 8. 2 Hz, 1H) , 7. 90 (d, / = 4. 4 Hz, 1H) , 
7. 96 (d, / = 4. 4 Hz, 1H) , 8. 09 (d, / = 8. 2 Hz, 1H) . 
MMM 3 6 

N- [2 -X5P;i/- 8 - (6 h^~>- 2 -p<^;i/- 3 -h°U v 5 ;!/) -f ^ 
V* [1, 2 -a] h°^> ? >- 3 — r;i/] — TV, AA-^7°Dtf;i/T5> 

■H NMR (400MHz, CDC1 3 ) 5 0.90 (t, / = 7. 4 Hz, 6H) , 1.32 (t, / - 7. 5 Hz, 
3H), 1.48-1.58 (m, 4H) , 2.53 (s, 3H) , 2. 79 (a, / = 7. 5 Hz, 2H) , 3.05-3.11 
(m, 4H), 3.99 (s, 3H) , 6.69 (d, / = 8. 5 Hz, 1H) , 7.89 (d, / - 4. 6 Hz, 1H) , 
7. 97 (d, / = 8. 5 Hz, 1H) , 7. 99 (d, / = 4. 6 Hz, 1H) . 

mmm 3 7 

N3, N3 -^:/ntf;i/- 8 - [6- (zS^^)lT 5. J) - 4-^^)1- 3 - 
fc°U^;i/] -2-X^;W5^V [1, 2 -a] k7y>-3-75> 

'H NMR (400MHz, CDC1 3 ) 5 0. 89 (t, / - 7. 4 Hz, 6H) , 1. 31 (t, / = 7. 5 Hz, 
3H), 1.38-1.48 (m, 4H) , 2.40 (s, 3H), 2. 77 (q, / - 7. 5 Hz, 2H), 3.04-3.09 
(m, 4H), 3.14 (s. 6H) , 6.44 (s, 1H) , 7.85 (d, / = 4. 6 Hz, 1H), 7.93 (d, 
/ = 4. 6 Hz, 1H) , 8. 65 (s, 1H) . 

mmm s 8 

N- [2 -X5f;i/- 8 - (2, 4, 6- HJpWI.- 3 -tf U>W -fS^V 
[1, 2 -a] t!7>?>- 3 — f JH -N, N-i>~?U\i)VT^> 
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'H NMR (400MHz, CDC1 3 ) 6 0. 91 (t, J = 7.4 Hz, 6H) , 1. 26 (t, / - 7. 6 Hz, 
3H), 1.38-1.48 (in, 4H), 2.07 (s. 3H) , 2.28 (s, 3H), 2.55 (s, 3H), 2.77 (q, 
/-7.6 Hz, 2H), 3.06-3.11 (m, 4H) , 6.96 (s, 1H) , 7.91 (d, 7=4.4 Hz, 1H), 
8. 04 (d, / = 4. 4 Hz, 1H) . 

mmm 3 9 

TV- [2-X=P;V-8- (3 -*^)V- 2 -t?D z?)V) [1, 2 - a] 

t°^s^>-3 — i)V] -n, N~-yy°uifjvr^> 

'H NMR (400MHz, CDC1 3 ) 5 0. 89 (t, / = 7. 4 Hz, 6H) , 1. 29 (t, / = 7. 6 Hz, 
3H) , 1.37-1.47 (m, 4H), 2.35 (s, 3H), 2.80 (a. / = 7. 6 Hz, 2H) , 3.06-3.10 
(m, 4H), 7.30 (dd, 7-7.8, 4. 6 Hz, 1H) , 7.64-7.68 (m, 1H) , 7.93 (d, 7 = 
4. 4 Hz, 1H) , 8. 06 (d, 7 = 4. 4 Hz, 1H) , 8. 58-8. 62 (m, 1H) . 

mmm 4 0 

N— [2-X^;i/-8 - (6-^h^>—2, 4-z?*^JV- 3 -h°U^;V) 
< 5 :?V [1, 2 -a] tf^> ? >- 3 — — TV, JV-yynt>75> 

'H NMR (400MHz, CDC1 3 ) 5 0. 91 (t, 7 = 7. 4 Hz, 6H) , 1. 26 (t, J = 7. 5 Hz, 

3H), 1.38-1.48 (m, 4H) , 2.05 (s, 3H), 2.22 (s, 3H) , 2.78 (q. 7 = 7. 5 Hz, 

2H), 3.06-3.11 (m. 4H) , 3.95 (s, 3H), 6.52 (s, 1H) , 7.90 (d. 7 - 4. 6 Hz, 
1H), 8. 03 (d, 7 = 4. 6 Hz, 1H) . 

mmm 4 1 

N- [2 -X3\M/- 8 - (6-^5^-1, 3 -^>y> ? ^-^V— ;U- 5 — f 
;U) < ^ [1, 2 -a] tf^> ? >- 3 — OV\ -N, iV-y7°Dk^7 5 

y 

'H NMR (400MHz, CDC1 3 ) 5 0.90 (t, 7 = 7. 3 Hz, 6H) , 1.31 (t, 7 = 7. 5 Hz, 
3H). 1.38-1.48 (m, 4H), 2.27 (s, 3H) , 2.79 (a, 7 - 7. 5 Hz, 2H), 3.04-3.10 
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On, 4H), 5.97 (s, 2H), 6.79 (s, 1H) , 7.16 (s, 1H) , 7.86 (d, / = 4. 4 Hz, 
1H) , 7. 98 (d, I =4.4 Hz, 1H) . 

4 2 

N- [2-X^;i/-8- (4-y< b*zs-2, 5 -i? *^)\<7 x.~)V) 
V/ [1, 2 -a] b°^> ? >- 3 —OP] — N, N-?J7°U\i)VT^> 

'H NMR (400MHz, CDC1 3 ) 5 0. 89 (t, J =7.4 Hz, 6H) , 1. 31 (t, / - 7. 5 Hz, 
3H), 1.37-1.48 to. 4H), 2.21 (s, 3H) , 2.33 (s, 3H) , 2.78 (q, / = 7. 5 Hz, 
2H), 3.04-3.10 (m. 4H) , 3.87 (s, 3H) , 6.76 (s, 1H) , 7.41 (s, 1H) , 7.86 (d, 
J =4.6 Hz, 1H) , 7. 97 (d, / - 4. 6 Hz, 1H) . 

mmm 4 3 

N- [8- (2, 4-y^/nD7x^) -2-If;K5^7 [1, 2 - a] 
fc°^v>- 3 --OH -jv-< V7^-JV-7°nh>7^ > 

'H NMR (400MHz, CDC1 3 ) 5 0. 89 (t, / = 7. 2 Hz, 3H) , 0. 94 (d, / = 6. 8 Hz, 

6H), 1.30 (t, J = 7. 6 Hz, 3H) , 1.38 - 1.48 (m, 2H) . 1.55 - 1.68 On. 1H) , 

2. 80 (q, / = 7. 2 Hz, 2H) , 2. 94 (d, / = 6. 8 Hz, 2H) , 3. 04 (t, / - 7. 6 Hz, 

2H), 7.40 (d, /-8.0 Hz, 1H) , 7.56 (s, 1H) , 7.66 (d, / = 8. 0 Hz. 1H) , 7.94 
(d, / = 4. 4 Hz, 1H) , 8. 07 (d. / - 4. 4 Hz, 1H) . 
MS (ESI)m/z 405 MH + 

mmm 4 4 

N- S si7 U-Tu\i)V^^)V- N- [8- (2, 4-y7nD7xZJV) - 2 - 

x^;w^V [i, 2 -a] tf^^>-3--r;i/] -iv-ynif;i/7^> 

'H NMR (400MHz, CDC1 3 ) <5 0.00 (br s, 2H) . 0.36 (d, / = 8. 4 Hz, 2H) , 0.76 
-0.92 On, 1H), 0.91 (t. J = 1. 6 Hz, 3H) , 1.30 (t, J = 1. 6 Hz. 3H) , 1.43-1.48 
On, 2H), 2.80 (a, / = 8. 0 Hz, 2H) , 2.96 (d, / = 6. 8 Hz, 2H) , 3.16 (t, / 
-7.2 Hz, 2H), 7.39 (d, / - 8. 4 Hz, 1H), 7.55 (s. 1H) , 7.67 (d, 7 = 8.4 
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Hz, 1H), 7.93 (d, /-4.8 Hz, 1H) , 8.13 (d, / - 4. 4 Hz, 1H). 
MS (ESI) m/z 403 MH + 

mmm 4 5 

N- [8- (2, 4-y^Dn7i"JW [1, 2 -a] 

\L?=jy- 3 — f -AT- (3 -7;Vtn7'Db 0 jW -7V-^°Oh°;i/7^> 

'H NMR (400MHz, CDC1 3 ) 6 0. 91 (t, / = 7. 6 Hz, 3H), 1. 30 (t, / = 7. 6 Hz, 
3H), 1.40-1.50 Cm. 2H), 1.72 - 1.78 (m, 1H) , 1.80 - 1.86 (m, 1H), 2.81 (a, 
/ = 7. 6 Hz, 2H) , 3. 09 (dd, / - 7. 6, 7. 6 Hz, 2H) , 3. 30 (t, / = 7. 2 Hz, 2H) , 
4. 45 (t, / = 6. 0 Hz, 1H) , 4. 57 (t, / = 5. 6 Hz, 1H) , 7. 39 (d, / = 8. 0 Hz, 
1H). 7.56 (s, 1H), 7.66 (d, /-8.0 Hz, 1H) , 7.95 (d, / - 4. 8 Hz, 1H) , 8.05 
(d, / = 4. 4 Hz, 1H) . 
MS (ESI) m/z 409 MH + 

mmm 4 6 

N-i/t7U7°U \±)V^)V-N- [8- (2, 4-y7nD7x^) -2- 
[1, 2 -a] h°^> ? >- 3 —OKI -JV — (Vtt)V7S.> 

'H NMR (400MHz, CDC1 3 ) (5 0.00 (br s, 2H) , 0.37 (br d, / = 6. 8 Hz, 2H) , 

0. 74 - 0. 88 (m, 1H) , 0. 97 (d, / - 6. 4 Hz, 6H) , 1. 32 (t, / = 7. 6 Hz, 3H), 

1. 60 - 1. 72 (m, 1H) , 2. 83 (q, / = 7. 6 Hz, 2H) . 2. 95 (d, / - 7. 2 Hz, 2H) , 
3.02 (d, 7 = 6.8 Hz. 2H) , 7.41 (d, / = 8. 4 Hz, 1H), 7.57 (s, 1H) , 7.68 (d, 
/ - 8. 0 Hz, 1H) , 7. 95 (d, / = 4. 4 Hz, 1H) , 8. 17 (d, 7 = 4. 4 Hz, 1H) . 
MS (ESI) m/z 417 MH + 

mmm 4 1 

N- [8- (2, 4-^^uuy^-JU) - 2 -X3MM'5^V [1, 2 - a] 

if?z?>-3 — r;w -7v, n-z?^v~7^)vt^> t&mm. 

'H NMR (400MHz, CDC1 3 ) 5 0.95 (d, / - 6. 8 Hz, 12H), 1.29 (t, / - 7. 2 Hz, 
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3H), 1.56-1.64 (m, 2H), 2.80 (q, / = 7. 6 Hz, 2H) , 2.89 (d. / = 6. 4 Hz, 4H), 

7. 38 (dd, / - 8. 0, 2. 0 Hz, 1H) , 7. 54 (d, / = 2. 0 Hz, 1H) , 7. 65 (d, / - 8. 4 

Hz, 1H), 7.93 (d, 7=4. 8 Hz, 1H), 8.07 (d, / = 4. 4 Hz, 1H). 
MS (ESI) m/z 419 MH + 
H»J 4 8 

N- [8- (2, 4-y^nn7xZJW [1, 2 - a] 

t°^>5>-3 — r;v] — n — f y y^jvT 5. > 

MS (FAB) m/z 363 MH + 

mMM 4 9 

TV— [8- (2, 4-y^nn7i^W - 2 -X^JK S^V [1, 2 -a] 
tf^^>- 3 — OKI -JV-X3\7l/-JV — fV^5 1 ;i'75> 
MS (FAB) m/z 391 MH + 
5 0 

N-~?^)V-N- [8- (2, 4-/^OD7x-;W - 2 -X^H* ^ 
[1, 2 -a] b°^> ? >-3 — r;H — TV— -Y y 7*fJH$ > 
MS (FAB) m/z 419 MH + 

H»U 5 1 

A/"— ^ > z?)V— N— [8- (2, 4->^nn:7 3ix;i/) -2-x^;WfS^ 
y [i, 2 -a] \z?z>>- 3 — <;n -/v-<y^;i/T^> 

MS (FAB) m/z 453 MH + 
§J|»!J 5 2. 

TV- [8- (2, 4-^007i-JW -2-XfM5^; [1, 2 - a] 

t°^>- 3 — r;v] -/V — ry^;i/-/v- (2-fi-jv/?;i/) 7S> 

MS (FAB) m/z 459 MH + 

mmm 5 3 

N— [8- (2, 4->?^Dn:7xx;l/) -2-X^;WS^y [1, 2 -a] 

t°^> ? >- 3 —r;i/] -/v- (2-7'j;^f;w -/v — fvywsy 

MS (FAB) m/z 443 MH + 
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mmm 5 4 

TV— [8- (2, 4-^DD7x-JW - 2 -X3\JW^^V [1, 2 - a] 

tf ^ > - 3 - -r )V] — n— -f v - iv — r v ^ >^;vt 5 > 

MS (FAB) m/z 433 MH + 

mmm 5 5 

TV- [8- (2, 4-^D07x"JW - 2 -X^M* 5 i? s J [1, 2 - a] 

t°^s?>- 3 — r;v] -iv — rv^;i/-7v- [3- (^?;UJ1/7 7^W 

MS (FAB) m/z 451 MH + 
MWM 5 6 

iV- [8- (2, 4-y^Q7i-JW - 2 -I^JH^^V [1, 2 - a] 

t°^> ? >- 3 — ov] -n — r vy^)v-N-^y^-)VT^ > 

MS (FAB) m/z 433 MH + 

mmm 5 7 

N-ispU^isJl^^JV- N- [8- (2, 4-y7n07i"JW -2- 

MS (FAB) m/z 459 MH + 
iV- [8- (2, 4-^OD7i-JW ~2-X^;W5^V [1, 2-a] 

k°^f/>-3 — r;H — n— (3 -^;i/^-P77°n t°;i/) 75> 

MS (FAB) m/z 367 MH + 
Hfl&fll 5 9 

iV- [8- (2, 4-y^OD7i^) -2-X3MH-$^V [1, 2-a] 
tf^5?>-3 — OW -iV-X^;P-iV- (3-7MD7°Dk» 75> 
MS (FAB) m/z 395 MH + 
6 0' 

N-y^)V-N- [8- (2, 4-y7D07i-JW -2-X^;W5^V* 
[1, 2-a] k°^>-3 — ()V\ — AT— (3 -7MD7°Dk';W 75> 
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MS (FAB) m/z 423 MH + 

mmm q i 

N- [8- (2, 4-^D07x-JW -2-X5^;i/-f$^ 
[1, 2 -a] tf^^>-3— f;H - AT- (3-7JWO^Dlf;i/) 

> 

MS (FAB) m/z 457 MH + 
«M 6 2 

^_ [ 8 _ ( 2 , 4-^DD7x^V) -2-I?M5^/ [1, 2 - a] 

t°^> ? >-3— r;H -iv- (3-^;^ny°Pt°;W -jv- (2-^x-;i/ 
MS (FAB) m/z 463 MH + 

mmm 6 3 

AT- [8- (2, 4-^nD7i-JW -2-X^;W5^ > 7 [1, 2-a] 
fc°^> ? >-3 — r;H — N— (3-yJV^ray°U\dJl) -N- (2-7UJ^ 

MS (FAB) m/z 447 MH + 

mmm 6 4 

^y- [ 8 _ ( 2 , 4-y^nD7xrjW -2-X^;W^^/ [1, 2-a] 

■t!7S>>-3— OKI -iv- (3-^ji/^-nyntf;i/) - jv— r v^>^;v-y 
5 > 

MS (FAB) m/z 437 MH + 
HJEM 6 5 

^_ [ 8 - (2, 4-7^0D7i-JV) -2-X^JH5^V [1, 2-a] 

tf^> ? >-3 — r;W -jv- (3-7Ma7*nif;w -iv- [3- 

7JV7 7^V) 7°DlfJV] 7S> 
MS (FAB) m/z 455 MH + 

mmm q 6 

N- [8- (2, 4-y^nD7x-Jl') - 2 -X^M* ^ V [1, 2-a] 
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tf^>- 3 — ()V\ -N- (3-7Mn7°nkVI/) - N-^>^)VT^> 
MS (FAB) m/z 437 MH + 

mmm 6 7 

Af-S^O^^M^- A - - [8- (2, 4-y^DD7i^) - 2 - 

x5=-;i/-r^^v [i, 2 -a] — r;i/] -at- (3-7M07 0 

MS (FAB) m/z 463 MH + 
HJSM 6 8 

N- [8- (2, 4-^PD7xZJW -2-X5F;H^^V [1, 2 - a] 

t°^> ? >-3 — OH — at— (3 -^;i/^-nyntf;i/) -N- (4, 4, 4- 
MS (FAB) m/z 477 MH + 

mmm e 9 

jV-y^n7°Ot°;M^V-iV- [8- (2, 4-y7nD7x"JW -2- 

x9^;w^V [i, 2 -a] tf^> ? >-3 — ow -at- (3 -;7;i^n:/ 

MS (FAB) m/z 421 MH* 

mmm 7 o 

AT— [8- (2, 4-y7DD7x-JW -2-X^;Wf5^V [1, 2 - a] 
t°^> 5 >-3 — OH - AT- (3-7Ma7'nfJW -N — fV7Y^7 5 
> 

MS (FAB) m/z 423 MH* 
7 1 

A/- [8- (2, 4-i>S7UU7^-)l) - 2 -X5F;i^ [1, 2 - a] 

t°^> ? >-3 — OH ~N — fV7^-iV- (4, 4, 4-h'j7MD7* 
^-;H 75> 
MS (FAB) m/z 473 MH* 

mmm 7 2 
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N— [8- (2, 4-y^nD7i-Jl/) - 2 -X^M* 5 [1, 2 - a] 

b°^^>-3--r;i/] -iv — r v^>^;i/T$ > 

MS (FAB) m/z 377 MH + 
HJSfll 7 3 

TV- [8- (2, 4-^PQ7x-;W -2-X?M5^V [1, 2 - a] 

t°^> ? >- 3 — r;W -n-jl^-jv-n-^ r v^>f;i/7$> 

MS (FAB) m/z 405 MH + 
7 4 

n-^jv-n- [8- (2, 4-> 5 ^DP7rc^;i/) - 2-x^;i/-r$^y 

[1, 2 -a] fc!7^>- 3 — f;i/] -TV — f V^>f )V7^> 
MS (FAB) m/z 433 MH + 
^Jfifcl 7 5 

N- [8- (2, 4-^DD7iPJW -2-X^;W5^V [1, 2 - a] 

tf^> ? >- 3 -- r;v] -n — (v^y^)V- n- (2-^3i-)V*^)i) y$ 
> 

MS (FAB) m/z 473 MH + 
7 6 

TV- [8- (2, 4-y^Dn7x-JW - 2 -X^JW^V [1, 2 - a] 

tf^^>- 3 -iv, n-z?^ y^>^;i/T^ > 

MS (FAB) m/z 447 MH + 
H»J 7 7 

AT— [8- (2, 4-y7nD7xnJW -2-X5P;W5 3?V [1, 2 - a] 
tf^> ? >-3 — f;i/] -TV — (V^y^)V-N- [3- (^fH)1^7 7-iW 

MS (FAB) m/z 465 MH + 

mmm 7 8 

TV— [8- (2, 4-y7 0n7x"JW -2-X?M5^7 [1, 2 - a] 

t°^> ? >- 3 — r;i/] -iv — r y^>^;i/-iv-^>5 L ;i/75 > 



105 



WO 02/062800 



PCT/JP02/01098 



MS (FAB) m/z 447 MH + 

mmm 1 9 

N- [8- (2, 4-^DD7x-Jl/) -2-X^;W5^V [1, 2 - a] 

ti^f/>-3 — r;n -/v — r v^>^;i/-at- (4, 4, 4-hU7Mn 

MS (FAB) m/z 487 MH + 

mmm 8 o 

N-i/ZWfu&Vt^JV-N- [8- (2, 4-i?^nn7xZJW -2- 

x^;i/^5^V [l, 2-a] t°^^>- 3 --r;H -n-^ y^>W5 

> 

MS (FAB) m/z 432 MH + 
^Ii60!l 8 1 

iV- [8- (2, A-V^UW7^~)V) -2-X^;W5^V Cl, 2-a] 

tf^> ? >- 3 — OW -iv — ( v^.>^JV- N-y°n\ijiy ^> 
MS (FAB) m/z 419 MH + 

mmm s 2 

/V- [8- (4-^nn-2-/h^>7i-JW -2-x^;W5^V [l, 
2-a] b°^> ? >-3--r;i/] -TV, iV- P 5 > 

'H NMR (400MHz, CDC1 3 ) <5 0.89 (t, / = 7. 2 Hz, 6H) , 1.29 (t, / = 7. 6 Hz, 
3H), 1.47-1.38 (m, 4H), 2.78 (a, / = 7. 6 Hz, 2H), 3.06 (dd, 7=7.2, 8.8 
Hz, 4H) , 3. 02 (s, 3H) , 7. 05 (d, / - 2. 0 Hz, 1H) , 7. 08 (dd, / - 2. 0, 8. 4 Hz, 
1H) , 7. 59 (d, / = 8. 0 Hz, 1H) , 7. 90 (d, J = 4. 4 Hz, 1H) , 7. 99 (d, / - 4. 8 
Hz, 1H). 

mmm 8 3 

TV- [8- (4-7*D ; E-2-7DD7x-JW -2-X3 1 ;M'5^V [1, 

2-a] t°^> ? >- 3 -■<;!/] -/v, /v-^yntf;i/T5> 
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'H NMR (400MHz, CDC1 3 ) 6 0.90 (t, 7 = 7. 2 Hz, 6H) , 1.29 (t, / = 7. 2 Hz, 
3H) , 1. 47-1. 38 (m, 4H) , 2. 80 (q, / = 8. 0 Hz, 2H) , 3. 06 (dd, / - 7. 6, 7. 6 
Hz, 4H) , 7. 53 (ddd, / = 0. 4, 2. 0, 8. 4 Hz, 1H) , 7. 59 (d, / = 8. 0 Hz, 1H) , 
7.71 (d, /-1.6 Hz, 1H), 7.93 (dd, 7 = 0.4, 4. 8 Hz, 1H), 8.05 (dd, 7 = 
0. 4. 4. 8 Hz, 1H) . 

mmm & 4 

N- [8- (2, 4-^n^7x-JW -2-31^)1^ [1, 2-al 

t°^>-3 — OKI -N, N-z?7°U\i)VT^> 

'H NMR (400MHz, CDC1 3 ) d 0.90 (t, / = 7. 6 Hz, 6H) , 1.29 (t, 7 = 7. 2 Hz, 
3H) . 1. 46-1. 38 (m, 2H) , 2. 79 (q, / = 7. 2 Hz, 2H) , 3. 08 (dd, / = 7. 2, 7. 2 
Hz, 4H) , 7. 57 (s, 1H) , 7. 57 (dd, / = 0. 8, 2. 0 Hz, 1H) , 7. 89 (d, / = 1. 6 Hz, 
1H), 7.92 (d, 7=4. 4 Hz, 1H), 8.05 (dd, 7 = 0.4, 4. 4 Hz, 1H). 

mmm 8 5 

N- [8- (4-7'n ; t-2-7MD7x-;W [1, 

2 -a] t°^> ? >- 3 --OH — at, iv-s?7 0 nt!;vy^> 

'H NMR (400MHz, CDC1 3 ) 6 0.89 (t, / = 7. 6 Hz, 6H) , 1.32 (t, / = 7. 2 Hz, 
3H), 1.45-1.38 On, 4H) . 2.81 (q, / = 7. 6 Hz, 2H) , 3.07 (dd, 7 = 7.6, 7.6 
Hz, 4H) , 7. 43 (dd, 7 = 2. 0, 10. 0 Hz, 1H) , 7. 45 (ddd, 7 = 0. 4, 1. 6, 7. 6 Hz, 
1H) , 7. 86 (dd, 7 = 7. 2, 8. 0 Hz, 1H) ,. 7. 93 (d, 7 = 4. 4 Hz, 1H) , 8. 04 (d, 
7 = 4. 8 Hz, 1H) . 

mmm 8 6 

N- 18- (2 -~7u=E- 4 h*z/y - 2 -X^WfS^V [1, 

2-al t°^> 5 >-3 — OH -N, N-^uif)V75.y 

'H NMR (400MHz, CDC1 3 ) 6 0.90 (t, 7 = 7. 2 Hz, 6H) , 1.30 (t, 7 = 7. 6 Hz, 
3H), 1.46-1.40 (m, 2H) , 2.80 (q, 7 = 7. 6 Hz, 2H) , 3.07 (t, 7 = 7. 6 Hz, 4H) , 
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6. 98 (dd, / = 2. 8, 8. 8 Hz, 1H) , 7. 27 (d, / = 2. 8 Hz, 1H) , 7. 63 (d, / = 8. 4 
Hz, 1H), 7.91 (d, 7 = 4. 4 Hz, 1H) , 8.01 (d, / = 4. 4 Hz, 1H) . 

mum 8 7 

iV- (sec-») — N— [8- (2, 4-y^Dn7x~;W - 2 -X 
?K^V' [1, 2 -a] H^> ? >-3 — f;V] -7V--7°Dti;V7^> 

'H NMR (400MHz, CDC1 3 ) 5 0. 84 (t, / - 7. 6 Hz, 3H), 0. 95 (t, / = 7. 6 Hz, 
3H), 1.08 (d, 7 = 6. 0 Hz, 3H), 1.30 (t, 7 = 7. 6 Hz, 3H) , 1.30-1.44 (m, 2H) , 
1.74-1.62 (m, 2H), 2.79 (a. 7 = 7. 2 Hz. 2H), 3.18-3.04 (m, 3H), 7. 38 (dd, 
7 = 2. 0, 8. 4 Hz, 1H) , 7. 55 (d, 7 = 2. 0 Hz, 1H) , 7. 67 (d, 7 = 8. 4 Hz, 1H) , 

7. 91 (d, 7 - 4. 4 Hz, 1H) , 8. 04 (d, 7 = 4. 4 Hz, 1H) . 

mmm 8 8 

N— (sec-^fJW — N—zsf □ N— [8- (2, 4- 

^DD7x-JW -2-X3^W=^V [1, 2 -a] fc?^^>- 3 — OKI 

l H NMR (400MHz, CDC1 3 ) 6 -0.02-0.0 (m, 2H) , 0.25-0.29 fa, 2H) , 0.70- 
0.60 Cm. 1H), 0.95 (t, 7 - 7. 2 Hz, 3H), 1.06 (m, 3H) , 1.31 (t, / = 7. 6 Hz, 
3H) , 1. 67 (m, 2H) , 2. 79 (a, 7 = 7. 6 Hz, 2H) , 3. 04-2. 94 On, 2H) , 3. 20 (br 
s, 1H), 7. 39 (dd, 7-2.0, 8. 4 Hz, 1H) , 7.55 (d, 7 - 2. 0 Hz, 1H), 7.68 (d, 
7 - 8. 4 Hz, 1H) , 7. 92 (d, 7 = 4. 4 Hz, 1H) , 8. 14 (d, 7 = 4. 8 Hz, 1H) . 

mmm s 9 

N-y^)V- N- (sec-7"fJW — N— [8- (2, 4-~J$UU7 z." 
)V) -2-X5P;i^f5^V [1, 2 -a] t°5> ? >- 3 — r;W 75> 

'H NMR (400MHz, CDC1 3 ) 5 0.84 (t, 7 - 6. 8 Hz, 3H) , 0.95 (t, 7 = 7. 2 Hz, 
3H), 1.02-1.12 (m, 3H) , 1.31 (t,' 7 =7.6 Hz, 3H) , 1.20-1.46 On, 4H) , 
1.64-1.78 (m, 2H), 2.80 (a. 7 = 7. 6' Hz, 2H) , 3.02-3.20 (m, 3H) , 7.39 (dd, 
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/ = 2. 0, 8. 4 Hz, 1H) , 7. 55 (d, / = 2. 0 Hz, 1H) , 7. 69 (d, / = 8. 0 Hz, 1H) , 
7. 92 (d, / = 4. 4 Hz, 1H) , 8. 04 (d, / = 4. 4 Hz, 1H) . 

mmm 9 0 

N- (s e c-y^)V) -N- [8- (2, 4-y^nD7xZiW - 2 -X 
?JK$^V [1, 2 -a] b°^> ? >- 3 — r;i/] -TV— -T V^75> 

'H NMR (400MHz, CDC1 3 ) 5 0.92-0.80 (m, 6H), 1.01 (t, / = 7. 2 Hz, '3H) , 
1.09 (dd, 7 = 6.8, 9. 8 Hz, 3H) , 1.31 (t, / - 7. 6 Hz, 3H) , 1.30-1.46 (m, 
2H), 1.62-1.82 (m, 2H). 2.78-2.90 (m, 3H) , 2.92-3.12 (m, 2H), 7. 39 (dd, / 
= 2. 0, 8. 4 Hz, 1H) , 7. 55 (d, / - 2. 0 Hz, 1H) , 7. 69 (d, J = 8. 0 Hz, 1H) , 
7. 92 (d, 7 = 4. 4 Hz, 1H) . 8. 06 (d, 7 = 4. 8 Hz, 1H) . 
§«#ij 9 1 

iV-y^D7°Dt"JW^-JV- [8- (2, 4-y^nD7x-jl/) -2- 
x^WS^y [1, 2-a] tf^>*>- 3 —OKI ■ - W-rh7t Fn- 3 

'H NMR (400MHz, CDC1 3 ) <5 -0.23-0. 10 (m, 1H) , 0.00-0. 12 (m, 1H) , 0. 18-0.32 
On. 1H), 0.28-0.40 (m, 1H) , 0.67-0.73 (m, 1H) , 1.34 (t, / = 7. 6 Hz, 3H) , 
1.90-2.02 (m, 1H), 2.00-2.24 (m, 1H) , 2.46-2.55 (m, 1H) , 2.56-2.72 On, 1H) , 
2.81 (q. 7-7. 6 Hz, 2H), 2.86-3.12 On, 4H) , 4.00-4.10 On. 1H), 7. 41 (dd, 
7=2.0, 8.4 Hz. 1H). 7.56 (d. 7 = 2. 0 Hz, 1H), 7.68 (d, 7 = 8. 0 Hz, 1H) , 
7. 98 (d, 7 = 4. 4 Hz, 1H) , 8. 22-8. 14 (in, 1H) . 

mmm 9 2 

iV — [8- (2, 4-y^DD7x-JW -2-X5 1 M5^V [1, 2 - a] 
t:^> ? >- 3 — f -TV-yn tf^-TV-^ H7k F □ — 3 -^7^-)V 
T$ > 

'H NMR (400MHz, CDC1 3 ) 8 0.88 (t, 7 = 7. 2 Hz, 3H) . 1.28-1.40 (m, 2H) , 
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1.36 (t, 7 = 7. 6 Hz, 3H), 1.90-2.20 (m, 2H) , 2.50-3.02 (m, 6H) , 3.01-3.21 
(m, 2H) , 3. 96-4. 03 (m, 1H) , 7. 42 (dd, / - 2. 0, 8. 4 Hz, 1H) , 7. 58 (d, / - 
2.0 Hz, 1H), 7.67 (d, / = 8. 4 Hz. 1H) , 8.01-8.06 (m, 1H) , 8.15 (d, 7-4.4 
Hz, 1H). 
H»<J 9 3 

N- [8- (2, 6-^^h^>'-4-^?;V7xZjV) - 2 -XfM^^ 
V [1, 2- a] t°^> ? >-3 — -N, N-^^Vy^)V7^> 

'H NMR (400MHz, CDC1 3 ) <5 0.94 (d, / = 6. 8 Hz, 12H), 1.25 (t, / - 7. 6 Hz, 
3H), 1.58-1.65 (m, 2H) , 2.40 (s, 3H), 2.79 (q, / - 7. 6 Hz, 2H), 2.87 (d, 
/ - 6. 8 Hz, 4H) , 3. 70 (s, 6H) , 6. 50 (s, 2H) , 7. 92 (d, / = 4. 8 Hz, 1H) , 8. 03 
(d, 7 = 4. 4 Hz, 1H) . 

mmm 9 4 

N— [ 8 — (2-^DO-4-^h^y7x-JW -2-XfM5^V [1, 
2-5] t°^> 5 >-3 — f;H -N, N-z?^V7*^)lTS.> 

'H NMR (400MHz, CDC1 3 ) (5 0.95 (d, / = 6. 4 Hz, 12H). 1.31 (t, / = 7. 6 Hz, 
3H) , 1. 56-1. 65 (m, 2H) , 2. 82 (a, J = 1.2 Hz, 2H) , 2. 90 (d, / = 7. 2 Hz, 4H) , 
3. 86 (s, 3H) , 6. 94 (dd, 7 = 3. 0, 8. 4 Hz, 1H) , 7. 80 (d, 7 = 2. 4 Hz, 1H) , 
7. 67 (d, 7 = 8. 8 Hz, 1H) , 7. 93 (d, / = 4. 4 Hz, 1H) , 8. 08 (d, J = 4. 4 Hz, 
1H). 

#I»J 9 5 

JSf— [2-X^;i/-8- (2-p<h^>-4, 6-y^^7xx;V) -f 5 ^ 
V' [1, 2 -a] ti^> ? >-3 — OH -TV, iY-v-fV7*^75> 

'H NMR (400MHz, CDC1 3 ) 5 0. 95 (d, / = 6. 4 Hz, 12H) , 1. 26 (t, 7 = 7. 6 Hz, 
3H), 1.56-1.68 (m. 2H) , 2.03 (s, 3H), 2.36 (s, 3H) , 2.79 (a, / - 7. 6 Hz, 
2H), 2.89 (d, 7-6. 8 Hz, 4H) , 3.70 (s, 3H) . 6.68 (s, 1H) , 6.74 (s, 1H) , 



110 



WO 02/062800 



PCT/JP02/01098 



7. 92 (d, J =4.4 Hz, 1H) , 8. 06 (d, J = 4.4 Hz, 1H) . 

mmm 9 6 

N- (2 -X^;i/-8 -^>^;M*^V [1, 2 -a] t°^> ? >- 3 --f;l/) 
-TV, V^75 y 

'HNMR (400MHz, CDC1 3 ) 6 0.95 (d, / = 7. 6 Hz, 12H), 1.25 (t, / - 7. 6 Hz, 
3H), 1.58-1.65 (m, 2H) , 2.03 (s, 6H), 2.32 (s, 3H) , 2.79 (q, / = 7. 2 Hz, 
2H) , 2. 90 (d, / - 6. 8 Hz, 4H) , 6. 94 (s, 2H) , 7. 91 (d, / - 4. 8 Hz, 1H) , 8. 07 
(d, / = 4. 4 Hz, 1H) . 

mmm 9 7 

N-Z?^)V-N- [8- (2 -?UU- 4 -2-JL^)V 
-f 5 d?V [1, 2 -a] t°^> ? >- 3 — <)V\ -N — (V7^)V7$.> 

'HNMR (400MHz, CDC1 3 ) <5 0.88 (t, / = 7. 2 Hz, 3H) , 0.94 (d, / = 6. 8 Hz, 
6H), 1.31 (t, J = l. 2 Hz, 3H), 1.25-1.42 (m, 4H) , 1.58-1.65 (m, 1H), 2.81 

(q, 7 = 7.2 Hz, 2H), 2.93 (d, J = 7. 2 Hz, 2H) , 3. 06 (d, / - 6. 8 Hz. 2H), 

3. 86 (s, 3H) , 6. 94 (dd, / = 2. 8, 8. 8 Hz, 1H) , 7. 08 (d, / = 2. 8 Hz, 1H) , 

7. 68 (d, / - 8. 8 Hz, 1H) , 7. 93 (d, / - 4. 4 Hz, 1H) , 8. 03 (d, J = 4. 4 Hz, 
1H). 

MMM 9 8 

N-Zf^JV-N- (2-l^-8-AyfM5^/ [1, 2 - a] M^V 
>-3-^)l) -N — fV^iV75> 

'H NMR (400MHz, CDC1 3 ) 6 0. 87 (t, / - 7. 2 Hz, 3H) . 0. 95 (d, / = 6. 8 Hz, 
6H), 1.25 (t, J = l. 6 Hz, 3H), 1.24-1.46 (m, 4H) , 1.48-1.67 (m, 1H), 2.03 
(s, 6H) , 2. 32 (s, 3H) , 2. 78 (q, / = 7. 8 Hz, 2H) , 2. 94 (d, J = 1.2 Hz, 2H) , 
3. 07 (t, / = 6. 8 Hz, 2H) , 6. 94 (s, 2H) , 7. 92 (d, / = 4. 4 Hz, 1H) , 8. 04 (d, 
J = 4.4 Hz, 1H) . 
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$*MM 9 9 

N-y^)V-N- [8- (2, 6-^h^y-4-^fJV7x-JV) -2- 

x^;K5^/ [i, 2-a] — r;i/] -iv— f V^75> 

'H NMR (400MHz, CDC1 3 ) 6 0. 88 (t, / = 7. 2 Hz, 3H), 0. 94 (d, / - 6. 8 Hz, 
6H), 1.26 (t, 7-7. 6 Hz, 3H) , 1.25-1.42 (m, 4H) , 1.58-1.68 dn, 1H) , 2.40 
(s, 3H), 2.79 (a, 7 = 7. 6 Hz, 2H) , 2.91 (d, 7 = 7. 2 Hz, 2H) , 3.05 (t, / 
- 7. 2. Hz, 2H) , 3. 70 (s, 6H) , 6. 50 (d, / - 0. 8 Hz, 2H) , 7. 93 (d. / - 4. 0 
Hz, 1H) , 7. 99 (d, / = 4. 4 Hz, 1H) . 
Mt&W 10 0 

N-y^JV-N- [2 -X5^;i/- 8 - (2-^h^£/-4, 6-S?W7i 

njio -rs^v [i, 2- a] t°^>-3 — r;n -iv — rv^;i/T^> 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, / - 6. 8 Hz, 3H) , 0.94 (d, / = 6. 8 Hz, 
6H), 1.26 (t, 7 = 7.6 Hz, 3H) , 1.20-1.41 (m, 4H) , 1.59-1.68 On. 1H) , 2.03 
(s, 3H) , 2. 37 (s, 3H) , 2. 79 (a, / = 7. 6 Hz, 2H) , 2. 92 (d, 7 = 6. 8 Hz, 2H) , 
3.06 (t, 7 = 7. 6 Hz, 2H) , 3.71 (s, 3H) , 6.69 (s, 1H) , 6.74 (d, 7 - 0. 8 Hz, 
1H) , 7. 93 (d, 7 = 4. 8 Hz, 1H) , 8. 02 (d, 7 = 4. 4 Hz, 1H) . 

mmm 101 

N- [8- (2-^OD-4-^h^y7x-JW -2-X^;W5^V [1, 

2 -a] tf^> ? >- 3 -/v->-^a^ntf;v^^;i/-iV — r Vttfr 

'H NMR (400MHz, CDC1 3 ) 5 -0.05-0.04 (ra, 2H) , 0.36-0.42 (m, 2H) , 0.76-0.96 
On. 1H), 0.94 (d, 7 = 6. 8 Hz, 6H) , 1.33 (t, 7 = 7. 2 . Hz, 3H) , 1.60-1.70 (m, 
1H) , 2. 83 (q, 7 = 7. 6 Hz, 2H) , 2. 94 (d, 7 = 7. 2 Hz, 2H) , 3. 01 (t, 7 = 7. 2 
Hz, 2H), 3.88 (s, 3H) , 6.96 (dd, 7 = 2.4, 8. 4 Hz, 1H) , 7.09 (d, 7 = 2.8 
Hz, 1H), 7.69 (d, 7 = 8. 4 Hz, 1H) , 7.94 (d, / = 4. 4 Hz, 1H) , 8.13 (d, 7 
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= 4. 4 Hz, 1H) . 
HJS$J 10 2 

N-ist7Uy°U\i)V*^)V-N- [8- (2, 6 -z?* h=^>- 4-^5P;i/:7 

x-;v) -2-x^;i/^a^v ci, 2-ai 3— oil -/v--r 



'HNMR (400MHz, CDC1 3 ) 5 -0.12-0.02 (m, 2H) . 0.29-0.40 (m, 2H), 0.73-0.85 
(m, 1H) . 0. 95 (d, / = 6. 8 Hz, 6H) , 1. 29 (t, / = 7. 2 Hz, 3H) , 1. 63-1. 70 (m, 
1H), 2.41 (s, 3H), 2.90-2.75 On, 1H) , 2.92 (d, / = 6'. 8 Hz, 2H), 3.00 (d, 
7 = 7. 2 Hz, 2H), 3.72 (s, 6H), 6.51 (s, 2H), 7.94-8.04 On, 1H), 8.08-8.13 
(m, 1H). 

mmm 103 

N3 , N3 -y^D \±)l- 6 -~?U^z- 8 - ( 4 - f U U 7 rc - 2 -X 

'HNMR (400MHz, CDC1 3 ) <5 0. 88 (t, 7-7. 2 Hz, 6H) , 1.36-1.46 (m, 7H) , 2.85 

(a, / = 7. 6 Hz, 2H) , 3. 05-3. 09 (m, 4H) , 7. 51 (d, / = 8. 8 Hz, 2H) , 8. 44 ,(s, 
1H) , 8. 78 (d, / = 8. 8 Hz, 2H) . 
mMM 10 4 



N3, N3 -i?yu t°;i/- 5 -^nq&- 8 - (2, 4-y^DD7x-JW - 
2-X^;W^^V [1, 2 -a] lf7.^>-3-7S> 

'H NMR (400MHz, CDC1 3 ) 5 0. 90 (t, / = 7. 6 Hz, 6H) , 1. 29 (t, / = 7. 6 Hz, 
3H), 1.38-1.48 (m, 4H) , 2.78 (a, 7 = 7. 6 Hz, 2H) , 3.04-3.09 (m, 4H) , 7.38 
(dd, 7 = 8. 4 Hz. 2.0 Hz, 1H) , 7.54 (d, 7 = 2. 0 Hz, 1H) , 7.65 (d, 7 = 8.4 
Hz, 1H), 8.08 (s, 1H). 

mmm 105 

8- (2, crXJW) - 3- (^nh>75;) -2-X^ 



113 



WO 02/062800 



PCT/JP02/01098 



<5^V [1, 2-a] h°^> ? >- 6 i/Tir-i K 

'H NMR (400MHz, CDC1 3 ) 6 0.90 (t, J = 7. 6 Hz, 6H) , 1.30 (t, / = 7. 6 Hz, 
3H), 1.38-1.48 (m, 4H) , 2.81 (a, / = 7. 6 Hz, 2H) , 3.05-3.11 (m, 4H) , 7.40 
(dd, / = 8. 4, 2. 0 Hz, 1H) , 7. 57 (d, / = 2. 0 Hz, 1H) , 7. 62 (d, / = 8. 4 Hz, 
1H), 8.50 (s, 1H). 
10 6 

iV3 — f V7*^;p-iV3 -Zfu\Z)V- 6 -^O^E- 8 - (2, 4-y^OD7 
irjl/) - 2 -X^M'S^V [1, 2-a] \f7zS>-3-Y$> 

'H NMR (400MHz, CDC1 3 ) 6 0.89 (t, / - 7. 6 Hz, 3H) , 0.94 (d, / = 6. 8 Hz, 
6H) , 1. 29 (t, / = 7. 6 Hz, 3H) , 1. 38-1. 48 (m, 2H) , 1. 54-1. 68 (m, 1H) , 2. 79 
(a, J = 1. 6 Hz, 2H), 2.92 (d, / - 7. 2 Hz, 2H), 2.99-3.04 (m, 2H), 7.38 (dd, 
/ = 8. 4, 2. 0 Hz, 1H) , 7. 54 (d, / = 2. 0 Hz, 1H) , 7. 64 (d, / - 8. 4 Hz, 1H) , 
8. 18 (s, 1H). 

mmm 107 

N3, AT 3 -v^nlf;!/- 6 8 - (2, 4-y^DU7i-JW - 

[1, 2-a] 3 -75> 

'H NMR (400MHz, CDC1 3 ) 6 0.90 (t, / = 7. 6 Hz, 6H) , 1.29 (t, / = 7. 6 Hz, 
3H), 1.38-1.48 (m, 4H) , 2.79 (a, / = 7. 6 Hz, 2H) , 3.03-3.09 (m, 4H), 7.38 

(dd, / = 8. 4, 2. 0 Hz, 1H) , 7. 54 (d, / = 2. 0 Hz, 1H) , 7. 64 (d, / - 8. 4 Hz. 
1H) , 8. 17 (s, 1H) . 
10 8 

7V3, N3 -*J-?U\?.)\,- 8 - (2, 4-y7 0 07xZJl/) -2 — fV7°n 
tf;M*5^V [1, 2-a] h°^> ? >-3-T$> 

l H NMR (400MHz, CDC1 3 ) 6 0. 89 (t, / - 7. 6 Hz, 6H) , 1. 31 (d, / = 6. 8 Hz, 
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6H), 1.38-1.48 (m, 4H) , 3.05-3.10 (m, 4H) , 3.14-3.22 (m, 1H) , 7.39 (dd, 
/ = 8. 4, 2. 0 Hz, 1H) , 7. 56 (d, / - 2. 0 Hz, 1H) , 7. 73 (d, 7 = 8. 4 Hz, 1H) , 
7.92 (d, 7 = 4.4 Hz, 1H), 8.04 (d, 7 = 4. 4 Hz, 1H) . 
mifem 10 9 

N3, N3 —z/y°n fcfjl/— 2 -^f V y°U \f.)V— 8 — (2-^h^>-4, 6- 
^^5^;!/37x-;i/) -f^V [1, 2 -a] t°^> ? >- 3 -75 > 

'HNMR (400MHz, CDC1 3 ) 5 0.90 (t, 7 = 7. 6 Hz, 6H) , 1.28 (dd, 7 = 6. 8 Hz, 
3.2 Hz, 6H), 1.38-1.48 (m, 4H) , 2/05 (s, 3H) , 2.38 (s, 3H), 3.05-3.10 (m, 
4H), 3.12-3.20 (m, 1H), 3.72 (s, 3H), 6.71 (s, 1H) , 6.75 (s, 1H), 7.91 (d, 
7 = 4. 4 Hz, 1H) , 8. 00 (d, 7 = 4. 4 Hz, 1H) . 

mmm no 

1- [8- (2, 4-y^PD7x-JW -2-X5P;W5^V [1, 2 - a] 
#*M5^f#6>n7cl-(8-^na-2-X5P;l/^5^V[l, 2-a] tf^v^-3-f 

jH7fji/ x^;u x— ^ji&m^x, mmmi tmmizti y7°v ytffcjfc&fr 

! H NMR (400MHz, CDClj) a 0. 92-0. 98 (m, 3H) , 1.15-1.37 (m, 7H) , 1.42-1.56 
(in, 1H), 1.76-1.88 (m, 1H) , 2.03-2.15 (m, 1H) , 2.72-2.88 (m, 2H), 3.24-3.33 
(m, 1H), 3.35-3.46 (m, 1H) , 4.75-4.81 (m, 1H), 7.40 (dd, 7=2.0, 8. 4 Hz, 
1H), 7.56 (d, 7=2. 0 Hz, 1H). 7. 66 (d, 7 = 8. 4 Hz, 1H), 7.92 (d, 7=4.6 
Hz, 1H) , 8. 42 (d, 7 = 4. 6 Hz, 1H) . 

mi&M ill 

3- (l-Xh^>7'fJl/) - 2-JL^-)V- 8 - (2-^h^>-4, 6-^ 
*^)V7^~)V) -f 5 [1, 2 -a] \d?i?> 

'HNMR (400MHz, CDC1 3 ) 8 0.91-0.98 (m, 3H) . 1.15-1.34 (m, 7H) , 1.41- 
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1.55 (m, 1H), 1.76-1.88 (m, 1H), 2.02 (s, 3H) , 2.04-2.15 (m, 1H), 2.37 (s, 
3H), 2.70-2.82 On, 2H) , 3.21-3.44 (m, 2H) , 3.69 (s, 3H) . 4.72-4.78 (m, 1H) . 
6.68 (s, 1H), 6.74 (s, 1H), 7.89 (d. 7=4.6 Hz, 1H), 8.34 (d, 7=4. 6 Hz, 
1H). 

mmm 1 1 2 

8- (2, h4^>- 6 - ^fJl/7x^W -3 - (l-Xh^f 

;v) -2 -x^;ws^V [1, 2 -a] h°^> ? > 



l H NMR (400MHz, CDC1 3 ) (5 0.91-0.98 (m, 3H) , 1.15-1.34 (m, 7H), 1.41- 
1.57 On, 1H), 1.76-1.88 fan, 1H) , 2.06 (s, 3H) , 2.03-2.14 (m, 1H), 2.71-2.83 
(m, 2H), 3.21-3.44 (m, 2H) , 3.69 (s, 3H) , 3.84 (s, 3H) , 4.71-4.79 (m, 1H) , 
6.45 (s, 1H), 6.46 (s, 1H) , 7.89 (d, 7 = 4. 6 Hz, 1H) , 8.33 (d, 7 = 4. 6 Hz, 
1H). 

m&M 113 

8- (2, 6-y^h^y-4-^^7x;jW -3 - (l-Xb^y^ 
JV) -2-X^;i/^5^V [1, 2 -a] fcf^> ? > 

'H NMR (400MHz, CDC1 3 ) 5 0.89-0.98 (m, 3H), 1.13-1.35 (m, 7H) , 1.40- 
1.55 k 1H), 1.74-1.86 (m, 1H) , 2.02-2.14 On, 1H) , 2.40 (s, 3H) , 2.68-2.83 
(m, 2H), 3.24-3.43 fan, 2H) , 3.69 (s, 3H) , 3.70 (s, 3H) , 4.70-4.77 (m, 1H) , 
6.50 (s, 2H), 7.89 (d, 7 = 4. 8 Hz, 1H) , 8.31 (d, 7 - 4. 8 Hz, 1H) . 

mmm 1 1 4 

8- (2-^OD-4-/h^y7iZJW -3- (l-lh^y7f;W - 

[1, 2 -a] h°^> 5 > 

■H NMR (400MHz, CDC1 3 ) 6 0.90-0.98 fan, 3H) , 1.19 (t, 7 = 7. 0 Hz, 3H) , 
1.22-1.36 (in, 4H), 1.40-1.55 fan, 1H) , 1.77-1.88 (m, 1H) , 2.03-2.15 (m, 1H) , 
2. 72-2. 87 (m, 2H) , 3. 29 (da, 7 = 9. 3, 7. 0 Hz, 1H) , 3. 39 (da, 7 = 9. 3, 7. 0 



116 



WO 02/062800 



PCT/JP02/01098 



Hz, 1H) , 3. 87 (s, 3H) , 4. 73-4. 80 (m, 1H) , 6. 95 (dd, / - 2. 6, 8. 6 Hz, 1H) , 
7. 08 (d, / = 2. 6 Hz, 1H) , 7. 66 (d, / - 8. 6 Hz, 1H) , 7. 90 (d, / = 4. 6 Hz, 
1H) , 8. 37 (d, / = 4. 6 Hz, 1H) . 

mmm 115 

4- [2-X^;i/-8- (2-^b=^>-4, 6 -z?*?-)V7 3u-)V) 

y [1, 2-a] tf^> ? >- 3 — f -4-^\y^y— ;p 

1- (8-^DD-2-I?M5^/ [1, 2-a] tf 75^>- 3 )V) 
-l-7^;> (2 2 6mg, 0. 90mmol) t4, 6->*>WI/-2- 
^h^y<>-lf>#D>i (19 8mg, 1. 1 mm o 1 ) & 1 , 2->^b 
3^>X^> (4. 5mL) <h?K (0. 7 5mL) (DU^mzmM^, 7\m 
fcrtWJ* 8 7KfP^I (3 4 7mg, 1. lmmol) ^rh7^hU7x" 
;1/a}n^^^ >/\°^> ? ^Alt#: (7 9mg, 0. 0 6 8mmol) ^JOtU 
»H^T4I^MiBjfe3g8iEbfc. £Jfci!I^to£«KSU mkx.^)W^ 

^7 4- mW.^)V: n -^1±>= 1 : 3) tTiib, 1- [2 -X5P 
;V-8- (2-^b^>-4, 6-y/^7x-JV) [1, 2-a] 

t!^5?>-3 — r;V] -l-y^/> (2 4 5mg) lafiWtltffe. 

fien^i- [2-x^;i/-8- (2-yh^>-4, 6-y^^;v^3i— 
-f [l, 2-a] tf^>?>- 3— r;u] - i - y^y > (220m 

g, 0. 6 3mmol) Srh7hHn77> (2mL) f^$?U t^TO. 
9 OM0kfc7°u¥Jl~?tf*z/O<Uy^hy t h'D77>M (3. 6mL, 3. 
2mmo 1) £2ra^ ^MT? 2 B#IH8t#Lfc. S^^iCggfP^bT> ; Ex 

*7 : >^7A7nYh777^- (H^X^b : n -^\=Ht> = 6 : 5) fcT 
iit, HfB-fb-^t) (15 0mg) &e&*£il£UT#fc 0 

'HNMR (400MHz, CDC1 3 ) 8 0.87-0.96 (m, 6H) , 1.18-1.45 (m, 4H), 1.25 (t, 
7=7.5 Hz, 3H), 1.90-2.12 (m, 4H), 2.02 (s, 3H) , 2.37 (s, 3H) , 2.82 (q, 
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7=7. 5 Hz, 2H), 3.68 (s, 3H) , 6.68 (s, 1H) , 6.74 (s, 1H) , 7.81 (d, 7 = 
4. 9 Hz, 1H) , 8. 75 (d, / = 4. 9 Hz, 1H) . 

mmm 1 1 6 

2- [2-x^;i/-3- [ (z) - 1 -7°nh°;u- 1 <i-*#y [i, 

2 -a] h°^> ? >-8 — 01/] -3, 5-^^71^ X— t" 

4- [2-X^;l/-8- (2-^h^v-4, 6-y^^7xr;W 5 
^/ [1, 2 -a] t!^> ? >- 3 — f;V] -4-a7°7;-^ (115mg, 
0. 2 9mmo 1 ) <h MJX?^7 5> (0. 4 8mL, 3. 5mmo 1 ) * 
mt^U> (3mL) 7k^T^^>x;V/K-;i/^nU K (0. 

13mL, 1. 7mmol) tkl&X, MUT 1 mmMWlsfc* S^jg^ldfiS 
?0Mm7K*xhU^A7j<^^inx., Mx^;PT?ttfcfc5bMJ±T«^b7c 0 ?# 

>-l : 1) tTiSt, Stated (1 1 lmg) ^ifiitiiUTifco 
'H NMR (400MHz, CDC1 3 ) 6 0.87-0.93 (m, 3H) , 1.12 (t, / = 7. 4 Hz, 3H) , 
1.22 (t, 7=7. 5 Hz, 3H), 1.24-1.36 (m, 2H), 2.04 (s, 3H) , 2.33 (dq, 7 = 
7. 5, 7. 4 Hz, 2H) , 2. 37 (s, 3H) , 2. 38-2. 44 (m, 2H) , 2. 74 (q, 7 = 7. 5 Hz, 
2H), 3.70 (s, 3H), 5.71 (t, 7 = 7. 5 Hz, 1H), 6.68 (s, 1H) , 6.74 (s, 1H) , 
7. 81 (d, 7 = 4. 6 Hz, 1H) , 7. 88 (d, 7 = 4. 6 Hz, 1H) . 

mmm 1 1 7 

2- [2-X3MI/-3- (l-^Ptr;^^) "fS^V [1, 2 -a] tf^ 
>?>-8 — f;U]-3, 5-y/^7x^ X— t\H/ 

2- [2 -x^;v- 3 - [ (z) - 1 -yntf;v- 1 -yf-JW -f5*V 
[1, 2- a] tf^> ? >- 8— r;w] - 3, 5-^y.^;u^oi-;i/ *5P;i/ x 

-fJl' (4 1mg, 0. 1 2mmo 1 ) £x^y— ;U (1 . 5mL) 

1 0 3j*> (5 0%^7Kp n p ; 1 2 Omg) <£tJPA, **!£ffl 

IT^EE 4 5 °C T? 4 B#PflMJt# L 7c, 2 £ fd^iBT? 1 5 B#^lt# L 7c 0 ^jfc 
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: i) mmt^m (2 5mg) ^B^^tLxmz 0 

'HNMR (400MHz, CDC1 3 ) 6 0.84-0.92 (m, 6H), 1.04-1.33 (m, 4H), 1.23 (t, 

7=7. 5 Hz, 3H), 1.71-1.91 On, 4H) , 2.01 (s, 3H), 2.36 (s, 3H), 2.76 (q, 

7=7.5 Hz, 2H), 3.05-3.15 (m, 1H) , 3.69 (s, 3H) , 6.68 (s, 1H), 6.74 (s, 
1H) , 7. 87 (d, 7 = 4. 8 Hz, 1H) , 7. 92 (d, 7 = 4. 8 Hz, 1H) . 

±mmmm lntin (DM^mzmuxmmm 1 1 8 1 2 0 

L7c 0 

mmm 1 1 8 

2- [2 -x^;i/-3- [ (Z) -i-xfjV-i-7°n^-jW ^fs^V [i, 
2 -a] b°^> ? >-8 — r;H -3, X— 5^ 

'HNMR (400MHz, CDC1 3 ) 5 0.93 (t, 7 - 7. 5 Hz, 3H) , 1.22 (t, 7 - 7. 5 Hz, 
3H) , 1. 92 (d, 7 = 7. 0 Hz, 3H) , 2. 04 (s, 3H) , 2. 37 (s, 3H) , 2. 47 (a, 7 = 
7. 5 Hz, 2H) , 2. 73 (a, 7 - 7. 5 Hz, 2H) , 3. 70 (s, 3H) , 5. 76 (a, 7 - 7. 0 Hz, 
1H), 6.68 (s, 1H), 6.74 (s, 1H) , 7.79 (d, 7 = 4. 6 Hz, 1H) , 7.88 (d, J = 
4. 6 Hz, 1H) . 

mmm 119 

2- [2 -X^;l/-3 - (1 -X3\>K/ntf;V) -f5^V [1, 2 - a] t:5 
^>-8 — f>] -3, 5-y^fJl/7xZJV JL—^)V 

e -feign 

'HNMR (400MHz, CDC1 3 ) 6 0.79-0.87 (m, 6H) , 1.23 (t, 7 = 7. 5 Hz, 3H) , 

1.82-1.94 (in, 4H). 2.01 (s, 3H) , 2.37 (s, 3H) , 2.77 (q, 7 = 7. 5 Hz, 2H) , 

2. 87-2. 97 (m, 1H) , 3. 69 (s, 3H) , 6. 68 (s, 1H) , 6. 74 (s, 1H) , 7. 87 (d, 7 

= 4. 8 Hz, 1H) , 7. 92 ( (d, 7 - 4. 8 Hz, 1H) . 

$mm 120 

8- (2, 4-y^h + y7x-JW - 2 -Ji^Jl- 3 - (l-X^7°Dt° 
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)V) 5 W [ 1 , 2 - a] bf^> ? > 

'H NMR (400MHz, CDC1 3 ) 5 0.78-0.86 (m, 6H), 1.29 (t, /-7.5 Hz, 3H) , 
1.82-1.92 (m, 4H), 2.79 (q, / = 7. 5 Hz, 2H), 2.87-2.97 (m, 1H), 3.81 (s, 
3H) , 3. 87 (s, 3H) , 6. 60-6. 67 (m, 2H) , 7. 64-7. 68 (m, 1H) , 7. 85 (d, / = 4. 6 
Hz, 1H) , 7. 88 (d, / = 4. 6 Hz, 1H) . 

mmm 121 

N- [8- (2, 4-y^f^7xZJW - 2 -X?JP- 6 - *3=-;W 5 3?V 

[i, 2-2?] t!U^> ? >-3 — nv\ -jv, 7v-s?^nt°;i/y^> 

1- (2, 4-y^f;i/7i^JW -3-^"^V^^;V S'T^-'f H (10. 
13g, 0. 0 5mo 1) ©x^y-JV (1 0 OmL) ^iM (5mL) , 

tF5^>- yymm (2. 52g, 0. osmoi) itimTL, smwrnmrn. 

5/S7ATft*ftU MffiTMb, 4- (2, 4-y/^7x-jV) -6-j* 

#e»nfe4- (2, 4-y^^7xzjw - 6 - j*^- 3 - 1° u ^> 

T5>CD7V, JV-y7f JV*M75 F (6 OmL) mWz^)^ 2-?U 
D-3-tW>^yx-h (7mL) ^JPA, 14 0t;T6lWfilt 

?Il*tttzfa?iSfc^ SyJcillT^y^Alrgll, «JBET*fi&U 8- (2, 
4-z?*^)\>7x.-)]/) -2-X?jl/-6-^?MS^V [1, 2-6] tf 

^y* [i, 2-6] try 3 -*;u^>^^^-;ux^^;KDx^y-;i/ 

(10 OmL) i§«t5N7KK^±hU^A*^ (2 OmL) £inA, 3 P# 

yvejfifctiu TKS^SN^m^inx. (pH=i) , BfcHx^TttfcliU M7k 
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SliY^y^ATgiL, mj±Tmmis, 8- (2, 4-^?^7x-;l/) 

- 2 -X^;i/- 6 -^JK$^/ Cl , k°U^> ? >- 3 
BftfiDfe^* (2. 8g) £#7c 0 

t#snfc8- (2, 4-^?p<^;i/7^-;i/) - 2 -x^;i/- 6-/fM^ 

[1, 2 - 6] h°U^> ? >- 3 -#;i^>m (2. 8 g, 9. 05mmo 
1 ) <D b^X> (4 OmL) gfifcfc h Ux^;i/T5 > (2 OmL) , t e r t 
-y^)VT)Vn-)V (3 OmL) , y7xZJV7^7*UJV7yF (1. 9 
5mL, 9. 0 5mmol) SiPA, 1 4 0 «CT? 6 BSWJDflfcL-fc. tK^JP;^ 

te7j<«^^v"^AT$^L, MEETWb, • f e r t -7*^)1 N 

- [8- (2, 4-^^^;V7rcx;w - 2 -x^;i/- 6 -^^;i/-f [i , 

2-6] t:U^>-3-<;V] ^JW^-h©t^«^„ 
#6tl7cfer t-7^j|/ iV- [8- (2, 4 *^)V7 3^~)V) -2 

-x^;i/- 6 -pWH'^^V [i, 2-5] tfu^> ? >- 3 — r;K] 

/-h©SlX?jKlOmL) 4Nlt/|flX?JV (3 OmL) 

Tf*&u iixfji/tiffibfe, wa«^i^p«7K-e^v^ 

^->^AT?^L, MET**I§L. 8- (2, 4 - v^^^;i/7 :cx;i0 -2- 
x^-6-^fM5^/ [1, 2-fa] lfU^5»- 3 ><DH&fc& 

#e>n^c8 - (2, 4-v J p<^;l/77xx;V) - 2 -X^- 6-^fJK$ 
[1, 2-5] tTU^i?>- 3 -T$> (9. 0 5mmol) (Dz/ty D D 
^> (6 OmL) ^^7/Pt!^->y;V7 :? t: H (3. 2 6mL, 45. 25 
mmo 1) £}JP^L MUTrl 0£fi3#£#bfc. -^ic h U y-fe h ->7k|t{bzK 
7ith'J7A (5. 75g, 2 7. 15mmo 1) ^tJ)D^ IIM 
(lmL) *iTL, 5B#ram#L7Co 7K^]bP^_, Mx^^ttffi L, 
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(mWt^JV: n-^D->=l : 9) fUSt, *fBfb£ft (8. 8 
mg) MfiWitlTffe. 

•H NMR (400MHz, CDC1 3 ) 5. 0.88 (t, /= 7. 3 Hz, 6H), 1.25 (t, / = 7. 6 
Hz, 3H), 1.31-1.44 (m, 4H), 2.24 (s, 3H) , 2.37 (s, 3H) , 2.57 (s, 3H) , 2.75 
(<L / = 7. 6 Hz, 2H) , 3. 20 (t, J = 1.4 Hz, 4H) , 6. 65 (s, 1H) , 7. 09 (d, / 
-7.7 Hz, 1H), 7.13 (s, 1H), 7. 28 (d, / - 7. 7 Hz, 1H) . 
MS (ESI) m/z 365 MH + 
12 2 

N- [8- (2, 4-y^f^7x^) - 2 -X^lrf 5 [1, 2-5] 
t? U y 5/ > - 3 — f ;W - A7, N-*?-?U fcf ;VT 5 > 

8- (2, 4-^^^;!/^^-;^) -2-xfM5^; [1, 2 

-5] tf>J^>-3-*;i/#^r>'U— h (3 7 3mg, 1. 2 0mmol) 
0DX^/-;V (1 5mL) mmz5N7kWt4t-3-bV'yj±7kmm (0. 6 O 3m 
L, 3. Ommol) ^JnA, 1 l^rWin«Bl«Kbfc. 7k?£T 5 Nig®? (0. 6 
0 3mL) £Jn^ «JE~R8jK£SSU 8- (2, 4-^Wx-lW 
- 2 -X^JHS^V [1, 2-5] t!ij^> - 3-*^>S|CDt^D 

las - (2, 4-> j ^^;i/7ac-;u) -2-x^;wf*^v [i, 2-5] 

fcfU &z?>- 3 -#;M$>16 ( 1 . 2 0 6mmo 1 ) (D h;Px> (1 OmL) 
l§tthUX^75> (0. 2 0 2mL, 1. 4mmol), t -^J-)V7 
)Vn—)V (5mL) , S?7i-;P7*^7*'j;i/75?F (0. 2 6mL, 1. 
2mmo 1) £JnA, 9 O'CtfU^H, 1 1 0 4 B#WiP^ bfco zK^SnA, 

&zkBi£lr7^:*j^AT?3£JfcU MffiTMIU Iter t-^;!/ JV 
-18- (2, -2-X3\fM'^^V [1, 2-5] 

b° u ^ >- 3 — r ;u] # ;w\*^ - h 

Ifert-y^Jl/ iV- [8- (2, 4-^^?JV7xz;W - 2 -JL^Jl 

-f^^V [i, 2-5] t°u^>- 3— r;i/] #;w^-h<2@i^x^;i/ (5 
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mL) mmz, 4 Nlt/^ilfJl' (l 5raL) £iP7L gltl 5B#|HHi 

8- (2, 4-^^^7x-JW -2-X^;W5^V [1, 2-bl tfU 
^5?>- 3 - 75>^#fc. 

118- (2, 4-y^^7ir.JW [1, 2-5] 

tfU^f/>- 3 -7^> (1 • 2mmo 1 ) h 7 t h*D77> (1 OmL) 
^{d^T^Dtf^-^T^t F (0. 4 3 5mL, 6. Ommol) , 3 
M*8fe^ (2. OlmL, 6. Ommol) ^iP^U [WJt^TrzK^'fk^^*^- h U 
#A (18 2mg, 4. 8mmol) £#^r JPfc 0 3 0^MiD*i8l#bfc^ 
iatUT2 0#J*#U Tk^TSNzKm^^-hU^AzK^^SP^^fabfco 

X^;V : i2-^it>=l : 15) TfttfJU SfE'fb'&tt (42mg, 10% 
(4 s t e p s ) ) ^fe| H B B tLT#fc. 

'H NMR (400MHz, CDC1 3 ) d 0. 88 (t, / - 7. 4 Hz, 6H) , 1. 28 (t, 7 = 7. 5 Hz, 
3H), 1.32-1.46 (m, 4H) , 2.25 (s, 3H) , 2.38 (s, 3H) , 2.79 (a, / = 7. 5 Hz, 
2H), 3.20 (t, 7=7.5 Hz, 4H) , 6.79 (br s, 1H) , 7.10 (d, 7 = 7. 9 Hz, 1H), 
7.15 (s, 1H), 7.32 (d,' 7 = 7. 9 Hz, 1H) , 8.26 (d, 7 = 4. 4 Hz, 1H) . 

WsTMMM 1 2 3 75 S 12 6 \3MH&W 12 2 <h|SI#<7>#$££«fcoT-&J5£bfco 

mnm 1 2 3. 

TV- [8- (2, 4-^^h^>7x-Jl/) -2-XfM5^/ [1, 2- 

fe] tfu^>-3 — r;w -n, 7v-^ynt!;i/y^> 

'H NMR (400MHz, CDC1 3 ) 6 0. 87 (t, 7 = 7. 3 Hz, 6H) , 1. 31 (t, 7 - 7. 6 Hz, 
3H), 1.32-1.44 (m, 4H) , 2.80 (q, 7 - 7. 5 Hz, 2H) , 3.19 (t, 7 = 7. 5 Hz, 4H) , 
3.83 (s, 3H), 3.87 (s, 3H) , 6.59 (d, 7 - 2. 4 Hz, 1H), 6.66 (dd, 7-2.4, 
8. 6 Hz, 1H) , 7. 16 (d, 7 - 4. 8 Hz, 1H) , 8. 01 (d, 7 - 7. 3 Hz, 1H) , 8. 23 (d, 
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/ = 5. 1 Hz, 1H) . 
MS (ESI) m/z 383 MH + 

mmm 124 

N- [8- (2, 4-i?*b*Fisy^=.)ls) -2-I^K5^; [1, 2- 

'H NMR (400MHz, CDC1 3 ) <5 1.01 (d, / = 6. 8 Hz, 6H), 1.34 (t, / = 7. 6 Hz, 
3H) , 1.75-1.88 (m, 1H), 2.84-2.95 (m, 2H) - 3. 07 (d, / = 6. 8 Hz, 2H), 3.83 
(s, 3H), 3.87 (s, 3H), 6.59 (d, / = 2. 2 Hz, 1H) , 6.65 (dd, 7 = 2.4, 8.6 
Hz, 1H) , 7. 07 (d, / = 4. 6 Hz, 1H) , 7. 94 (br s, 1H) , 8. 24 (d, 7 = 3. 7 Hz, 
1H). 

nifaM 12 5 

TV- a ya tf;i^^;i/- n- [8- (2, a-v>* b^^y^)V) -2 

-IfJKS^V [1, 2-6] b°U^> ? >-3 — OKI -iV — fV7*^7 
5 > 

'H NMR (400MHz, CDC1 3 ) 5 0.02-0.06 (m, 2H) , 0.34-0.44 On, 2H) , 0.84- 
1.00 (m, 1H), 1.02 (d, 7 = 6. 6 Hz, 6H), 1.43 (t, 7 = 7. 6 Hz, 3H), 1.63-1.76 
(m, 1H) , 2. 95 (a, 7 = 7. 5 Hz, 2H) , 3. 17 (t, 7 = 7. 7 Hz, 4H) , 3. 93 (s, 3H) , 
3. 97 (s, 3H) , 6. 69 (d, 7 = 2. 4 Hz, 1H) , 6. 76 (dd, 7 = 2. 4, 8. 6 Hz, 1H) , 
7. 26 (d, 7 = 4. 8 Hz, 1H) , 8. 12 (d, 7 = 8. 2 Hz, 1H) , 8. 32 (d, 7 = 4. 8 Hz, 
1H). 

MS (ESI) m/z 409 MH + 
12 6 

TV- [2 -IC^jl/- 8 - (4-* V*^-2-*?-)V7 3L-)V) -fSl^V [1, 

2-b] tfu^> ? >- 3 — r;w -n, N-vy°u\L)vr^y 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, 7 = 7. 4 Hz, 6H) , 1.28 (t, 7 = 7. 6 Hz, 
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3H) , 1. 33-1. 45 (m, 4H) , 2. 29 (s, 3H) , 2. 79 (a, / - 7. 5 Hz, 2H) , 3. 20 (t, 
/ = 7. 5 Hz, 4H) , 3. 85 (s, 3H) , 6. 79 (br s, 1H) , 6. 82-6. 90 (m, 2H) , 7. 39 
(d, / = 8. 2 Hz, 1H), 8.26 (d, / = 4. 2 Hz, 1H). 
MS (ESI) m/z 367 MH + 

mmm 127 



N- [8- (2, 4-^OD7x-;i/) - 6 2 - (*^)V7,)V7 
T~)V) -YS^V [1, 2 - al fc!U^>-3 — OH -JV, JV-y^n^ 

iv- C8-^n^E-6-^^;v-2- (/?m;V7j^) -Y5^V [l, 

2 -a] fci'Jv^-3 — r;H — AT, jV-^yoh°;VT$ > (50mg) £1, 

h^>X^> (6mL) <h7j< (lmL) ©^£-J£gS 1t\ 2, 

4 -^no^>1f (5 3mg) , 7jc®HbA*U^A8 7jq» (8 8 
mg) tfh7^h'J7x-;^7^>^7^A^ (16mg) £iP 

A7n-?hi?77^- : n -^tt> = 1 : 9) ttffilb, AT 

- [8- (2, 4-y^OD7x-JW -6-^;i/-2- (^^;i'7 7 
-;]/) ^5^/ [1, 2 -a] t:U> ? >-3 — r;W -N, N-^uM)V7 
5> (4 3mg) 4^fiMtLTffc. 

'H NMR (400MHz, CDC 1 3 ) 6 0.88 (t, / = 7. 2 Hz, 6H), 1.38-1.44 (m, 4H) , 
2.36 (s, 3H), 2.50 (s, 3H) , 3.02-3.18 On, 4H) , 6.99 (d, / = 2. 0 Hz, 1H), 
7. 32 (dd, / = 2. 4, 8. 8 Hz, 1H) , 7. 51 (d, / - 2. 0 Hz, 1H) , 7. 59 (d, / = 8. 4 
Hz, 1H) , 7. 87 (d, / = 1. 6 Hz, 1H) . 

ut, mmm 1 2 7 o^mzmcxmrnM 12s, 129 s^bfe., 

gg»!l 12 8 

N3, N3 ~i?^U\f.)\,~ 8 - (2, 4-y^DP7i-JW -2- O-^jV 
XiV7 7-iW -f5^V [1, 2 -a] t°^> ? >-3-T$> 

'HNMR (400MHz, CDC1 3 ) <5 0.89 (t, / - 7. 6 Hz, 6H) . 1.35-1.46 (m, 4H) , 2.59 
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(s, 3H), 3.08-3.12 (m, 4H) , 7.38 (ddd, 7-8.4, 2.0, 0. 4 Hz, 1H), 7.56 (d, 
7 = 2. 0 Hz, 1H) , 7. 73 (dd, 7 = 8. 4, 0. 4 Hz, 1H) , 7. 94 (d, / = 4. 4 Hz, 1H) , 
8.01 (d, 7 = 4. 4 Hz, 1H). 

mmm 1 2 9 

N3 — r V7*^)V- N3 -y°U\i)V- 8 - (2, 4-y^DD7i^JW -2 
- (^^X^7 7-JW -f5^7 [1, 2 -a] tf^> ? >-3-T$> 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, / - 7. 6 Hz, 6H) , 0.93 (d, / = 6. 4 Hz, 
6H), 1.37-1.47 (m, 2H), 1.54-1.62 (m, 1H) , 2.59 (s, 3H) , 2.98 (d, 7 = 7.2 
Hz, 2H), 3.02-3.08 (m, 2H), 7.39 (dd, 7 = 8.4, 2.0 Hz, 1H) , 7.56 (d, 7 = 
2.0 Hz, 1H), 7.69 (d, 7 = 8. 4 Hz, 1H) , 7.95 (d, 7 = 4. 4 Hz, 1H) , 8.02 (d, 
7 - 4. 4 Hz, 1H) . 

mmm 1 3 0 jbmmnm i8?ti mmm 4 tmmz bt^ifc, 
mmm 130 

77- [8- (2, 4-y^Dn-6-/^7x-JW - 2 -X5>S>W 
[1, 2 -a] h°^> ? >-3 — OKI -iV, iV-y7 0 nH;V75> 

'H NMR (400MHz, CDC1 3 ) 5 0.90 (t, 7 = 7. 6 Hz, 6H) , 1.25 (t, 7 = 7. 6 Hz, 
3H), 1.38-1.48 (m. 4H) , 2.09 (s, 3H) , 2.78 (q, 7 = 7. 6 Hz, 2H) , 3.07 (dd, 
7 = 6. 4, 8. 0 Hz, 4H) , 7. 64-7. 67 (m, 1H) , 7. 80 (br s, 1H) , 7. 83 (d, 7 = 8. 0 
Hz, 1H) , 7. 94-7. 97 fa, 1H) , 8. 08 (d, 7 = 4. 4 Hz, 1H) . 

mmm 131 

7V-8- [2-7DO-4- (hU7MD7f^) 7xZ;H - 2 -X3S>1/ 
<5^7 [1,.2-a] k°^>>>-3 — r;U-/V, N—Vy°U fc:JH7S. > 

'H NMR (400MHz, CDC1 3 ) 5 0.90 (t, 7 = 7. 2 Hz, 6H) , 1.29 (t, 7 = 7. 6 Hz, 
3H), 1/38-1.48 (m, 4H) , 2.80 (q, 7 = 7. 6 Hz, 2H) , 3.08 (dd, 7=6.4, 8.0 
Hz, 4H), 7.64-7.67 (m, 1H), 7.79-7.80 (m, 1H) , 7.81-7.84 On, 1H) , 7.94 (d, 
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/ = 4. 4 Hz, 1H) , 8. 08 (d, / = 4. 4 Hz, 1H) . 

mmm 132 

N- [8- (2-^O^E-4 — r V^Dlf^^x^l/) -2-X?M5^V 
[1, 2 -a] tf^>- 3 —Ol/] -AT, iV-^ntf;VT5> 

'HNMR (400MHz, CDC1 3 ) d 0.90 (t, / = 7. 6 Hz, 6H) , 1.28 (d, / = 6. 8 Hz, 
6H), 1.29 (t, 7=7.6 Hz, 3H) , 1.38-1.48 (m, 4H) , 2.80 (a, 7=7. 6 Hz, 2H) , 
2.94 (hept. , 7=6. 8 Hz, 1H) , 3.07 (dd, 7=6.4, 8.0 Hz, 4H) , 7.28 (d, 7 
= 1.6, 8.4 Hz, 1H), 7.58 (d, 7 = 8. 4 Hz, 1H) , 7.91 (d, 7 = 4. 4 Hz, 1H) , 
8. 02 (d, 7 = 4. 4 Hz. 1H) . 
13 3 

N- [8- (2-7o€-6-/h^S/-4-^^7x-;W - 2 -X3\N/ 
[1, 2 -a] tf^>-3 — T;H -TV, JV-y^D tf;KT5 > 

'HNMR (400MHz, CDC1 3 ) 5 0.89 (t, 7 = 7. 6 Hz, 6H) , 1.24 (t, 7 = 7. 6 Hz, 
3H), 1.38-1.48 (m, 4H), 2.38 (s, 3H) , 2.77 (q, 7 = 7. 6 Hz, 2H) , 3.07 (dd, 
7= 6. 4, 8.0 Hz, 4H), 3.70 (s, 3H), 6.78 (s, 1H) , 7.12 (s, 1H) , 7.90 (d, 
7 = 4. 8 Hz, 1H) , 8. 02 (d, 7 = 4. 8 Hz, 1H) . 

mmm 134 

TV- [8- (2-~?U=£-4, 6-^^^l/7x-JW - 2 -X3S>W 5 
[1, 2 -a] tf^>-3 — r;i/] -/V, t!;V75 > 

'HNMR (400MHz, CDC1 3 ) <5 0.90 (t, 7 = 7. 2 Hz, 6H) , 1.24 (t, 7 = 7. 6 Hz, 
3H), 1.37-1.47 (m, 4H), 2.08 (s, 3H) , 2.34 (s, 3H) , 2.77 (q, 7 = 7. 6 Hz, 
2H), 3.07 (dd, 7=6.4, 8.0 Hz, 4H) , 7.05 (s, 1H) , 7.34 (s, 1H), 7.91 (d, 
7 = 4. 4 Hz, 1H) , 8. 04 (d, 7 = 4. 4 Hz, 1H) . 

mmm 135 

N- [8- (2, 4-y^f^7x-JW -2-X5^;K3^V [1, 2 - a] 



127 



WO 02/062800 



PCT/JP02/01098 



t°^> ? >-3 — uv\ -n, N-i?y°u¥)i7^> 

'HNMR (400MHz, CDC1 3 ) 8 0.89 (t, 7 = 7. 2 Hz, 6H), 1.29 (t, / = 7. 6 Hz. 
3H), 1.37-1.47 (m, 4H), 2.35 (s, 3H) , 2.37 (s, 3H) , 2.77 (g, / = 7. 6 Hz, 
2H) , 3. 07 (dd, 7 = 6. 4, 8. 0 Hz, 4H) , 7. 09-7. 14 (m, 2H) , 7. 53 (d, / = 7. 6 
Hz, 1H) , 7. 87 (d, / = 4. 4 Hz, 1H) , 7. 98 (d, / = 4. 4 Hz, 1H) . 

mmm 1 3 6 

TV— [ 8 — (2-^nD-4-^fJl/7x-Jl/) -2-x5P;m-s^V [1, 
2-a] M^VZ/- 3 — r;W -/V, 7V-> ? ^ 0 nfc:;i/T$> 

'HNMR (400MHz, CDC1 3 ) 5 0.90 (t, 7 = 7. 6 Hz, 6H) , 1.30 (t, / = 7. 6 Hz, 
3H), 1.37-1.47 fa, 4H), 2.34 (s, 3H) , 2.79 (q, / = 7. 6 Hz, 2H) , 3.07 (dd, 
/ = 6. 0, 7. 2 Hz, 4H) , 7. 29 (dd, / = 2. 0. 8. 0 Hz, 1H) , 7. 30-7. 32 (m, 1H) , 
7. 60 (d, 7 = 8. 0 Hz, 1H), 7. 90 (d, / = 4. 8 Hz, 1H), 8. 02 (d, / = 4. 8 Hz, 
1H). 

mmm 137 

N- [8- (2-^PD-6-^h^y-4-^?J!/7x-JW -2-X3MI/ 
-<$^V [1, 2- a] t!5^>-3 — OKI -/V, TV- i?^n tf;V7 5 > 

'HNMR (400MHz, CDC1 3 ) 5 0.89 (t, 7 = 7. 6 Hz, 6H) , 1.24 (t, / = 7. 2 Hz, 
3H), 1.38-1.48 (m, 4H) , 2.38 (s, 3H), 2.77 (a, / = 7. 6 Hz, 2H) , 3.06 (t, 
7=7. 6 Hz, 4H), 3.71 (s, 3H) , 6.74 (s, 1H) , 6.94 (s, 1H) , 7.91 (d, 7 = 
4.4 z, 1H), 8. 01 (d, /= 4.4 Hz, 1H) . 
13 8 

N- 18- (2-y'u=E-4-^^Ay^~JV) -2-x^;K^V [1, 
2 -a] fc?7S?>-3 — f;H -/V, 7V-f/^"nt:;i/T5> 

'HNMR (400MHz, CDC1 3 ) 5 0.90 (t, / = 7. 2 Hz, 6H) , 1.29 (t, 7=7. 2 Hz, 
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3H), 1.38-1.48 (m, 4H) , 2.40 (s, 3H) , 2.79 (q, / = 7. 2 Hz, 2H), 3.07 (t, 
7=7. 6 Hz, 4H), 7.22-7.25 (m, 1H), 7.54-7.56 (m, 2H)), 7.92 (d, / = 4. 4 
Hz, 1H) , 8. 03 (d, / = 4. 4 Hz, 1H) . 
mMM 13 9 

N- [8- (2-^00-4, 6 -y^^7x"Jl/) - 2 -X^;l/-f 

[l, 2 -a] k°^v>- 3 --r;v] -iv, iv-^yntf;i/TS > 

'HNMR (400MHz, CDC1 3 ) 5 0.90 (t, / = 7. 6 Hz, 6H) , 1.25 (t. / = 7. 6 Hz, 
3H), 1.37-1.47 (m, 4H) , 2.07 (s, 3H) , 2.34 (s, 3H), 2.78 (q, 7=7. 6 Hz, 
2H), 3.08 (t, 7=7. 6 Hz, 4H) , 7.02 (s, 1H) , 7.16 (s, 1H), 7.92 (d, 7 = 
4. 8 Hz, 1H) , 8. 04 (d, 7 = 4. 8 Hz, 1H) . 
MMM 14 0 

jV-y^n7°Dt°;M^-iV- [8- (2, 4-y^DD7x^) -2- 
X^H^^V [1, 2 -a] M^ s jy- 3 — r;H -/V- (2-^h^>X 

'HNMR (400MHz, CDC1 3 ) 6 0.00 (br s, 2H) , 0.35 (d. 7 = 8. 0 Hz, 2H) , 
0. 76-0. 90 fa, 1H) , 1. 30 (t, 7 - 7. 6 Hz, 3H) , 2. 79 (a, 7 = 7. 6 Hz, 2H) , 3. 04 
(d, 7 = 7. 2 Hz, 2H), 3. 26 (s, 3H) , 3.30-3.42 fa. 4H) , 7.39 (d, / = 8. 4 Hz, 
1H), 7.55 (s, 1H), 7.66 (d, 7 - 8. 4 Hz, 1H) , 7.93 (d, 7 = 4. 4 Hz, 1H) , 8.19 
(d, 7 = 4. 4 Hz, 1H) . 

mmm 141 

N— [8- (2, 4-y^DD7x^JW -2-XfM5^7 [1. 2 - a] 
k°^>-3 — nv\ -N- (2 h=^>x^;i/) 75 > 
MS (FAB) m/z 365 MH + 
14 2 

iV- [8- (2, 4-y^OD7xZJW -2-X^;W$^/ [1, 2 - a] 
t!^> 5 >-3 — r;H -/V- (2-^h+yx^) -/V-ynh°;i/T^> 
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MS (FAB) m/z 407 MH* 

mmm 143 

N-y^JV-N- [8- (2, 4-y^DD7i-JV) -2-X5 : jH$3?V 
[1, 2-al b 0 ^v>-3-^;l/] -TV- ( 2 - p< h^>X5F;l,) 75> 
MS (FAB)m/z 421 MH + 
MMM 14 4 

TV- [8- (2, 4-^on7i^W -2-X^;W5^/ [1, 2-a] 

tf^^>- 3 — r;W -Jv- (2-* h^x^jio -/v-^>^;i/T$> 

MS (FAB) m/z 434 MH + 
14 5 

'iV- [8- (2, 4-y7DD7x-JW - 2 - X9VW 5 ^/ [1, 2- a] 
t°^> ? >- 3 -<i)V\ -N — (yy'^)l-N- (2-*h*->JL^)\s) 

MS (FAB) m/z 421 MH + 
MMM 14 6 

N-i/t7U7°U\f.)V^)V-N- [8- (2, 4-^0 0 71"^) -2- 

x^jk ^ [i, 2 -a] t°^>?>-3 — r;i/] -at- (2-^;v^ 

'HNMR (400MHz, CDC1 S ) 6 0.00 (br s, 2H), 0.36 (br s, 2H) , 0.78-0.85 (m, 
1H), 0. 90 (t, 7 = 7. 6 Hz, 3H) , 0.97 (d, 7 = 7. 8 Hz, 3H) , 1.10-1.21 (m, 1H) , 
1.33 (t, 7=7. 6 Hz, 3H), 1.40-1.51 (m, 1H) , 1.51-1.60 (m, 1H) , 2.84 (q, 
7=7. 6 Hz, 2H), 2.88-2.89 (m, 3H) , 3.17 (dd, 7 = 6.4, 6. 8 Hz, 1H) , 7.40 
(d, / = 8. 0 Hz, 1H) , 7. 55 (s, 1H) , 7. 67 (d, 7 = 8. 4 Hz, 1H) , 7. 96 (d, 7 
= 4. 4 Hz, 1H), 8. 18 (d, 7 = 4. 4 Hz. 1H) . 
14 7 

N- [8- (2, 4--J2UU7^-)V) -2-X^;K^V [1, 2 -a] 
\L=yV>- 3 -^M -N-^yy^JU-N- ( 2 -*^)V7*^)V) Y 5. > 
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'H NMR (400MHz, CDC1 3 ) 6 0. 86 (t, / = 7. 2 Hz, 3H) , 0. 94 (d, / - 6. 8 Hz, 
6H), 0.96 (d, /-6.8 Hz, 3H) , 1.04-1.16 (m, 1H) , 1.30-1.44 (m, 1H), 

1. 46-1. 64 (m, 2H), 2. 81 (a, 7 = 7. 6 Hz, "2H), 2. 84-2. 96 (m, 3H), 3. 04 (dd, 
7 = 6.0, 6.0 Hz, 1H), 7.39 (d, 7 = 8. 4 Hz, 1H) , 7.56 (s, 1H), 7.67 (d, 7 
= 8. 0 Hz, 1H) , 7. 93 (d, 7 = 4. 4 Hz, 1H) , 8. 10 (d, / = 4. 4 Hz, 1H) . 
mifaM 14 8 

U7'^)\,*^)V-N-z/t7 uy°u \1)V^)V-N- [8- (2, 4-y^UD7xZ 
M -2-X^;W 5 #V [1, 2-5] M^Vy-Z-^M 75> 

] H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 2H) , 0.36 (br s, 2H) , 0.72-0.82 (m, 
1H) , 1. 30 (t, 7 = 7. 6 Hz, 3H) , 1. 56- 1. 72 (m, 2H) , 1. 74-1. 96 (m, 4H) , 

2. 24-2. 34 (m, 1H) , 2. 79 (q. J = 7. 6 Hz, 2H) , 2. 94 (d, / - 7. 2 Hz, 2H) , 3. 20 
(d, 7=7.6 Hz, 2H), 7.39 (d, / = 8. 0 Hz, 1H) , 7.55 (s. 1H) , 7.66 (d, / 
= 8. 0 Hz, 1H) , 7. 92 (d, . / = 4. 4 Hz, 1H) , 8. 09 (d, / = 4. 4 Hz, 1H) . 

mmm 149 

N-^^7Uy^)V^)V~ N~ [8- (2, 4-y^PD7xZJl/) - 2 -X 

^;w=^V [1, 2-al tf^^>-3 — r;v] -A7-yot°;V7^> 

'H NMR (400MHz, CDC1 3 ) 6 0. 90 (t, / = 7. 6 Hz, 3H) , 1. 30 (t, / = 7. 2 Hz, 
3H), 1.42 (a, 7=7.2 Hz, 2H) , 1.54-1.66 (m, 2H) , 1.72-1.94 (m, 4H) , 
2. 22-2. 34 (m, 1H) , 2. 79 (a. / = 7. 6 Hz, 2H) , 3. 06 (t, / = 7. 4 Hz, 2H) , 3. 14 
(d, 7 = 7. 2 Hz, 2H), 7.39 (d, 7 = 8. 4 Hz, 1H) , 7.55 (s, 1H) , 7.66 (d, 7 
= 8. 4 Hz, 1H) , 7. 92 (d, 7 = 4. 4 Hz, 1H) , 8. 02 (d, 7 = 4. 4 Hz, 1H) . 

mMM 150 

N-^9uy^)V^^)V- N- [8- (2, 4-y7DD7x-Jl/) -2-X 

^;w$^v [i, 2 -a] e^> ? >-3--r;w -n — rv f^y^> 

'H NMR (400MHz, CDC1 3 ) 6 0.90 (t, 7 = 7. 6 Hz, 3H) , 1.30 (t, 7 = 7. 6 Hz, 
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3H), 1.38-1.48 On. 2H) , 1.50-1.78 (m, 4H) , 2.80 (a, / = 7. 6 Hz, 2H) , 3.09 
(dd, J = 7. 6, 7. 6 Hz, 2H) , 3. 17 (t, / = 7. 6 Hz, 2H) , 4. 37 (t, / = 6. 0 Hz, 
1H), 4.48 (t, 7 = 6. 0 Hz, 1H) , 7.39 (d, / = 8. 4 Hz. 1H) , 7.55 (s, 1H) , 7.66 
(d, 7-8. 4 Hz, 1H), 7.93 (d, / = 4. 4 Hz, 1H) , 8.02 (d, / = 4. 4 Hz, 1H) . 

mmm 1 5 1 

AT- [8- (2, 4-^0 07xnj!/) - 2 -X^JW [1, 2- a] 

h 8 ^> ? >-3— r;W — TV— (4-7Mn^) -iv-7°a tf;i/T5 > 

'H NMR (400MHz, CDC1 3 ) (5 0. 90 (t, / = 7. 6 Hz, 3H) , 1. 30 (t, / = 7. 6 Hz, 
3H), 1.38-1.48 On, 2H), 1.50-1.78 On, 4H) , 2.80 (a, / - 7. 6 Hz, 2H) , 3.09 
(dd, / = 7. 6, 7. 6 Hz, 2H) , 3. 17 (t, / = 7. 6 Hz, 2H) , 4. 37 (t, J = 6. 0 Hz, 
1H), 4.48 (t, /-6.0 Hz, 1H), 7.39 (d, / = 8. 4 Hz, 1H) , 7.55 (s, 1H) , 7.66 
(d, J = 8. 4 Hz, 1H) , 7. 93 (d, / = 4. 4 Hz, 1H) , 8. 02 (d, / - 4. 4 Hz, 1H) . 

mmm 152 

N-z^^a^UifJl^^JV-N- [8- (2, 4-y^DD7x-Jl/) -2- 

x^;ws^V [i, 2 -a] tf^> ? >-3 — r;W -n- 

'H NMR (400MHz, CDC1 3 ) 6 0.00 {his, 2H) , 0.38 (d, / = 8. 0 Hz, 2H) , 

0. 74-0.84 (m, 1H), 1.31 (t, / = 7. 6 Hz. 3H) , 1.50- 1.60 (m. 2H), 1.64- 

1. 82 On, 2H), 2. 81 (a, / = 7. 6 Hz, 2H) , 2. 97 (d, J = 6. 8 Hz, 2H) , 3. 26 (t, 
/ = 7. 6 Hz, 2H) , 4. 38 (t, / = 5. 6 Hz, 1H) , 4. 50 (t. J = 5. 6 Hz, 1H) , 7. 40 
(d, / = 8. 4 Hz, 1H) , 7. 57 (s, 1H) , 7. 67 (d, / = 8. 4 Hz, 1H) , 7. 94 (d, J 
= 4. 4 Hz, 1H) , 8. 1 1 (d, / = 4. 4 Hz, 1H) . 

mmm 153 

AT- [8- (2, 4-y^DP7x-JW - 2 -X^M* 5 [1, 2 - a] 

t!^s?>- 3 -<;]/] -/V- (4-^;v^-n^;i/) -n-^v^)Vt^> 
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'HNMR (400MHz, CDC1 3 ) 6 0.95 (t, / = 6. 8 Hz, 6H) , 1.30 (t, / = 7. 6 Hz, 
3H), 1.50-1.76 (m, 5H), 2. 80 (q, 7-7. 6 Hz, 2H) , 2.94 (d, J = 7. 2 Hz, 2H), 
3.13 (dd, 7 = 8.0. 8.0 Hz, 2H) , 4.367 (t, / = 6. 0 Hz, 1H) , 4.48 (t. / = 
6. 0 Hz, 1H) , 7. 38 (d, / - 8. 4 Hz, 1H) , 7. 55 (s, 1H) , 7. 66 (d, J = 8. 4 Hz, 
1H) , 7. 94 (d, / = 4. 4 Hz, 1H) , 8. 05 (d, / = 4. 4 Hz, 1H) . 

mMM 154 

N, N--J-y^uzfu\i)V^)V-N- [8- (2, 4-^nn7x^JW 
-2-X^;wr5^/ [1, 2 -a] H^^>-3— r;V] 

'HNMR (400MHz, CDC1 3 ) <5 0.03 for s, 4H) , 0.36 (d, / - 7. 6 Hz, 4H) , 
0. 74-0. 86 (m. 2H) , 1. 30 (t, / = 7. 6 Hz, 3H) , 2. 80 (q, J = 7. 6 Hz, 2H) . 3. 03 
(d, / - 6. 4 Hz, 4H) , 7. 38 (t, J = 8. 4 Hz, 1H) , 7. 53 (s, 1H) . 7. 66 (d, / 
= 8. 4 Hz, 1H) , 7. 93 (d, / = 4. 4 Hz, 1H) , 8. 20 (d, / = 4. 4 Hz, 1H) . 
15 5 

7V1- [8- (2, 4-y^OD7x^) - 2 -X^;l/-f 5 ^V* [1, 2- 
a] fc?75?>- 3 — OH -7V1- (3-7Mn7°nt';W 7^>7 5 H 

■H NMR (400MHz, CDC1 3 ) <5 0. 83 (t, / = 7. 2 Hz, 3H) , 1. 33 (t, / - 7. 6 Hz, 
3H) , 1. 50-2. 08 (m, 6H)'. 2. 74 (a, / = 7. 6 Hz, 2H) , 3. 68-3, 98 (m, 2H) , 4. 48 
(t, / - 5. 7 Hz, 1H) , 4. 60 (t, / - 5. 7 Hz, 1H) , 7. 44 (d, / = 8. 4 Hz, 1H) , 
7.59 (s, 1H), 7.71 (d, / - 8. 4 Hz, 1H) , 7.79 (d, / - 4. 4 Hz, 1H), 8.09 (d, 
/ = 4. 8 Hz, 1H) . 
MS (ESDm/z 437 MH + 

mmm 1 5 6 

3- [ [8 - (2, 4-y7DD7i"JW -2-:c3 i ;H'5^V [1, 2- 
a] t:7> ? >- 3 — f C/PhMl/) T$y] 7°DA>-hUJV 

'HNMR (400MHz, CDC1 3 ) 5 0.94 (t, / - 7. 6 Hz, 3H), 1.31 (t, / - 7. 6 Hz, 
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3H) , 1. 48 (a, J =1.2 Hz, 2H) , 2. 46 (br s, 2H) , 2. 79 (a, / = 7. 6 Hz, 2H) , 
3. 14 (t, / = 7. 6 Hz, 2H) , 3. 47 (t, / = 6. .4 Hz, 2H) , 7. 40 (d, / = 8. 4 Hz, 
1H). 7.56 (s, 1H), 7.65 (d, / = 8. 4 Hz, 1H), 8.01 (d, / - 4. 4 Hz, 1H) , 8.22 
(d, / - 4. 8 Hz, 1H) . 

mmm 157 

3- (y^7D7°nfJ^fJV) [8- (2, 4-y^DD7i-JW - 2 -X 

5F/W5^V [l, 2 -a] tf 3 — f;W 75/^nA>-hU;> 

•H NMR (400MHz, CDC1 3 ) 6 0. 00 (br s, 2H) , 0. 40 (br s, 2H) , 0. 78-0. 88 (m, 
1H), 1.31 (t, 7-7. 6 Hz, 3H), 2.40-2.56 (m, 1H) , 2.80 (q, / = 7. 6 Hz, 2H) , 
2.96-3.04 On. 2H) , 3.46-3.58 (m, 2H) , 7.39 (d, / = 8. 0 Hz, 1H), 7.56 (s, 
1H) , 7. 65 (d, / = 8. 4 Hz, 1H) , 8. 00 (d, / - 4. 4 Hz, 1H) , 8. 28 (d, / - 4. 4 
Hz, 1H). 

mmm 1 5 8 

N-y^JlN-iy^uy^Jl^^-Jl-N- [8- (2, 4-^nn7xZJV) 
- 2 -X^K^^V [1, 2 -a] \±^z?y- 3 — OV] 

'H NMR (400MHz, CDC1 3 ) <5 0. 88 (t, / - 7. 2 Hz, 3H) , 1. 30 (t, / = 7. 6 Hz, 
3H), 1.32- 1.20 (m, 4H) , 1.54-1.66 (m, 2H) , 1.74-1.92 (m, 4H) , 2.22-2.32 
On. 1H), 2.79 (q. /-7.6 Hz, 2H) , 3.09 (t, / = 7. 6 Hz, 2H) , 3.13 (d, 7 
= 7. 2 Hz, 2H), 7.39 (d, / = 8. 4 Hz, 1H), 7.55 (s, 1H) , 7.66 (d, 7 = 8.4 
Hz, 1H), 7.92 (d. 7=4.4 Hz, 1H) , 8.01 (d, / = 4. 4 Hz, 1H) . 

mmm 159 

N—Zf^fr-N-zs&wfu^JV^^fy-N- [8- (2, A-z/Zuuy^ 

=.)V) -2-x5f;wr^V [1, 2 -a] b°^v : >- 3 --f ;v] T5.y 

'H NMR (400MHz, CDC1 3 ) 6 0.01 (br s, 2H) , 0.36 (d, / = 8. 0 Hz, 2H) , 
0.76-0.88 (m, 1H) , 0.89 (t, 7=7.2 Hz, 3H) , 1.31 (t, 7=7. 6 Hz, 3H) , 1.32- 
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1.44 (m, 4H), 2.81 (a, / = 7. 6 Hz, 2H), 2.96 (d, / - 7. 2 Hz, 2H) , 3.20 (t, 
/ = 7. 2 Hz, 2H) , 7. 40 (d, / = 8. 0 Hz, 1H) , 7. 56 (s, 1H) , 7. 68 (d, / = 8. 4 
Hz, 1H) , 7. 94 (d, / - 4. 8 Hz, 1H) , 8. 12 (d, / = 4. 4 Hz, 1H) . 

mmm 1 6 o 

N-y^Jl- N- [8- (2-&UU-6 -P< b3rzs-4-*^)l-7ai~)l) 

-2-x^;w^y\/ [i, 2 -a] b°^> ? >-3 — r;n -n-^vj^v 

Steins* 

! H NMR (400MHz, CDC1 3 ) <5 0. 87 (t, / - 7. 2 Hz, 3H) , 0. 94 (d, / = 6. 8 Hz, 
6H), 1.25 (t, 7=7.6 Hz, 3H) , 1.24- 1.46 On, 4H), 1.56-1.70 (m, 1H) , 2.39 

(s, 3H) , 2. 78 (q, J = 7. 6 Hz, 2H) , 2. 92 (d, / = 7. 2 Hz, 2H) , 3. 06 (t, / 

= 7. 2 Hz, 2H), 3.71 (s, 3H) , 6.75 (s, 1H) , 6.95 (s, 1H) , 7.92 (d, 7=4.8 
Hz, 1H) , 8. 04 (d, / = 4. 4 Hz, 1H) . 
MS (ESI)m/z 429 MH + 

mmm 1 6 1 

N- 18- (2-^nD-6-^h^y-4-/^V7i^W -2-X^;V 
fS^/ CI, 2-al fc°^> ? >- 3 — OKI -/V, JV-yy^0 7°n fc£;M 

'H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 4H) , 0.36 (br s, 4H) , 0.74-0.88 On, 
2H), 1.26 (t, 7 = 7. 6 Hz, 3H) , 2.39 (s, 3H) , 2.77 (q, 7 = 7. 6 Hz, 2H) , 
2.94-3.10 (m. 4H) , 3.71 (s, 3H) , 6.74 (s, 1H) , 6.95 (s, 1H) , 7.92 (d, 7 
= 4.4 Hz, 1H), 8. 15 (d, 7 = 4. 4 Hz, 1H) . 
MS (ESDm/z 425 MH + 
M1fcM 16 2 

N, iV-7y^D^DfJM^I/- N- [8- (2, 6 -z?* N^~>- 4 
^•jV^rc-;!/) -2-x^;WS^ % / [1, 2 -a] t°^v>-3 — r;v] 7 
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MS (ESDm/z 421 MH* 

mmm 1 6 3 

N- [8- (2-^DD-4-^h^>7x-JW - 2 -IfJK^V [1, 

'H NMR (400MHz, CDC1 3 ) <5 0.03 (br s, 4H), 0.37 (d, / = 7. 6 Hz, 4H) , 
0. 76-0. 88 (m, 2H) , 1. 31 (m, / - 7. 6 Hz, 3H) , 2. 81 (q, / = 8. 0 Hz, 2H) , 3. 03 
(d, / - 6. 8 Hz, 4H) , 3. 86 (s, 3H) , 6. 95 (d, / = 8. 4 Hz, 1H) , 7. 07 (s, 1H) , 
7. 67 (d, / = 8. 8 Hz, 1H) , 7. 91 (d, / = 4. 4 Hz, 1H) , 8. 16 (d, / = 4. 4 Hz, 
1H). 

MS (ESI) m/z 411 MH + 
fgfom 16 4 

N, N-ztis&UZfuVfr^JV-N- [2 -X^JV- 8- (2-^h=^>- 
4, 6-y^^7x-;W -f5^/ [1, 2 - a] t°^> ? >- 3 — OH T 
5 > 

MS (ESI) i/z 405 MH* 
HJgfli) 16 5 

N- [8- (2-^DD-6-/h^>-4-/f^7irjW -2-X3\«/ 
-Y5^V [1, 2-a] tf^^>-3 — r;H -JV-i/^nynWW^- 
iV- (2-^^;P^JW 75> 

MS (ESI) m/z 441 MH* 

mmm 1 6 6 

iV-yi/0 7°Dk>^f^-iV- [8- (2, 6 -v 5 ^ h^~>-4-y<^;i/7 
acx;i/) [1, 2 -a] tr^^>-3 -- f;W -AT- (2 
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'H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 2H) , 0.33 (br s, 2H) , 0.74-0.86 (m, 
1H), 0.87 (t, 7 = 7. 6 Hz, 3H), 0.93 (d, 7 = 6. 8 Hz. 3H) . 1.06-1.18 (m, 1H) , 

1.25 (t, /-7.6 Hz, 3H), 1.38-1.60 (m, 2H) , 2.41 (s, 3H), 2.77 (a, / = 

7.6 Hz, 2H), 2.82-3.18 (m, 4H) , 3.69 (s, 6H) , 6.50 (s, 2H) , 7.90 (d, / = 

4. 8 Hz, 1H) , 7. 55 (s, 1H) , 7. 66 (d, / - 8. 0 Hz, 1H) , 7. 92 (d, / - 4. 4 Hz, 

1H) , 8. 05 (d, / = 4. 4 Hz, 1H) . 

MS (ESI) m/z 437 MH + 

mrnm 1 6 7 

N- 18- (2 h^->^ac-;i/) -2-x^;w$^V [1, 
2-5] tf^>- 3 — r;v] -7V-->^n:/ntf;i^^;i/-iV- (2-^5^ 

'H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 2H) , 0.35 (br s, 2H) , 0.74-0.84 (m, 
1H), 0. 87 (t, / = 7. 6 Hz. 3H) , 0. 93 (d, / = 7. 4 Hz, 3H) , 1. 08- 1. 18 (m, 
1H), 1.31 (t, 7-7. 6 Hz, 3H), 1.36-1.60 (m, 2H) , 2.81 (a, / = 7. 6 Hz, 2H) , 
2.84-3.18 (m, 4H) , 3.86 (s, 3H) . 6.94 (d, / = 8. 8 Hz. 1H) , 7.07 (s. 1H) , 
7. 67 (d, / - 8. 8 Hz, 1H) , 7. 91 (d, / - 4. 4 Hz, 1H) , 8. 10 (d, J = 4. 8 Hz, 
1H). 

MS (ESI) m/z 427 MH + 
»J16 8. 

®-^ZU-ru\Lj\,*=5-)\,-N- [2-X^;W-8- (2-^ h^~>-4, 6-y/fJl/7x-JH 
■<=L^V[1, 2-3] tf^^>-3— (M-N- (H^»)75> 

'H NMR (400MHz, CDC1 3 ) 6 -0.01 (br s, 2H) , 0.33 (br s, 2H) , 0.74-0.84 
(m, 1H) . 0. 87 (t, / = 7. 2 Hz, 3H) , 0. 94 (d, / - 6. 4 Hz, 3H) , 1. 06-1. 16 (m, 
1H), 1.25 (t, /-7.6 Hz, 3H), 1.40-1.60 (m. 2H) . 2.01 (s, 1H), 2.37 (s, 
3H), 2.77 (q, 7-7. 2 Hz, 2H) , 2.80-3.18 (m, 4H) , 3.69 (s, 3H) , 6. 68 (s, 
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1H), 6.74 (s. 1H), 7.90 (d, / = 4. 4 Hz, 1H) , 8.07 (d, / - 4. 8 Hz, 1H). 
MS (ESI)m/z 421 MH + 

mmmi 6 9 

N- [8- (2~?UU- h^y-4-^^Jl/7xZjW - 2 -X^;i/ 

-c^yy [i, 2 -a] tr^^>-3 — r;w -w-s^nr/nt^M^;!/- 

iV-ynt:>7 5> 

'H NMR (400MHz, CDC1 3 ) 5 -0.01 (br s, 2H) , 0.34 (d, / = 7. 8 Hz, 2H) , 
0. 74-0. 84 (m, 1H) , 0. 92 (t, J = 1.2 Hz, 3H) , 1. 25 (t, / = 7. 6 Hz, 3H) , 
1.40-1.50 (m, 2H), 3.39 (s, 3H) , 2.77 (q, / = 7. 2 Hz, 2H) , 2.86-3.02 (m, 
2H), 3.15 (dd, 1 = 1. 6, 7. 6 Hz, 2H), 3.71 (s, 3H) , 6.74 (s, 1H), 6.94 (s, 
1H), 7.91 (d, /-4.4 Hz, 1H) , 8.09 (d, / = 4. 4 Hz, 1H) . 

MS (ESI)m/z 413 MH* 

mnm no 

N-ly^7Uy°U\i)V^^-)V- N- [8- (2, 6 -z?* V*cis- 4 -*^)V7 
x— ;V) - 2 - XWS^V [1, 2 -a] fcf^f/>-.3 — ( )V1 -N-~7° 

'H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 2H) , 0.36 (br s, 2H) , 0.78-0.88 (m, 
1H), 0.92 (t, J = l. 2 Hz, 3H), 1.25 (t, / - 7. 6 Hz, 3H) , 1.40-1.50 On, 2H) , 
2.41 (s, 3H), 2.77 (q, / - 7. 2 Hz, 2H) , 2.94 (d, V = 6. 8 Hz, 2H) , 3.15 (t, 
/ - 7. 2 Hz, 2H) , 3. 70 (s, 6H) , 6. 51 (s, 2H) , 7. 91 (d, / - 4. 8 Hz, 1H) , 8. 04 
(d, / = 4. 4 Hz, 1H) . 

MS (FAB) m/z 409 MH + 

mmm 171 

N- [8- (2-^OD-4-^h*y7i-JW -2-X5P;K^V [1, 
2 -a] b°^^>-3 — f;H -N-z/S7U7°U\d)V*?-)V-N-y°U\i)VT 
5. > 
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l H NMR (400MHz, CDC1 3 ) 6 0.00 (bis, 2H), 0.36 (d, / = 8. 1 Hz, 2H), 
0.76-0.86 Cm. 1H), 0.91 (t, / = 7. 6 Hz, 3H) . 1.31 (t. 7 = 7. 6 Hz, 3H) , ■ 
1.38-1.48 Cm. 2H), 2.81 Cd. / - 7. 6 Hz, 2H), 2.96 (d, / = 6. 8 Hz, 2H) , 3.16 
(t, J =7.2 Hz, 2H) , 3. 87 (s, 3H) , 6. 95 (dd. / = 2. 4, 8. 8 Hz, 1H) , 7. 08 
(d, 7 = 2. 4 Hz, 1H) , 7. 67 (d, / - 8. 4 Hz, 1H) , 7. 91 (d, / = 4. 4 Hz, 1H) , 
8. 09 (d, 7 = 4. 4 Hz, 1H) . 

MS (FAB) m/z 399 MH + 

mmm 172 

-i;^^7i^w -i^yv [i, 2- a] t°^> ? >-3--r;v] -iv-y 

'H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 2H) , 0.36 (d, / - 8. 4 Hz, 2H) , 
0.80-0.90 Cm. 1H), 0.95 (t, 7 = 7.2 Hz, 3H), 1.27 (t, 7 = 7. 6 Hz, 3H) , 1.42- 
1.52 Cm, 2H), 2.04 (s, 3H), 2.39 (s, 3H), 2.79 (q, 7 = 7. 2 Hz, 2H) , 2.88-3. 06 
(m, 2H), 3.18 (t, 7-7. 2 Hz, 2H) . 3.71 (s, 3H) , 6.71 (s, 1H) , 6.76 (s, 
1H) , 7. 93 (d, 7 = 4. 8 Hz, 1H) , 8. 08 (d, 7 = 4. 8 Hz, 1H) . 

MS (FAB) m/z 393 MH* ' 

mmm 173 

jV- [8- (2-^DO-6-^ h4^>~ 4-/^7x-jV) -2-31^ 
-T^V [1, 2-a] k°^>- 3 — r;W -TV, N-y^V»75> 

'H NMR (400MHz, CDC1 3 ) 6 0. 95 (d, 7 = 6. 4 Hz, 6H) , 1. 27 (t, 7 = 7. 6 Hz, 
3H), 1.52-1.66 Cm, 2H) , 2.40 (s, 3H) , 2.82 (g, 7 = 7. 6 Hz, 2H) , 2.89 (d, 
7 - 6. 8 Hz, 4H) , 3. 73 (s, 3H) , 6. 76 (s, 1H) , 6. 95 (s, 1H) , 7. 96 (d, J = 
4. 4 Hz, 1H) , 8. 10 (d, 7 = 4. 8 Hz, 1H) . 
|H»J 17 4 



139 



WO 02/062800 



PCT/JP02/01098 



N- [8- (2-^PD-6-^h + y-4-^?^7x-jW 

-f5^7 Cl, 2-a] Ii7^>- 3— OK! -7V-->^P7°nt:;l/^^;V- 

JV—f V7W$> 

'HNMR (400MHz, CDC1 3 ) 5 -0. 10-0. 05 (m, 2H) . 0. 32-0. 24 (m, 2Bh 0. 78-0. 92 
(m, 1H), 1.01 (d, 7-6. 4 Hz, 6H), 1.34 (t, / = 7. 2 Hz, 3H) , 1.64-1.76 (m, 
1H) , 2. 45 (s, 3H) , 2. 45 (s, 3H) , 2. 89 (q, J =1.2 Hz. 2H) , 2. 89-3. 04 (m, 
2H), 3.06 (d, 7-8. 8 Hz, 2H) , 3.79 (s, 3H), 6.82 (s, 1H) , 7.01 (s, 1H) , 
8. 05 (br s, 1H), 8. 22 (d, 7 = 4. 4 Hz, 1H) . 
mMM 17 5 

TV- [8- (2-^nn-4-^h^>7x-;v) -2-x=p;w$^v* [l, 
2-a] b°^^>-3 — OKI -iV- (3 -y Muzfu\i)V) -JV-7oH 

»H NMR (400MHz, CDC1 3 ) 6 0. 90 (t, 7 = 7. 6 Hz, 3H) , 1. 30 (t, 7 - 7. 6 Hz, 
3H) , 1. 45 (a, 7 - 7. 6 Hz, 2H) , 1. 72- 1. 86 (m, 2H) , 2. 80 (a, 7 - 7. 6 Hz, 
2H), 3.09 (t, 7-7. 6 Hz, 2H) , 3.30 (t, 7 = 7. 2 Hz, 2H) , 3.86 (s, 3H) , 4.45 
(t, / = 5. 6 Hz, 1H) , 4. 56 (t, 7 - 5. 6 Hz, 1H) , 6. 98 (dd, 7 = 2. 4, 8. 0 Hz, 
1H), 7.27 (s, 1H), 7.63 (d, 7 = 8. 4 Hz, 1H) , 7.92 (d, 7= 4. 8 Hz, 1H) , 7.99 
(d, 7 - 4. 4 Hz, 1H) . 

mnm 1 i 6 

N- [8- (2-^nn-6-/h4 1 y-4-^fJl/7i-JW - 2 -X3\>1/ 
-f^V [1, 2-a] k°^> ? >- 3 —OH -N- (3-7Mn7°otf;i/) 

'H NMR (400MHz, CDC1 3 ) 6 0. 90 (t, 7 = 7. 2 Hz, 3H) , 1. 25 (t, / = 7. 6 Hz, 
3H), 1.40- 1.50 (a 2H), 1.72-1.86 (in, 2H) , 2.38 (s, 3H) , 2.78 (q, 7-7.2 
Hz, 2H), 3.08 (t, 7 = 7. 6 Hz, 2H) , 3.29 (t, 7 = 7. 6 Hz, 2H), 3.71 (s, 3H) . 
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4.45 (t, 7-5. 6 Hz, 1H) . 4.56 (t, 7 = 5. 6 Hz, 1H), 6.74 (s, 1H) , 6.94 (s, 
1H) , 7. 93 (d, / = 4. 4 Hz, 1H) , 7. 99 (d, 7 = 4. 4 Hz, 1H) . 

mmm n i 

N, N-zJzspnzfuDdJls^^Jl-N- [8- (2, 4-y^D^7xZjW 
- 2 -J:^;M'$^V [1, 2-al tf^> ? >-3 — f;i/] 7-5 > 

'H NMR (400MHz, CDC1 3 ) 5 0.00 (br s. 4H) , 0.33 (d, 7 = 7. 6 Hz, 4H), 
0.72-0.82 (m, 2H) , 1.28 (t, / - 7. 2 Hz, 3H) , 2.77 (q, / - 7. 6 Hz, 2H) , 3.01 
(d, 7 = 7. 2 Hz, 4H) , 7. 53 (d, / = 8. 0 Hz, 1H) , 7. 57 (d, / = 8. 0 Hz, 1H) , 
7.86 (s, 1H), 7.90 (d, 7 = 4. 8 Hz, 1H) , 8.16 (d, / = 4. 4 Hz, 1H) . 

N- [8- (2-^D ; E-6-^b + y-4-^5 : ;i/7i^W - 2 -X5F7k 
<=:^V [1, 2 -a] tf^> ? >-3 — C;K1 -N, N-z?^t7U?U\Z)V* 
^)V7^ > 

'H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 4H), 0.33 (d, / - 8. 4 Hz, 4H), 
0. 76-0. 86 (m, 2H) , 1. 25 (t, / = 7. 6 Hz, 3H) , 2. 37 (s, 3H) , 2. 76 (t, 7 = 
7.6 Hz, 2H), 2.92-3.12 (m, 4H) , 3.69 (s, 3H) , 6.77 (s, 1H) , 7.11 (s, 1H) , 
7.91 (d, 7=4. 4 Hz, 1H) , 8.14 (d, / = 4. 8 Hz, 1H). 
MMM 17 9 

N— [ 8 — (2-^n^E-4-^ V3rz/7 3L-)V) - 2 -X^M^^V [1, 
2 -a] tf^> ? >-3 — f;W — N, N-z?^?7 D^D hVl/^^l/T 5 > 

'H NMR ■ (400MHz, CDC1 3 ) 5 0.00 (br s, 4H) , 0.33 (d, 7 = 7. 6 Hz, 4H) , 
0.72-0.84 (m, 2H), 1.28 (t, 7 = 7. 6 Hz, 3H), 2.76 (q, 7 - 7. 6 Hz, 2H) , 3.01 
(d, 7 = 7. 2 Hz, 4H) , 3. 83 (s, 3H) , 6. 96 (dd, 7 - 2. 4, 8. 4 Hz, 1H) , 7. 23 (s, 
1H) , 7. 61 (d, 7 = 8. 4 Hz, 1H) , 7. 88 (d, 7 = 4. 8 Hz, 1H) , 8. 13 (d, 7 = 4. 4 
Hz, 1H). 
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MS (ESI) m/z 455 MH + 

mmm iso 

N, N-5?zsi7W7u]£)V*?-)V-N- [8- (2, 4-y^DU-6-^h 
^->7i^) -2-x^;k^^/ [1, bf^^>-3— f;u] 7 

5 > 

"H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 4H) , 0.34 (d. / = 7. 4 Hz, 4H) , 
0.76-0.86 (m, 2H) , 1.25 (t, / = 7. 6 Hz. 3H) , 2. 76 (q, / = 7. 6 Hz, 2H) , 
2.96-3.08 (m, 4H) , 3.71 (s, 3H) , 6.92 (d, / = 1. 6 Hz, 1H), 7.13 (d, / = 
2.0 Hz, 1H), 7.91 (d, / = 4. 8 Hz, 1H) , 8.16 (d, / = 4. 8 Hz, 1H) . 

mmm 1 8 1 

N- C8- (2-7^^-4, 6-y^fJV7x-jW -2-X^JH5^V 
[1, 2 -a] tf^>?>- 3 -- r;H — N, N-i?zs9uyu\i)V^)VT^ 

y 

•H NMR (400MHz, CDC1 3 ) 5 -0.40-0.40 (m, 4H) , 0.38 (d, J = 8. 0 Hz, 4H) , 
0. 78-0. 88 (m, 2H) , 1. 30 (t. J = 7. 6 Hz, 3H) , 2. 07 (s, 3H) , 2. 35 (s, 3H) , 
2.89 (q, J = l. 6 Hz, 2H) , 2.98-3.16 (m, 4H) , 7.10 (s, 1H) , 7.35 (s, 1H) , 
8. 35 (d, / = 4. 8 Hz, 1H) , 8. 40 (d, / - 4. 8 Hz, 1H) . 

mmm 1 8 2 

N- 18- {2 -~fu=E- A, 6-y/^7iZJ!/) - 2 - X^;Wf 5 

[l, 2 -a] t°^> ? >- 3 --OKI -iv->-^nynt 0 ;i/^^;v-7v-77°n 

'H NMR (400MHz, CDC1 3 ) 5 -0.30-0.40 (m, 2H) , 0.36-0.46 (m, 2H), 0.82-0.92 
(m, 1H), 1.01 (t, 7-7. 2 Hz, 3H) , 1.38 (t, J = 7. 6 Hz, 3H) , 1.54-1.62 (m. 
2H), 2.16 (s, 3H), 2.43 (s, 3H), 2.98 (q, J = 7. 6 Hz, 2H) , 3.00-3.16 (m, 
2H) , 3. 25 (t, / = 7. 2 Hz, 2H) , 7. 18 (s, 1H) , 7. 44 (s, 1H) , 8. 40 (d, J = 4. 4 
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Hz, 1H) , 8. 42 (d. / = 4. 8 Hz, 1H) . 

mmm iss 

IV— [8- (2, 4-^U=Eyx.-)l) - 2 -X5P;Wf5^V [1, 2 -a] 
tf^> ? >- 3 )V\ -N, N-^vy^)VT^> 

'H NMR (400MHz, CDC1 3 ) 6 0. 95 (d, / = 6. 8 Hz, 12H) , 1. 29 (t, / - 7. 6 Hz, 
3H), 1.56-1.64 (m, 2H), 2.80 (q, / = 8. 0 Hz, 2H), 2.99 (d, / = 6. 4 Hz, 4H) , 
7. 55 (d, / = 8. 0 Hz, 1H) , 7. 57 (d, / = 8. 0 Hz, 1H) , 7. 89 (s, 1H) , 7. 93 (d, 
J =4.4 Hz, 1H), 8. 11 (d, / = 4. 4 Hz. 1H) . 

mMm 18 4 

TV— 8 — [5-^OP-4- (2, 5 ~-J^)V- 1 H- 1 - tf M -2 
-^h^->7x-;W [1, 2-al \±55?>-3-<i 

JV-N, iV- y □ 7°n HJM ?Jl^7 5 > 

'H NMR (400MHz, CDC1 3 ) 5 0.00 (br s, 4H) , 0.32 (d, / = 7. 6 Hz, 4H) , 
0.70-0.82 (m, 2H) , 1.30 (t, / - 7. 6 Hz, 3H) , 2.02 (s, 6H) , 2.77 (q, / = 
7.6 Hz, 2H), 2.99 (d, / = 7. 2 Hz, 4H) , 3.74 (s, 3H) , 5.91 (s, 2H), 6.94 
(s, 1H), 8.82 (s, 1H), 7.89 (d, 1 = 4. 4 Hz, 1H) , 8.13 (d, / - 4. 4 Hz, 1H) . 
mMM 18 5 

JV3, N3-i?*s&U°?U]d)),*^)V-8- (4-75;-5-^Dn-2- 
/b^->7i.^) -2-X5 1 H5^y CI, 2 -a] h°7y>-3-75 



'H NMR (400MHz, CDC1 3 ) 6 0.00 (br s, 4H) , 0.32 (d, / - 7. 2 Hz, 4H) , 
1.72-1.80 (m, 2H), 1.29 (t. / = 7. 6 Hz, 3H) , 2.75 (a, / = 7. 2 Hz, 2H), 2.97 
(d, 7 = 6. 8 Hz, 4H), 3.73 (s, 3H) , 4.20 (br s, 2H) , 6.41 (s, 1H) , 7.62 (s, 
1H) , 7. 83 (d, / - 4. 4 Hz, 1H) , 8. 03 (d, / = 4. 4 Hz, 1H) . 

MS (ESI) m/z 426 MH+ 



> 
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mmm 1 8 6 

N-8- 12-&UU-4- (h'j7;i/tn^h^» 7iZJV] -2-X5F 
K5^; [1, 2 -a] t°^v>-3 — (JV-N, N-*?i/>7 w?u 

'HNMR (400MHz, CDC1 3 ) 5 -0.04-0.04 (m, 4H) , 0.30-0.36 On. 4HT, 0.72-0.82 
On. 2H), 1.27 (t, / = 7. 6 Hz, 3H) , 2.76 (q, / = 7. 6 Hz, 2H) , 3.01 (d, / 
- 6. 8 Hz, 4H) , 7. 24 (dd. / = 2. 0, 7. 6 Hz, 1H) , 7. 38 (d, / - 2. 0 Hz, 1H) , 
7. 73 (d, / = 8. 4 Hz, 1H) , 7. 90 (d, / = 4. 4 Hz, 1H) , 8. 17 (d, / = 4. 4 Hz, 
1H). 

mmm 1 8 i 

N-8- [2 -7DU-4- (hU7Mn^?jP) 7x~;W - 2 

-f 5^V* [1, 2 -a] tf^>-3 — f;P-7V, iV-yy7n7Dk°JM? 

)IY5. > 

•HNMR (400MHz, CDC1 3 ) <5 -0.04-0.04 On. 4H) , 0.28-0.38 (m, 4H) , 0.70-0.82 
(m, 2H), 1.26 (t, 7-7. 6 Hz, 3H) , 2.76 (a, / - 7. 6 Hz, 2H), 3.00 (d, / 
= 7. 2 Hz, 4H) , 7. 62 (d, 7 = 8. 0 Hz, 1H) , 7. 77 (s, 1H) , 7. 80 (d, 7 = 8. 4 
Hz, 1H), 7.91 (d, 7=4. 4 Hz, 1H) , 8.19 (d, 7 - 4. 4 Hz, 1H) . 

SkTmbMl 8 8JbmmMMl 9 5SH»J8 t^tCbT^bfc. 
f*l«ll 18 8 

77- [8- (2, 4-J?7DD7xZjW - 2 -X3MI/- 6 h + W 5^ 
V/ [1, 2-a] tf^^>-3 — OKI -77, iV-^7otfjV7S> 

'HNMR (400MHz, CDC1 3 ) <5 0.89 (t, 7 = 7. 3 Hz, 6H) , 1.29 (t, 7 = 7. 5 Hz, 
3H), 1.43 (ddQ. 7=7.3, 7.3, 7. 3 Hz, 4H) , 2.76 (a, 7=7. 5 Hz, 2H) , 3.05 
(dd, 7=7.3, 7.3 Hz, 4H), 3.98 (s, 3H) , 7.38 (dd, 7=2.0. 8. 2 Hz, 1H) , 
7.55 (d. 7=2. 0 Hz, 1H), 7.61 (s. 1H), 7.78 (d, 7 = 8. 2 Hz, 1H) . 
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MMM 18 9 

TV- [6-^DO-2-X^-8- (2-^b4^>-4, 6 -S^^I^jc 
-f=^V [1, 2 -a] tf^> ? >-3— r;i/] -N, N-i/7°U\i)VT 



'H NMR (400MHz, CDC1 3 ) 6 0.90 (t, / = 7. 3 Hz, 6H) , 1.24 (t, 7 = 7. 5 Hz, 
3H), 1.44 (ddQ, 7=7.3, 7.3, 7. 3 Hz, 4H), 2.05 (s„ 3H) , 2.35 (s, 3H) , 2.75 
(a, / = 7. 5 Hz, 2H) , 3. 06 (dd, J = 7. 3, 7. 3 Hz, 4H) , 3. 69 (s, 3H) , 6. 66 
(s, 1H), 6.72 (s, 1H), 8.01 (s, 1H). 

mmm 190 

N- [6-^DD-2 -X^;V~ 8 - (2-^h^->-4, 6-^^;V7i 
fSL^V [1, 2 -a] t!^^>-3 — r;H -/V, /v->^>^n:7 0 n 



'H NMR (400MHz, CDCI3) 5 -0.06-0.08 (m, 4H), 0.31-0.43 (m, 4H), 0.78-0.90 
(m, 2H) , 1. 25 (t, 7 = 7. 5 Hz, 3H) , 2. 03 (s, 3H) , 2. 35 (s, 3H) , 2. 74 (q, 
7=7.5 Hz, 2H),' 2.92-3.11 (m, 4H) , 3.68 (s, 3H) , 6.66 (s, 1H) , 6.73 (s, 
1H), 8. 16 (s, 1H). 

mmm 1 9 1 

N- [6-^00-2-1^-8- (2-^h=^>-4, 6-y^?;i/7x 
-/U) -f^^V [1, 2 -a] b°^> ? >-3 — r;W -iV-y^n7*n tf;i/j* 
-N-y°u M)]/Y 5 > 

'H NMR (400MHz, CDC1 3 ) 5 -0.11-0.03 (m, 2H) , 0.28-0.42 (m, 2H) , 0.77-0.86 
(m, 1H), 0.92 (t, 7=7. 3 Hz, 3H) , 1.24 (t, 7 = 7. 5 Hz, 3H) . 1.45 (ddQ, 
7=7.3, 7.3, 7.3 Hz, 2H) , 2.04 (s, 3H) , 2.35 (s, 3H) , 2.75 (a, 7=7.5 
Hz, 2H) , 2. 86-3. 03 (ra, 2H) , 3. 14 (dd, 7 = 7. 3, 7. 3 Hz, 2H) , 3. 68 (s, 3H) , 
6. 66 (s, 1H), 6. 72 (s, 1H), 8. 09 (s, 1H) . 
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mmm 192 

N- [6 -Zruu- 2 -JLf-JV- 8 - (2-^h^->-4, 6-^^7x 
-fS-^V [1, 2 -a] h°5> ? >-3 — f;l/] - /V->-£ D^n fcf;V* 
5=-;i/-iV- (3 - 7MnyPt:Vl/) t^>- 

'HNMR (400MHz, CDC1 3 ) (5 -0.09-0.05 (m, 2H) , 0.31-0.44 (m, 2H), 0.77-0.88 
(m, 1H), 1.25 (t, 7=7. 5 Hz, 3H) , 1.74-1.90 (m, 2H) , 2.04 (s, 3H) , 2.36 
(s, 3H) , 2. 76 (a, / = 7. 5 Hz, 2H) , 2. 88-3. 05 fa, 2H) , 3. 32-3. 40 (m, 2H) , 
3.68 (s, 3H), 4.44-4.50 (m, 1H) . 4.56-4.62 On. 1H), 6.67 (s, 1H), 6.73 (s, 
1H), 8.07 (s, 1H). 

mmm 193 

N— [6-^na-8- (2-^DD-4-^h^y7i-JW - 2 -JL^)V 
-T5^V [1, 2 -a] t°^> ? >-3 — r;W -iV-S/^n^n^M^V- 
JV- (3-7Jl/tn^Dt!^) 7^> 

'HNMR (400MHz, CDC1 3 ) 5 -0.03-0.08 (m, 2H) , 0.35-0.45 (m, 2H) , 0.76-0.87 
(m, 1H), 1.31 (t, 7=7.5 Hz, 3H) , 1.72-1.88 (m, 2H) , 2.80 (a, 7=7. 5 Hz, 
2H), 2.93-3.00 On. 2H), 3.33-3.41 Cm. 2H) , 3.86 (s, 3H) , 4.43-4.49 (m, 1H) , 
4. 55-4. 62 On, 1H) , 6. 94 (dd, 7 = 2. 6, 8. 6 Hz, 1H) , 7. 07 (d, 7 = 2. 6 Hz, 
1H), 7. 67 (d, 7 = 8. 6 Hz, 1H) , 8. 10 (s, 1H) . 
mW.M 19 4 

N- [6-^OD-8- (2-7DO-4-^ h^v7x-;W - 2 -X^;U 
<5d?V [1, 2 -a] t°^S?>-3 — fJH — AT— (3-7MD7"Dt:JW 
-N-7°n tf;i/75 > 

'HNMR (400MHz, CDC1 3 ) 5 0.91 (t, 7 = 7. 3 Hz, 3H) , 1.30 (t, 7 = 7. 5 Hz, 
3H), 1.45 (ddQ, 7=7.3, 7.3, 7. 3 Hz, 2H) , 1.72-1.88 (m, 2H) , 2.79 (a, 7 
= 7. 5 Hz, 2H) , 3. 08 (dd, 7 = 7. 3. 7. 3 Hz, 2H) , 3. 25-3. 33 (m, 2H) , 3. 86 (s, 
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3H), 4.42-4.48 (m, 1H) . 4.53-4.60 (m, 1H), 6.94 (dd, 7=2.6, 8. 6 Hz, 1H) , 
7. 07 (d, / = 2. 6 Hz, 1H) , 7. 67 (d, 7 = 8. 6 Hz, 1H) , 8. 02 (s, 1H) . 

mmm 195 

N— [6-^7DD-8- (2 h*->7i-;W -2-X3=-;l/ 

<5^V [1, 2 -a] tf"=>^>- 3— r;W -iV- (1 -X^7°Dh°;i/) 

'H NMR (400MHz, CDC1 3 ) 6 0.98-1.05 (m, 6H) , 1.30 (t, / = 7. 5 Hz, 3H) , 
1.42-1.54 (m, 4H), 2.78 (a, / = 7. 5 Hz, 2H) , 2.86 (br s, 1H), 2.91-3.00 
(m, 1H), 3.86 (s, 3H) , 6.93 (dd, 7=2.6, 8. 6 Hz, 1H) , 7.06 (d, 7=2.6 
Hz, 1H) , 7. 65 (d, 7 = 8. 6 Hz, 1H) , 7. 97 (s, 1H) . 

mmm 1 9 6 

N- [8- (2-^nn-4-^h+y7i-JW -2- (^^^77- 
)V) -f=^V [1, 2 -a] H^^>-3-^;W -TV, N—z/~7°X2 \f.)V7 5 

> 

'H NMR (400MHz, CDC 1 3 ) 6 0.89 (t, 7 = 7. 3 Hz, 6H) , 1.41 (dda, 7=7.3, 
7.3, 7.3 Hz, 4H), 2.60 (s, 3H) , 3.10 (dd, 7=7.3, 7. 3 Hz, 4H) , 3.88 (s, 
3H), 6.94 (dd, 7=2.6, 8. 6 Hz, 1H) , 7.08 (d. 7 = 2. 6 Hz, 1H), 7.71 (d, 
7 = 8. 6 Hz, 1H) . 7. 93 (d, 7 = 4. 4 Hz, 1H) , 7. 98 (d, 7 = 4. 4 Hz, 1H) . 

ut, niii 9 7 7bmmmwn 6 o^x^mmmi 9 6 tmmiz^f&Ltz* 
mmm 197 

N- [8 - (2-^ h4 1 ->-4, 6 -i?*^Jl73^-)l) -2- (^^-JPXJl 
y T -jl) -f 5 [1, 2 -a] h°^>-3 — f;KI — N, N-i?7°u\i 

'H NMR (400MHz, CDC 1 3 ) 5 0.89 (t, 7 = 7. 3 Hz, 6H) , 1.41 (dda, 7=7.3, 
7.3, 7.3 Hz, 4H), 2.04 (s. 3H) , 2.38 (s, 3H) , 2.53 (s. 3H) , 3.10 (dd, 7 
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= 7.3, 7.3 Hz, 4H), 3.70 (s, 3H) , 6.68 (s, 1H) , 6.74 (s, 1H) , 7.91 (d, / 
= 4.6 Hz, 1H), 7.96 (d, / = 4. 6 Hz, 1H) . 

mmm 1 98 

N — (Vy^)V-N- [8- (2-*b^>-4, 6-^^7i-JW - 

2- {^jvwpt—M [i, 2 -a] tf^> ? >- 3 --r;n - 

'H NMR (400MHz, CDC1 3 ) 6 0.84-0.97 (m, 9H), 1.37-1.48 (m, 2H), 1.52- 
1.68 (m. 1H), 2.04 (s, 3H), 2.38 (s, 3H) , 2.53 (s, 3H), 2.91-3.10 (m, 4H) , 
3. 70 (s, 3H) , 6. 68 (s, 1H) , 6. 74 (s, 1H) , 7. 92 (d, / = 4. 6 Hz, 1H) , 7. 98 
(d, 7 = 4. 6 Hz, 1H) . 

mMM 199 

N- [8- (2-i70P-4-^ h + y7x~;W -2- (^?MJV7j^ 

;w -rs^v [i, 2 -a] tr^5?>-3 — r;u] -at— r vj^jv-n--? 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, 7=7. 5 Hz, 3H) , 0.93 (d, 7=6. 8 Hz, 
6H), 1.43 (dda, 7=7.5, 7.5, 7. 5 Hz, 2H) , 1.58 Uqq, 7=7.1, 6.8, 6.8 
Hz, 1H) , 2. 60 (s, 3H) , 2. 98 (d, 7 = 7. 1 Hz, 2H) , 3. 05 (dd, 7 = 7. 5, 7. 5 
Hz, 2H) . 3. 88 (s, 3H) , 6. 94 (dd, 7 = 2. 6, 8. 6 Hz, 1H) , 7. 08 (d, 7 = 2. 6 
Hz, 1H), 7.71 (d, 7=8. 6 Hz, 1H) , 7.93 (d, 7 = 4. 6 Hz, 1H), 7.99 (d, 7 
= 4. 6 Hz, 1H) . 
mifcM 2 0 0 

N- [8- (2, h^is- 4-^^)U7^~J]/) - 2- (*^)l/X)l> 

7 7-iW -f^V [1, 2-al ¥?i?>-3 — OV\ -N, N-z?~?u\Z.- 

'H NMR (400MHz, CDCU <5 0.89 (t, 7 = 7. 3 Hz, 6H) , 1.41 (dda, 7=7.3, 
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7.3, 7. 3 Hz, 4H), 2.42 (s, 3H), 2.53 (s, 3H) , 3.09 (dd, 7=7.3, 7. 3 Hz, 
4H), 3.71 (s, 6H), 6.50 (s, 2H), 7.92 (d, / = 4. 6 Hz, 1H) . 7.93 (d, 7 = 
4. 6 Hz, 1H) . 

mmm 201 

N- [8- (2, h^y7xZJl/) -2- (*^)17>)V7t—M -f 

5^1/ [1, 2 -a] t°^> ? >- 3 — f;i/] — AT, N—z/^U }£.)]/~7^ > 

'HNMR (400MHz, CDC1 3 ) 5 0.88 (t, / = 7. 3 Hz, 6H) , 1.40 (dda, 7=7.3, 
7. 3, 7. 3 Hz, 4H) , 2. 60 (s, 3H) , 3. 09 (dd, 7 = 7. 3, 7. 3 Hz, 4H) , 3. 83 (s, 
3H) , 3. 88 (s, 3H) , 6. 62 (dd, 7 = 2. 2, 9. 0 Hz, 1H) , 6. 63 (d, 7 = 2. 2 Hz, 
1H) , 7. 70 (d, 7 = 9. 0 Hz, 1H) , 7. 90 (d, 7 = 4. 6 Hz, 1H) , 7. 92 (d, 7 = 4. 6 
Hz, 1H). 

2 0 2 

N- [8- (2, 4-S?j* h^r~>~ 6 -^^7x-JW - 2- (^^TJI/ 
7 7-JV) -f^V [1, 2 -a] tf^>?>-3 — r;H -TV, AT-^ynt: 

'H NMR (400MHz, CDC1 3 ) 5 0. 90 (t, 7 = 7. 5 Hz, 6H) , 1. 42 (ddq. 7 = 7. 5, 
7. 5, 7. 5 Hz, 4H) , 2. 08 (s, 3H) , 2. 54 (s, 3H) , 3. 1 1 (dd, 7 = 7. 5, 7. 5 Hz, 
4H), 3.69 (s, 3H), 3.86 (s, 3H) , 6.44 (s, 1H) , 6.46 (s, 1H) , 7.91 (d, 7 
= 4. 6 Hz, 1H) , 7. 96 (d, 7 = 4. 6 Hz, 1H) . 
2 0 3 

AT, N-i?**/ 9 U-?U\Z)), N- [8- (2->h^>-4, Q-zS* 

^}Vy^-M -2 - (?tJ-)V7,)V7 7-)V) -i 5 [1, 2 -a] fcT^v* 

>-3 — r;n 7s> 

'HNMR (400MHz, CDC1 3 ) 5 -0.06-0.06 (m, 4H) , 0.22-0.36 (m, 4H) , 0.75-0.85 
(m, 2H), 2.03 (s, 3H) , 2.38 (s, 3H) , 2.53 (s, 3H) , 2.97-3.12 (m, 4H) , 3.69 
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(s, 3H), 6.68 (s, 1H). 6.75 (s, 1H), 7.92 (d, / = 4. 6 Hz. 1H), 8.12 (d, 
/ = 4. 6 Hz, 1H) . 
MffiM 2 0 4 

N— [8- (2-^Dn-4-^h^>7x-Jl/) -2- (^fH^7 7- 

)V) < $ w [i, 2 -a] t°^^>-3 — r;n -n, N-^zn-jniz 

'HNMR (400MHz, CDC1 3 ) 5 -0.02-0.06 (m, 4H) , 0.26-0.35 (m, 4H) , 0.72-0.83 
(m, 2H), 2.61 (s, 3H) , 3.00-3.07 (m, 4H), 3.88 (s, 3H), 6.94 (dd, 7=2.6, 
8.6 Hz, 1H), 7.08 (d, / = 2. 6 Hz, 1H), 7.71 (d, / = 8. 6 Hz, 1H), 7.93 (d, 
/ = 4. 6 Hz, 1H), 8. 15 (d, / = 4. 6 Hz, 1H). 
mMM 2 0 5 

N-ls?7U7°U\i)\s*^)\s-N- [8- (2-^h^r~>-4, 6 

-2- )V) -f^^V [1, 2 -a] fc:^>-3 

— r;W -iV-yntf;i/T$> 

'HNMR (400MHz, CDC1 3 ) 6 -0. 15-0.00 (m, 2H) , 0.20-0.34 (m, 2H) , 0.72-0.84 
(m, 1H), 0.91 (t, 7=7. 3 Hz, 3H), 1.42 (ddq, 7=7.3, 7.3, 7. 3 Hz, 2H) , 
2.03 (s, 3H), 2.38 (s,'3H), 2.53 (s, 3H) , 2.90-3.04 (m, 2H) , 3.18 (dd, 7 
= 7.3, 7.3 Hz, 2H), 3.69 (s, 3H) , 6.69 (s, 1H), 6.74 (s, 1H) , 7.92 (d, 7 
= 4. 6 Hz, 1H) , 8. 05 (d, 7 = 4. 6 Hz, 1H) . 

mMm 206 

N- [8- (2-^/nn-4-/b+y7i-JW -2- (^fJk7JV7 7" 
)V) <5d?V [l, 2- a] t°^> ? >- 3 —OK] -/v-->^nynif;i/^^ 
;p-/v-7°d t°;VT5 > 

'HNMR (400MHz, CDC1 3 ) <5 -0.05-0.03 (m, 2H) , 0.28-0.35 (ra, 2H) , 0.71-0.82 
(m, 1H), 0.90 (t, 7=7. 3 Hz, 3H) , 1.40 (ddq, 7=7.3, 7.3, 7. 3 Hz, 2H) , 
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2.60 (s, 3H), 2.94-3.01 On, 2H) , 3.18 (dd, 7=7.3, 7. 3 Hz, 2H), 3.88 (s, 
3H), 6. 94 (dd, / = 2. 6, ' 8. 6 Hz, 1H) , 7.08 (d. / = 2. 6 Hz, 1H) , 7.70 (d, 
/ = 8. 6 Hz, 1H) , 7. 93 (d, / = 4. 6 Hz, 1H) , 8. 07 (d, J = 4. 6 Hz, 1H) . 

mmm 207 

N-zs&WjUldfy^J-fr-N- (3-7;WD^Dt:jW — N— [8- (2 
-^h4^>-4, 6-^^f;i/7x-JW -2- -f 5. 

[1, 2 -a] h°^> ? >- 3 — T ;W 7S> 

'HNMR (400MHz, CDC1 3 ) <5 -0.13-0.02 (m, 2H) . 0.32-0.48 (m, 2H), 0.74-0.85 
(m, 1H), 1.71-1.87 (m, 2H), 2.03 (s, 3H) , 2.39 (s, 3H) , 2.54 (s, 3H), 
2.91-3.07 (m, 2H), 3.35-3.45 (m, 2H), 3.69 (s. 3H), 4.46-4.50 (m, 1H), 
4.56-4.62 (m, 1H) , 6.69 (s, 1H) , 6.75 (s, 1H) , 7.93 (d, / = 4. 6 Hz, 1H) , 
8. 01 (d, J = 4. 6 Hz, 1H). 
MMM 2 0 8 

N- [8- h^y7x"Jl/) -2- (^fM^7 7- 

;p) [1, 2 -a] tf^^>-3--f;H -TAT-^^DT/Oh 0 ;!/^^ 

'HNMR (400MHz, CDC1 3 ) 8 -0.05-0.05 (m, 2H) , 0.28-0.38 (m, 2H) , 0.72-0.85 
(m, 1H), 1.68-1.85 (m, 2H) , 2.61 (s, 3H) , 2.96-3.02 (m, 2H) , 3.35-3.46 (m, 
2H) , 3. 88 (s, 3-H) , 4. 43-4. 48 (m, 1H) , 4. 54-4. 60 (m, 1H) , 6. 94 (dd, J = 2. 6, 
8. 6 Hz, 1H) , 7. 08 (d, / - 2. 6 Hz, 1H) , 7. 70 (d, / = 8. 6 Hz, 1H) , 7. 94 (d, 
/ = 4. 6 Hz, 1H) , 8. 04 (d, J = 4. 6 Hz, 1H) . 
mt&ffl 2 0 9 

N, N-z?*s>7 WjWZfr N- [8- (2, 6 - z?* h^>- 4 

-2- (/5 : Mji/7 7-ji') -ra^/ [i, 2 -a] tf^v 5 

>-3 — OH 75> 
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'HNMR (400MHz, CDC1 3 ) <5 -0.06-0.08 fa, 4H) , 0.24-0.38 (m, 4H) , 0.73-0.86 
(m, 2H), 2.42 (s, 3H), 2.53 (s, 3H), 3.00-3.08 (m, 4H) , 3.70 (s, 6H) , 6.50 
(s, 2H), 7.93 (d, 7=4. 5 Hz, 1H) , 8.10 (d, / = 4. 5 Hz, 1H). 

mmm 2 1 0 

N-zst7U7°U\i)}/*^)V- N- [8- (2, 6 h*^- 4 - *^)V7 
-2- (^^^7 7-^) -Y5^V [1, 2 -a] tf^> ? >-3 

— ov] -N-7°ntf;i/T^> 

'HNMR (400MHz, CDC1 3 ) 5 -0.07-0.00 fa. 2H) , 0.27-0.34 fa, 2H) , 0.73-0.84 
fa, 1H), 0.91 (t, 7=7. 5 Hz, 3H), 1.41 (ddd, 7=7.5, 7.5, 7. 5 Hz, 2H) , 
2.42 (s, 3H), 2.53 (s, 3H) , 2. 93-3.00 (m, 2H) , 3.18 (dd, 7=7.5, 7. 5 Hz, 
2H) , 3. 70 (s, 3H) , 6. 50 (s, 2H) , 7. 92 (d, 7 = 4. 6 Hz, 1H) , 8. 02 (d, 7 = 
4. 6 Hz, 1H) . 

mmm 211 

N-is#U7'U\Z)l*3 L JV-N- [8- (2, 6 -i?* b=^>- 4 

-2- (.*^)V7^)\<7 7-)V) -f 5 W [1, 2-al ¥?i?>-3 
—OKI -N- (3 -7Jl/tn7°n tf;i/) x$> 

'HNMR (400MHz, CDC1 3 ) <5 -0.06-0.03 fa, 2H) , 0.28-0.37 fa, 2H) , 0.74-0.85 
fa. 1H), 1.70-1.86 fa, 2H), 2.42 (s, 3H), 2.54 (s, 3H) , 2.95-3.01 fa, 2H) , 
3.36-3.45 (m, 2H) , 3.70 (s, 3H) , 4.43-4.49 fa, 1H) , 4.55-4.61 fa, 1H) , 6.51 
(s. 2H) , 7. 94 (d, 7 = 4. 6 Hz, 1H) , 7. 99 (d, 7 = 4. 6 Hz, 1H) . 

mmm 2 1 2 

N— [8- (2-7nn-6-^h + y-4-^^7x-Jl/) -2- 
Jl^XiV7 7-iW -YS^V [1, 2 -a] bf^> ? >- 3 — OKI -TV-v^D 
7°nfc°;v^^;i/-iV- ( 3 - 7Mn7n t?;K> 7^> 

•HNMR (400MHz, CDC1 3 ) 6 -0. 13-0.02 (m, 2H) , 0.22-0.37 (m, 2H) , 0.73-0.84 
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(m, 1H), 1.71-1.87 (m, 2H) , 2.41 (s, 3H) , 2.54 (s, 3H), 2.92-3.06 On, 2H) , 
3.37-3.46 (m, 2H), 3.72 (s, 3H) , 4.43-4.50 (m, 1H), 4.56-4. 62 (m, 1H) , 6.75 

(s, 1H) , 6. 95 (s, 2H) , 7. 95 (d, / = 4. 6 Hz, 1H) , 8. 04 (d, / = 4. 6 Hz, 1H) . 
-gmm 2 13 

N- [8- (2 b=¥~>Z7^-JV) -2 - (*^)17,)\s7t- 

)V) -f 5 d?V [1, 2 -a] h°^> ? >-3 — i )V1 - N-^^uy"U]d)V^ 
)V-N- (3 -7)1-*U?°U¥)V) 75> 

'HNMR (400MHz, CDC1 3 ) 8 -0.06-0.03 (m, 2H) , 0.28-0.37 On, 2H), 0.73-0.85 
(m, 1H), 1.69-1.85 (m, 2H), 2.61 (s, 3H) , 2.97-3.02 (m, 2H) , 3.37-3.45 On, 
2H), 3.87 (s, 3H), 4.42-4.48 On, 1H) , 4.54-4.61 On, 1H) , 6.99 (dd, 7=2.6, 
8.6 Hz, 1H), 7.27 (d, / = 2. 6 Hz, 1H) , 7.66 (d, / - 8. 6 Hz, 1H), 7.94 (d, 
7 = 4. 6 Hz, 1H) , 8. 04 (d, 7 = 4. 6 Hz, 1H) . 

mmm 214 

N, N--J^Zu~7°U\Lfr^^)V-N- [2- (^^JV^Jlyy-)]/) -8- 
(2, 4, 6-HJ;* h^v7x-;W -f$^V [1, 2-«a] t°^> ? >-3 

— r;w 75 > 

'HNMR (400MHz, CDC1 3 ) <5 -0.03-0.06 On, 4H) , 0.26-0.36 On, 4H), 0.73-0.86 
On, 2H) , 2. 54 (s, 3H) , 3. 00-3. 08 On, 4H) , 3. 70 (s, 6H) , 3. 88 (s, 3H) , 6. 25 
(s, 2H) , 7. 92 (d, 7 = 4. 6 Hz, 1H) , 8. 09 (d, 7 = 4. 6 Hz, 1H) . 
2 15 

N- [8- (2-^DD-6-^hty-4-/Wi-JW -2- (y<5P 
;VXJV7 7-JV) ^5^V [1, 2-a] b°^> ? >-3 — TV-v 5 
□ y°u h°;i/* ^7 5 > 

'HNMR (400MHz, CDC1 3 ) 8 -0.08-0.06 On, 4H), 0.23-0.36 On, 4H) . 0.73-0.85 
On, 2H), 2.41 (s, 3H), 2.54 (s, 3H) , 2.98-3.12 On, 4H), 3.71 (s, 3H) , 6.75 
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(s, 1H), 6.95 (s, 2H), 7.94 (d, / = 4. 6 Hz, 1H), 8.15 (d, 7 = 4. 6 Hz, 1H) . 

mmm 2 1 6 

N-zsZuyu^V^fr-N— f VJJ-yv-N- [2- i*?-)V7s)V7 7- 
JV) -8- (2, 4, 6-hU/h^y7x-jW -r=-^V [1, 2-al h° 

^v>- 3 — 7$> 

'H NMR (400MHz, CDC1 3 ) 6 -0. 11—0. 01 On, 2H) , 0.25-0.35 On, 2H) , 
0. 73-0. 85 On, 1H) , 0. 94 (d, / = 6. 6 Hz, 6H) , 1. 61 Uqq, / = 7. 0, 6. 6, 6. 6 
Hz, 1H) , 2. 54 (s, 3H) , 2. 89-2. 96 (m, 2H) , 3. 03 (d, / = 7. 0 Hz, 2H) , 3. 70 
(s, 6H), 3.88 (s, 3H), 6.25 (s, 2H) , 7.91 (d, / = 4. 6 Hz, 1H), 8.04 (d, 
7 = 4. 6 Hz, 1H) . 

mmm 211 

iV-y^0 7°Db°;M^-iV- [8- (2, 6 b^zs- 4- *^JV7 

-2- (^W;i/77^V) [1, 2 -a] t°5> ? >-3 

--on -jv— r 77^7$ > 

'H NMR (400MHz, CDC1 3 ) 5 -0.11- -0.02 On, 2H) , 0.25-0.34 On, 2H), 
0.72-0.82 On, 1H), 0.94 (d, / = 6. 8 Hz, 6H) , 1.61 (tad, 7=7.0, 6.8, 6.8 
Hz, 1H), 2.42 (s, 3H), 2.53 (s, 3H), 2.39-2.45 (ra, 2H) , 3.03 (d, 7=7.0 
Hz, 2H), 3.70 (s, 6H), 6.50 (s, 2H), 7.92 (d, 7 = 4. 6 Hz, 1H), 8.04 (d, 
7 = 4. 6 Hz, 1H) . 
mifeM2 1 8 

N-z/t7U-7u\Z)V*^)\,-N — (V^JV~N- [8- (2-*b3^>-4, 
6 -2- (*^)l>7.)\>7 t —)V) -f^^V [ 1 , 2 - a] 

t£5v>- 3 — T;H 7S> 

'H NMR (400MHz, CDC 1 3 ) 6 -0. 20- -0. 02 (in, 2H) , 0.18-0.35 (in, 2H) , 
■ 0.73-0.84 On, 1H), 0.95 (d, 7 = 6. 6 Hz, 6H) , 1.62 (tan. 7=7.0, 6.6, 6.6 
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Hz, 1H), 2.03 (s, 3H), 2.38 (s, 3H) , 2.53 (s, 3H) , 2.86-3.01 (m, 2H) , 3.03 
(d, /=7.0 Hz, 2H), 3.69 (s, 3H) , 6.69 (s, 1H), 6.74 (s, 1H), 7.92 (d, 
/ = 4. 4 Hz, 1H) , 8. 07 (d, / = 4. 4 Hz, 1H) . 

mmm 219 

N- [8- (2-^Dn-4-^h + v7x-JW -2- (^fH^7 7- 
)V) -f^V [1, 2 -a] tf^>*>- 3 — OKI -iV-->^D7 Q nfc:;^^^ 

;1/-tv — r v^f;i/75> 

'HNMR (400MHz, CDC1 3 ) <5 -0.08-0.00 (m, 2H) , 0.28-0.36 (m, 2H), 0.72-0.83 
(m, 1H), 0.94 (d, 7 = 6. 6 Hz, 6H) , 1.59 (tad, 7=6. 8, 6.6, 6. 6 Hz, 1H) , 
2.60 (s, 3H), 2.91-2.97 (m, 2H) , 3.04 (d, 7 = 6. 8 Hz, 2H) , 3.88 (s, 3H) , 
6. 94 (dd, 7= 2. 6, 8. 6 Hz, 1H) , 7. 08 (d, 7 = 2. 6 Hz, 1H), 7. 71 (d, 7 = 8. 6 
Hz', 1H) , 7. 93 (d, 7 = 4. 6 Hz, 1H) , 8. 09 (d, 7 = 4. 6 Hz, 1H) . 

mMm 220 

N-zst7U7°U\l)V*^)V- N- [8- (4-^h^->-2, §-*?*^)V7 
-2 - {*^)V7s)V7t—)V) -fS-^V [1, 2 -a] tf^i?>-3 

— r -iv-ynk°;i^T$> 

'HNMR (400MHz, CDC1 3 ) 5 -0. 12- -0. 06 (m, 2H) , 0.21-0.28 (m, 2H) , 

0. 72-0. 84 fa. 1H) , 0. 92 (t, 7 = 7. 3 Hz, 3H) , 1. 42 (dda, 7 = 7. 3, 7. 3, 7. 3 

Hz, 2H), 2.06 (s, 6H), 2.54 (s, 3H) , 2.95-3.02 (m, 2H), 3.19 (dd, 7=7.3, 

7.3 Hz, 2H), 3.84 (s, 3H) , 6.68 (s, 2H) , 7.91 (d, 7 = 4. 6 Hz, 1H) , 8.07 
(d, 7 = 4. 6 Hz, 1H) . 

mmm 221 

-2- (*?-)V7^)V7T—)V) -f5^V [1, 2 -a] h°"> 5/>- 3 — f ;]/] 
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'HNMR (400MHz, CDC1 3 ) d -0.04-0.02 (m, 2H) , 0.26-0.34 On. 2H), 0.72-0.83 
(m, 1H) , 0. 90 (t, 7 = 7. 3 Hz, 3H) , 1. 40 (ddd, / = 7. 3, 7. 3, 7. 3 Hz, 2H) , 
2.39 (s, 3H), 2.61 (s, 3H) , 2.94-3.00 On, 2H) , 3.18 (dd, 7=7.3, 7.3 Hz, 
2H), 3.86 (s, 3H), 6.86 (d, / = 9. 2 Hz,' 1H) , 6.87 (s, 1H) , 7.71 (d, 7 = 
9. 2 Hz, 1H) , 7. 89 (d, 7 = 4. 4 Hz, 1H) , 8. 03 (d, 7 = 4. 4 Hz, 1H) . 
MMM 2 2 2 

N-z/puyuVfrtT-JV-N- [8- (2-* b d Fi'-4-*^)l>7x.—)V) 
-2- (^?K^7 7^W -r^V* [1, 2 -a] \z?z?>- 3 —OP] 

'HNMR (400MHz, CDC1 3 ) d -0.03-0.04 (in, 2H) , 0.29-0.37 (m, 2H), 0.71-0.82 
(m, 1H) , 0. 90 (t, 7 = 7. 3 Hz, 3H) , 1. 39 (ddQ, 7 = 7. 3, 7. 3, 7. 3 Hz, 2H) , 
2.43 (s, 3H), 2.59 (s, 3H), 2.93-2.99 On, 2H), 3.17 (dd, 7=7.3, 7. 3 Hz, 
2H) , 3. 83 (s, 3H) , 6. 88 (s. 1H) , 6. 90 (d, 7 = 7. 7 Hz, 1H) , 7. 59 (d, 7 = 
7.7 Hz, 1H), 7.91 (d, 7 = 4. 4 Hz, 1H), 8.02 (d, 7 = 4. 4 Hz, 1H) . 

mmm 223 

77- [8- (4-^nn-2 h+^>7x^;W -2- (^fMJV7 7- 
;10 -T5^V [1, 2 -a] t°^> ? >- 3 — f)Vl -JV-y^D^DtVM? 

'HNMR (400MHz, CDC1 3 ) 5 -0.04-0.06 fa, 2H) , 0.27-0.38 On, 2H), 0.71-0.82 
On, 1H) , 0. 90 (t, 7 = 7. 5 Hz, 3H) , 1. 39 (ddq, 7 = 7. 5, 7. 5, 7. 5 Hz, 2H) , 
2.59 (s, 3H), 2.93-3.01 On, 2H), 3.17 (dd, 7=7.5, 7. 5 Hz, 2H), 3.83 (s. 
3H) , 7. 06 (d, 7=1.8 Hz, 1H) , 7. 08 (dd, 7=1.8, 8. 1 Hz. 1H) , 7. 64 (d, 
7 = 8. 1 Hz, 1H) , 7. 92 (d. 7 = 4. 4 Hz. 1H) . 8. 05 (d, 7 = 4. 4 Hz, 1H) . 

mmm 224 

iV-y^n7°ntVM^-N- [8- (2, 4-y^h^y7x-;W -2 
- (^?;w^7 7-;w 5 7^7 [1, 2 -a] tf^S?>- 3 — f;i/] -TV 
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'HNMR (400MHz, CDC1 3 ) 6 -0.03-0.04 (m, 2H) , 0.29-0.36 (m, 2H) , 0.71-0.82 
(m, 1H) , 0. 89 (t, / = 7. 3 Hz, 3H) , 1. 39 (dda, / = 7. 3, 7. 3, 7. 3 Hz, 2H) , 
2.60 (s, 3H), 2.93-2.99 (m, 2H) , 3.17 (dd, 7=7.3, 7. 3 Hz, 2H), 3.83 (s, 
3H), 3.88 (s, 3H), 6.62 (s, 1H) , 6.63 (d, / = 8. 8 Hz, 1H) , 7.71 (d, / = 
8.8 Hz, 1H), 7.91 (d, / = 4. 6 Hz, 1H) , 8.01 (d, / = 4. 6 Hz, 1H) . 

mmm 225 

4- [3- [ (y^nynHj^^V) (^ntf;V) 757] -2- 
TsJVyy-JV) -f^^V [1, 2 -a] fc:^>- 8 — t )V\ -3-*^;W* 

'HNMR (400MHz, CDC1 3 ) 5 -0.05-0.02 On, 2H) , 0.27-0.34 (m, 2H) , 0.72-0.83 
(m, 1H), 0.91 (t, 7=7. 3 Hz, 3H) , 1.40 (ddq, 7=7.3, 7.3, 7. 3 Hz, 2H) , 
2.41 (s, 3H), 2.59 (s, 3H) , 2.95-3.00 (m, 2H) , 3.18 (dd, 7=7.3, 7. 3 Hz, 
2H). 7.61 (d, 7=7. 9 Hz, 1H) . 7.63 (s, 1H) , 7.82 (d, 7=7. 9 Hz, 1H) , 7.94 
(d, 7 = 4. 6 Hz, 1H) , 8. 1 1 (d, 7 = 4. 4 Hz, 1H) . 

mmm 22 & 

N- [8- (2-^DD-4-^h+y7xZJV) -2- (^^Jl/7JV7 7- 

)V) -fs^v [i, 2 -a] tf^v ? >-3--r;i/] — n— (i -x^;i/^"nt? 
;i>) 

'HNMR (400MHz, CDC1 3 ) 5 0.99-1.06 (ra, 6H) , 1.44-1.64 (m, 4H) , 2.54 (s, 
3H), 3.00-3.10 (m, 1H) , 3.13 (br s, 1H) , 3.87 (s. 3H) , 6.94 (dd, 7=2.6, 
8. 6 Hz, 1H) , 7. 07 (d, 7 = 2. 6 Hz, 1H) , 7. 67 (d, 7 = 8. 6 Hz, 1H) , 7. 86 (d, 
7 = 4. 6 Hz, 1H) , 7. 92 (d, 7 = 4. 6 Hz, 1H) . 

mnm 221 

N- (1 -JL^)Vy°U\i)V) -N- [8- (2-;<h^>-4, 6 -z? 
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7x-Jl/) -2- (^^VX;V7 7^iW -f^V [1, 2 -a] t°^> ? >- 
3— OKI T$> 

'HNMR (400MHz, CDC1 3 ) 5 0.95-1.07 (m, 6H) , 1.44-1.63 (m, 4H) , 2.03 (s, 
3H), 2. 37 (s, 3H), 2.47 (s, 3H) , 3.00-3.10 (m, 1H) , 3.13 (br s, 1H) , 3.68 
(s, 3H), 6.68 (s, 1H), 6.74 (s, 1H) , 7.84 (d, 7 = 4. 6 Hz, 1H) , 7.91 (d, 
/ = 4. 6 Hz, 1H) . 

mmm 22 s 

N-isZazfutZJlX^JV-N- [8- 1, 3-^>V^=¥ 

— nV) -2- (^^K^7 7-iW -f^;?V [l, 2 -a] t° 

'HNMR (400MHz, CDC1 3 ) 6 -0.05-0.02 On. 2H) , 0.27-0.34 (m, 2H), 0.72-0.83 
(m, 1H) , 0. 90 (t, / = 7. 3 Hz, 3H) , 1. 40 (ddg, 7 = 7. 3, 7. 3, 7. 3 Hz, 2H) , 
2.24 (s, 3H), 2.62 (s, 3H), 2.95-3.00 (m, 2H), 3.18 (dd, 7=7.3, 7. 3 Hz, 
2H), 6.03 (s, 2H), 6.80 (d, / = 8. 1 Hz, 1H) , 7.32 (d, 7= 8. 1 Hz, 1H) , 7. 89 
(d, / = 4. 6 Hz, 1H) , 8. 04 (d, / = 4. 6 Hz, 1H) . 
MMM 2 2 9 

N-iy^W^U\^)V^^)V-N- [8- (5 -*=?)V-2, 3-y/HFn- 
1. 4 -^>y> ? ^-^->>- 6 — OV) - 2- (^fK^7 7-JW -f 5^ 

V li, 2-a] ti^> ? >-3 — r;w -7V-yPH;l-T^ > 

'HNMR (400MHz, CDC1 3 ) <5 -0.05-0.02 (m, 2H), 0.27-0.34 (m, 2H), 0.72-0.83 
(m, 1H) , 0. 90 (t, / = 7. 5 Hz, 3H) , 1. 40 (ddd, / = 7. 5, 7. 5, 7. 5 Hz, 2H) , 
2.18 (s, 3H), 2.61 (s, 3H) , 2.95-3.00 (m, 2H), 3.17 (dd, 7=7.5, 7. 5 Hz, 
2H), 4.32 (br s, 4H) , 6.84 (d, 7 = 8. 4 Hz, 1H) , 7.21 (d, 7 = 8. 4 Hz, 1H) , 
7. 89 (d, 7 = 4. 4 Hz. 1H) , 8. 04 (d, 7 = 4. 4 Hz, 1H) . 

mmm 230 
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N-^^uy°u\i)V^^-)V- N- [8- [2-p<h^>-4- (hU7Mn 
7x-JV] -2- (^^M;i/7 7-JW -f^^V* [1, 2 -a] tf 

'HNMR (400MHz, CDC1 3 ) 6 -0.02-0.02 (m, 2H), 0.30-0.34 (m, 2H) , 0.72-0.84 
(m, 1H), 0.91 (t, 7-7. 6 Hz, 3H) , 1.34-1.44 (m, 2H) , 2.59 (s, 3H) , 2.98 
(m, 1H), 3.18 (t, 7 = 7. 6 Hz, 2H) , 3.88 (s, 3H) , 7.27 (s, 1H) , 7.36 (d, 
7 = 8. 0 Hz, 1H) , 7. 79 (d, 7 = 8. 0 Hz, 1H) , 7. 94 (d, 7 = 4. 8 Hz, 1H) , 8. 08 
(d, 7 = 4. 8 Hz, 1H) . 

mmm 231 

77, N--J^?U7°u¥)V*^)l>-N- [8- [2-^h4^>-4- (hV7 
)V3ru*?-)V) 7x"JH -2- (^)V7s)Vyy-)V) -f^V [1, 2- 

ai My-jy- 3 — r;i/] 

'HNMR (400MHz, CDC1 3 ) <5 -0.00-0.02 (m, 4H) , 0.26-0.32 (m, 4H) , 0.70-0.80 
(m, 2H), 2.57 (s, 3), 3.01 (d, 7 - 7. 2 Hz, 4H) , 3.84 (s, 3H) , 7.24 (s, 1H) , 
7. 33 (d, 7 - 8. 0 Hz, 1H) , 7. 77 (d, 7 = 8. 0 Hz, 1H) , 7. 92 (d, 7 = 4. 4 Hz, 
1H), 8. 13 (d, 7 = 4. 4 Hz, 1H) . 

2 3 2 

77, N--Jy^uy°U\±)V^^)V- N- [8- [4-^b^->-2- (h>J^ 
Mo/^JW 7iZjH -2- (*^)V7s)l7 7-)V) -fS^V [1, 2- 

a] tf^>- 3— r;w 75 > 

'HNMR (400MHz, CDC1 3 ) 5 -0.04-0.04 (m, 4H) , 0.24-0.34 (m, 4H) , 0.74-0.84 

On, 2H), 2.57 (s, 3H), 0.36 (d, 7 - 6. 8 Hz, 4H) , 3.93 (s, 3H) , 7.18 (dd, 

7 = 2. 4, 8. 8 Hz, 1H) , 7. 33 (d, 7 = 2. 4 Hz, 1H) , 7. 72 (d, 7 - 8. 8 Hz, 1H) , 

7.91 (d, 7-4. 4 Hz, 1H) , 8.16 (d, 7 - 4. 8 Hz, 1H) . 

mmm 233 
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N, N--Jiy^U^U\±)V^)V-N- [8- (2, 4-^ h=lr'>7i-;W 

-2- -f^V [i, 2 -a] t?75?>-3— r;w 

'HNMR (400MHz, CDC1 3 ) <5 -0.04-0.04 (m, 4H), 0.24-0.34 (m, 4H), 0.68-0.80 
fa, 2HJ.2. 59 (s, 3H) , 3.01 (d. / - 7. 2 Hz, 4H) , 3.79 (s, 3H) , 3.85 (s, 3H) , 
6.59 (s, 1H), 6.61 (dd, 7 = 2.0, 8.0 Hz, 1H), 7.71 (dd, 7 = 2.0, 7. 6 Hz, 
1H) , 7. 89 (d, 7 = 4. 4 Hz, 1H) , 8. 06 (d, 7 = 4. 4 Hz, 1H) . 
H»J 2 3 4 

TV- [8- (4 -^DD- 2 h + '>7iZ;W -2- 

;]/) -r^v [i, 2 -a] t°^> ? >-3 — r;W -n. /v-^s^nyntf 

'HNMR (400MHz, CDC1 3 ) 5 -0.04-0.06 (m, 4H) , 0.24-0.36 (m, 4H) , 0.68-0.80 
(m, 2H), 2.57 (s, 3H), 3.01 (d, 7 = 6. 8 Hz, 4H) , 3.80 (s, 3H) , 7.03 (s, 
1H) , 7. 06 (d, 7 = 8. 0 Hz, 1H) , 7. 63 (d, 7 = 8. 0 Hz, 1H) , 7. 90 (d, 7 = 4. 4 
Hz, 1H) , 8. 1 1 (d, 7 = 4. 4 Hz, 1H) . 
mMm 2 3 5 

N, N-Vi/9U~7°U¥)V^)V-N- [8- ( 4 - ;* h3r>-- 2 - *^)l7 

-2- Cpwuxji^t— ;io -f^V [i, 2 -a] b°^> ? >-3 

'HNMR (400MHz, CDC1 3 ) <5 -0.04-0.04 (m, 4H) , 0.22-0.32 (m. 4H) , 0.70-0.82 
(m, 2H) , 2. 36 (s, 3H) , 2. 60 (s. 3H) , 3. 02 (d, 7 = 6. 8 Hz, 4H) , 3. 85 (s, 
3H), 6.82-6.86 (m, 2H) , 7.71 (d, 7 = 9. 2 Hz, 1H) , 7.89 (d, 7 =4. 4 Hz, 1H) , 
8. 10 (d, 7 = 4. 4 Hz, 1H) . 
mfoffl 2 3 6 

N, N-iSz/ZnzfntlJl^T-Jl-N- [8- (2 h^rzy-A-^)Vy 
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x~;l/) -2- (^5=-K^7 7-JW [1, 2 -a] t!^> ? >-3 

— r;n t$> 

'HNMR (400MHz, CDC1 3 ) (5 -0.04-0.04 (m, 4H) , 0.24-0.32 (m, 4H), 0.68-0.80 
(m, 2H), 2.41 (s, 3H) , 2.57 (s, 3H), 3.00 (d, / = 6. 8 Hz, 4H), 3.79 (s, 
3H), 6.85 (s, 1H), 6.88 (d, / = 7. 6 Hz. 1H) , 7.58 (d, / - 7. 6 Hz, 1H), 7.90 
(d, / = 4. 4 Hz, 1H) , 8. 07 (d, / = 4. 4 Hz, 1H) . 

mmm 237 

N- [8- [2-^no-4- (hU7Jl/tn/h^y) -2- 

^7Ji/7 7- ;u) -r^yy [1, 2-ai tf^^>-3 — r;w -at, n- 

'HNMR (400MHz, CDC1 3 ) <5 -0.04-0.04 (m, 4H) , 0.22-0.34 (m, 4H) , 0.70-0.82 
(hi, 2H) , 2. 59 (s, 3H) , 3. 03 (d, / = 6. 8 Hz, 4H) , 7. 27 (d, / = 7. 6 Hz, 1H) , 
7.41 (s, 1H), 7.78 (d, / - 7. 6 Hz, 1H) , 7.94 (d, / = 4. 4 Hz, 1H), 8.18 (d, 
/ = 4. 4 Hz, 1H) . 

mmm 2 3 8 

N, N-z?zst7W7u}£)),*^)V-N- [8- (2, 4-y^DD7xZJW 

-2- (^^;vx;P77 T -;i/) -fi^V [1, 2 -a] tf^> ? >-3 — r;H 

■HNMR (400MHz, CDC1 3 ) 5 -0.04-0.04 (m, 4H) , 0.24-0.32 (m, 4H), 0.72-0.80 
(in, 2H) . 2. 59 (s, 3H) , 3. 03 (d, / = 6. 8 Hz, 4H) , 7. 38 (dd, / = 2. 0, 8. 4 
Hz, 1H) , 7. 54 (d, / = 2. 0 Hz, 1H) , 7. 69 (d, / - 8. 4 Hz, 1H) , 7. 93 (d, / 
= 4.4 Hz, 1H), 8. 17 (d, / = 4. 4 Hz, 1H) . 
mMM 2 3 9 

N- [8- (2-7nt-4-/h + y7x-JP) -2- {^^)V^)Vy r~ 
)V) -f^V [1, 2 -a] k°^> ? >- 3 — N, N-Vis2W?U\i 
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'H NMR (400MHz, CDC1 3 ) 6 -0.04-0.04 (m, 4H) , 0.26-0.30 (m, 4H) , 0.70-0.80 
(m. 2H), 2.51 (s, 3H) , 3.03 (d, / = 6. 8 Hz, 4H) , 3.86 (s, 3H), 6.98 (dd, 
/ = 2. 4, 8. 8 Hz, 1H) , 7. 25 (d, 7 = 2. 4 Hz, 1H) , 7. 66 (d, 7 = 8. 4 Hz, 1H) , 

7. 92 (d, / = 4. 4 Hz, 1H) , 8. 15 (d, / = 4. 8 Hz, 1H). 
MMM 2 4 0 

2- [ [8- (2-^nn-4-^^'>7x-;W -2- (^?KJV7 7 
-f$W [1, 2 -a] t!^>-3— OKI (y^o^ut'JM^JW 
7S;] - 1 -JL$> J—)\> 

'H NMR (400MHz, CDC1 3 ) 5 -0.03-0.05 (m, 2H) , 0.33-0.41 (m, 2H), 0.78-0.88 
(m, 1H), 2.18 (t, 7=5. 3 Hz, 1H) , 2.62 (s, 3H) , 3.03-3.08 (m, 2H) , 3.43 
(t, 7=5. 3 Hz, 2H), 3.59 (dt, 7=5.3, 5. 3 Hz, 2H) , 3.88 (s, 3H) , 6.95 
(dd, 7=2. 6, 8. 6 Hz, 1H) , 7.08 (d, 7 = 2. 6 Hz, 1H) , 7.69 (d, 7 = 8. 6 Hz, 
1H), 7.96 (d, 7= 4. 6 Hz, 1H), 8.04 (d, 7 = 4. 6 Hz, 1H) . 
MffiM 2 4 1 

N- [8- (2-^DD-4-^ b^i^y^-Jl) -2- (^fK^7 7- 

;K> -f ^ [i, 2 -a] t!^5»-3 — r;K) -7v-5/^P^;i/^^;v 

- TV- zs 9 n y n t°;i/ 3^1/ X 5 > 

'H NMR (400MHz, CDC1 3 ) 6 -0.04-0.04 (m, 2H) , 0.26-0.36 (m, 2H) , 0.72-0.82 
(m, 1H), 1.64-1.94 (m, 6H) , 2.24-2.34 (m, 1H) , 2.63 (s, 3H) , 2.98 (d, 7 

- 7. 2 Hz, 2H) , 3. 24 (d, 7 = 7. 0 Hz, 2H) , 3. 89 (s, 3H) . 6. 96 (dd, 7 = 2. 8, 

8. 8 Hz, 1H) , 7. 10 (d, 7 = 2. 8 Hz, 1H) , 7. 72 (d, 7 = 8. 4 Hz, 1H) , 7. 94 (d, 
7 = 4. 4 Hz, 1H) , 8. 06 (d, 7 = 4. 4 Hz, 1H) . 

nmm 242 



162 



WO 02/062800 



PCT/JP02/01098 



- (hV7)V3rU*^)V) 7x-JH -f $ [1, 2- a] t°^>-3- 

'HNMR (400MHz, CDC1 3 ) d -0.04-0.02 (m, 4H) , 0.28-0.34 (m, 2H) , 0.70-0.82 
On, 1H), 1.26 (t, 7=7. 6 Hz, 3H), 2.76 (a, / = 7. 6 Hz, 2H), 2.98 (d, / 

- 7. 2 Hz, 4H) , 3. 81 (s, 3H) , 7. 22 (d, / = 2. 0 Hz, 1H) , 7. 32 (dd, / = 2. 0, 
8.4 Hz, 1H), 7.71 (d, / = 7. 6 Hz, 1H), 7.88 (d, J = 4. 4 Hz, 1H) , 8.12 (d, 
/ - 4. 4 Hz, 1H) . 

mmm 243 

N3, N3-z?z/t7a7°Uli)l>*^)l-8- [6- (^^l/JS/) -4- 

^=F;i/-3-t!U^;i/] - 2- (^fM;i/7 7-;W -f=-^V [1, 2 -a] 

tf^> ? >- 3-75> 

'HNMR (400MHz, CDC1 3 ) 6 -0. 04-0.04 (m, 4H) , 0.24-0.32 (m, 4H) , 0.72-0.82 
(m. 2H), 2.40 (s, 3H) , 2.62 (s, 3H) , 3.01 (d, / = 7. 2 Hz, 4H), 3.13 (s, 
6H) , 6. 43 (s, 1H) , 7. 86 (d, J = 4. 4 Hz, 1H) , 8. 05 (d, / = 4. 4 Hz, 1H) , 8. 70 
(s, 1H). 
mMM 2 4 4 

N— [8- (2-^Dn-4-^h^y7i-jl/) -2- (^^KJl/7 7- 

;v) -f^V [i, 2- a] t°^> ? >- 3 —r ;v] -iv-v^nynt:;^^ 
;i^-at- [3- (^^HJl/77^) yntf;H T^> 

'HNMR (400MHz, CDC1 3 ) 6 -0.02-0.02 (m, 4H) , 0.28-0.36 (m, 2H) , 0.76- 
0.86 (m, 1H), 1.66-2.74 (m, 2H) , 2.06 (s, 3H) , 2.55 (t, / - 7. 2 Hz, 2H) , 2.63 
(s, 3H) , 2. 99 (d, / = 7. 2 Hz, 2H) , 3. 37 (t, / = 7. 0 Hz, 2H) , 3. 89 (s, 3H) , 
6. 96 (dd, / = 2. 4, 8. 8 Hz, 1H) , 7. 09 (d, J = 2. 4 Hz, 1H) , 7. 72 (d, / - 8. 8 
Hz, 1H) , 7. 96 (d, / - 4. 8 Hz, 1H) , 8. 06 (d, / = 4. 4 Hz, 1H) . 
MS (ESI) m/z 426 MH+ 
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2 4 5 

N- [8- (2-i7UD-4-^ h^y7x"JW -2- (^Jl/^? 7 ~ 
-f^V [1, 2 -a] t:^> ? >- 3 -JV-y^n7°Pk°;Mf 
;l/-iV-^h^t F o - 2 H- 4 — h: 5 > 

'HNMR (400MHz, CDC1 3 ) 6 -0.09-0.07 (m, 2H) , 0.17-0.33 On. 2H), 0.60-0.71 
(m, 1H) , 1.49-1.63 (m, 4H), 2.62 (s, 3H) , 3.00-3.09 (m, 2H), 3.32-3.46 (m, 
4H) , 3. 88 (s, 3H) , 3. 87-4. 03 (m, 1H) , 6. 95 (dd, / = 2. 6, 8. 6 Hz, 1H) , 7. 08 
(d, 7=2. 6 Hz, 1H), 7.71 (d, / = 8. 6 Hz, 1H) , 7.94 (d, / = 4. 6 Hz, 1H) , 
8. 08 (d, / = 4. 6 Hz, 1H) . 
MM&l 2 4 6 

1- [ [8- (2-^nn-4-^h^>7xrjV) -2- (^^7^7 7 
-rS^y [1, 2 -a] t:^> ? >- 3 — f;H (y^D7°ntfJM^) 
71 - 2 --7°n/W-;i/ 

'HNMR (400MHz, CDC1 3 ) <5 -0.03-0.05 (m, 2H), 0.34-0.42 (m, 2H), 0.78-0.88 
(m, 1H), 1.16 (d, 7=6. 2 Hz, 3H) , 2.62 (s, 3H) , 2.92 (dd, 7=9.7, 13.8 
Hz, 1H), 2.97-3.13 (m, 2H) , 3.50 (dd, 7=3.4, 13. 8 Hz, 1H) , 3.73 (dda, 
7 = 3. 4, 9. 7, 6. 2 Hz, 1H) , 3. 88 (s. 3H) , 6. 95 (dd, 7 = 2. 6, 8. 6 Hz. 1H) , 
7. 08 (d, 7 = 2. 6 Hz, 1H) , 7. 69 (d, 7 = 8. 6 Hz, 1H) , 7. 96 (d, 7 = 4. 6 Hz, 
1H), 8.01 (d, 7= 4. 6 Hz, 1H) . 

mmm 247 

1- [ [8- [2-7UD-4- (hU7Mo^h+7) 7xZJW -2- 

(^m;v7 7-;W -rs^v [i, 2 -a] t°^v>>- 3 — r;w (>-^ 
P7 , nww5 1 ;w 757] -2-y°uAy-)i 

'HNMR (400MHz, CDC1 3 ) 5 -0.05-0.07 (m. 2H) , 0.32-0.44 (m, 2H) , 0.78-0.90 
(m, 1H), 1.17 (d, 7=6. 2 Hz, 3H) , 2.62 (s, 3H) , 2.93 (dd, 7=9.9, 13.0 
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Hz, 1H), 2.97-3.04 (m, 1H) , 3.06-3.13 (m, 1H) , 3.50 (dd, 7=3.6, 13. 0 Hz, 
1H), 3.74 (dda, 7=3.6, 9.9, 6. 2 Hz, 1H), 7.28 (dd, 7=2.6, 8. 4 Hz, 1H) , 
7. 43 (d, 7 = 2. 6 Hz, 1H) . 7. 77 (d, 7 = 8. 4 Hz, 1H) , 7. 98 (d, 7 = 4. 6 Hz, 
1H) , 8. 07 (d, 7 = 4. 6 Hz, 1H) . 

mMM 2 4 8 

N- [8 - [2-^Pn-4- (hU7MD^h^y) 7oc";l/] - 2 - 
^frWlT—M -T=:^V [1, 2 -a] t°^> ? >- 3 —r;U] -TV- 5/^7 
o:7°nh°;M5P;i/- iV-^r h7t Ho- 2 77-4-k°5>-;l/T5 > 

'HNMR (400MHz, CDC1 3 ) <5 -0.08-0.05 (m, 2H), 0.17-0.32 Cm. 2H), 0.61-0.71 
(m, 1H), 1.45-1.61 (m, 4H) , 2.62 (s, 3H), 3.02-3.08 Cm, 2H) , 3.33-3.46 (m, 
4H) , 3. 89-4. 03 Cm, 1H) , 7. 28 (d, 7 = 8. 6 Hz, 1H) , 7. 43 (s, 1H) , 7. 80 (d, 
7=8. 6 Hz, 1H), 7.96 (d, 7 = 4. 6 Hz, 1H) , 8.13 (d, 7 = 4. 6 Hz, 1H) . 
2 4 9 

7V3, NZ-Visi? W?U\f.)V 8 - [6- -2, 

4-i?*^)V- 3 -HUv^Kl - 2- ;v) -f^^v" [i, 

2 - a] k°^> ? >- 3 -7$> 

'HNMR (400MHz, CDC la) 6 -0.06-0.03 (m. 4H) , 0.23-0.32 (m, 4H) , 0.74-0.86 
Cm, 2H), 2.05 (s, 3H), 2.18 (s, 3H) , 2.55 (s, 3H) , 3.02-3.08 (m, 4H) , 3.12 
(s. 6H), 6.30 (s, 1H), 7.91 (d, 7 = 4. 6 Hz, 1H) , 8.13 (d, 7 = 4. 6 Hz, 1H) . 
2 5 0 

2- [ [8- [2-^nn-4- (K'j7MD7h + y) 7x"JH -2- 
(/WJ1/7 7-JW -f5^7 [1, 2 -a] tf^v*>- 3 — OH (~>£ 

□ ^Dt°;i/^^;w t^7] T-tihyaH 

'HNMR (400MHz, CDC1 3 ) 5 -0.04-0.04 (m, 2H), 0.34-0.46 Cm. 2H) , 0.80-0.90 
Cm. 2H), 2.58 (s, 3H) , 3.04 (d, 7 - 7. 2 Hz, 2H) , 3.92 (s, 2H) , 5.54 (br 
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s, 1H), 7.00 (br s, 1H), 7.26 (s, 1H) , 7.41 (s, 1H) , 7.72 (d, / - 8. 4 Hz, 
1H), 7.99 (d, 7=4.4 Hz, 1H), 8.03 (d, 7 = 4. 4 Hz, 1H). 

mmm 2 5 1 

N- [8- [2-^nn-4- (h'j7Mo^ b^Fz/) y^-)V] -2- (p< 
^)V7s)VyT^-)V) -CS-^V [1, 2- a] tf^5»- 3 — TJV] -AT- (1 

'H NMR (400MHz, CDC1 3 ) <5 -0.10-0.78 (m, 10H), 1.10-1.25 (m, 3H) , 
2.52-2.58 (m, 1H) , 2.60 (s, 3H) , 3.04-3.10 (m, 1H) , 3.22-3.28 (m, 1H) , 7.28 
(dd, / - 2. 4, 8. 4 Hz, 1H) , 7. 42 (d, / - 2. 4 Hz, 2H) , 7. 80 (d, / - 8. 4 Hz, 
1H) , 7. 94 (d, 7 = 4. 4 Hz, 1H) , 8. 23 (d, 7 = 4. 4 Hz, 1H) . 
MS (ESI) m/z 497 MH+ 
2 5 2 

N- [8- (4 -^Dt- 2 h^>:7rc-;K> -2- 5P;i/x;i/:7 7- — 
-f5^V [1, 2- a] tf^>- 3 — f )V\ - N, JV-yy^D7°nt: 

'H NMR (400MHz, CDC1 3 ) 5 -0.01-0.08 (m, 4H) , 0.27-0.36 (m, 4H) , 0.71-0.82 
(m, 2H), 2.60 (s, 3H), 2.99-3.07 (m, 4H) , 3.83 (s, 3H), 7.21 (d, 7 = 1. 8 
Hz, 1H) , 7. 24 (dd, J = 1. 8, 8. 1 Hz, 1H) , 7. 60 (d, / - 8. 1 Hz, 1H) , 7. 93 
(d, 7=4. 4 Hz, 1H), 8.13 (d, / = 4. 4 Hz. 1H). 
MMM 2 5 3 

N2- [8- [2-^7DP-4- (hU7Mn/h + y) 7x"M -2- 
(pWl-XJl^T-Jl') -fS^V [1, 2 -a] h°^> ? >-3 — OKI -7V2 
-y^D7'Dt°JW^- 2-7^7$ F 
jf 

'H NMR (400MHz, CDC1 3 ) 6 0.00-0.52 (m, 4H) , 0.96-1.08 (in, 2H) , 2.48 (s, 
3H), 3.45 (dd, 7-7.2, 13. 6 Hz, 1H) , 4.10 (dd, 7 = 7.2, 13. 6 Hz, 1H) , 6.25 
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(s, 1H), 6.33 (s. 1H), 7.14 (s, 1H), 7.29 (d, / = 8. 8 Hz, 1H), 7.79 (d, 
/ = 8. 8 Hz, 1H) , 7. 89 (d, J =4.4 Hz, 1H) , 8. 01 (d, J = 4. 4 Hz, 1H) . 

mmm 254 

N- [8 - [2-^DD-4- (hU7MD^h^y) 7 - 2 - 

?;i/XJP7 7^) -T5^V [1, 2 -a] t°^> ? >-3 — f^] -N-=y? 

'HNMR (400MHz, CDC1 3 ) <5 -0.02-0.04 to, 2H) , 0.26-0.32 to, 2H), 0.72-0.80 
(m, 1H) , 2. 59 (s, 3H) , 3. 06 (d, / - 7. 2 Hz, 2H) , 4. 30 (s, 2H) , 6. 07 (s, 
1H), 6.20 (s, 2H), 7.20-7.26 On. 1H), 7.29 (s, 1H) , 7.40 (s, 1H), 7.75 (d, 
/ = 8. 8 Hz, 1H) , 7. 88 (d, / = 4. 4 Hz, 1H) , 8. 03 (d, / = 4. 4 Hz, 1H) . 

mmm 255 

N- (2-7*DtX5 : JW -N- [8- [2 -^Pn- 4 - (h'j7MD^ 
H^rv-) 7x'Jl/] - 2- (^^MJI/7 7^W -f^^V [1, 2 -a] t° 

'HNMR (400MHz. CDC1 3 ) <5 -0.04-0.04 On. 2H) , 0.30-0.36 (m, 2H) , 1.78-1.86 
to. 1H), 2.61 (s, 3H), 3.03 (d, / - 7. 2 Hz, 2H), 3.37 (t, /-6.0 Hz, 2H) , 
3. 64 (t, / = 6. 0 Hz, 2H) , 7. 28 (dd, / = 2. 4, 8. 4 Hz, 1H) , 7. 43 (d, / = 2. 4 
Hz, 1H) , 7. 78 (d, / = 8. 4 Hz, 1H) , 7. 98 (d, / = 4. 4 Hz, 1H) , 8. 27 (d, / 
- 4. 4 Hz, 1H) . 

mmm 256 

N- [8- [2 4 - (hU7Mn^h + y) 7i^;W -2- (;* 

^7^7 7^) -f5^V [1, 2 -a] t°^>- 3 --f -N-isZ 
D7Dh°JM^-iV- (2-^h7kFn-l/f-l-tii=K^x^;i/) 7 
5 > 

'HNMR (400MHz, CDC1 3 ) <5 -0.02-0.04 (m, 2H) , 0.30-0.36 On, 2H) , 1.76-1.82 
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(m, 1H), 1.66-1.74 (m, 4H), 2.38-2.48 (m, 4H), 2.51 (t, 7 = 7. 2 Hz, 2H) , 
2.61 (s, 3H), 3.03 (q, / = 6. 8 Hz, 2H) , 3.39 (t, 7=7.2 Hz, 2H) , 7.24-7.30 
(m, 1H) , 7. 43 (s, 1H) , 7. 79 (d, 7 = 8. 4 Hz, 1H) , 7. 94 (d, J = 4. 4 Hz, 1H) , 
8. 20 (d, 7 = 4. 4 Hz, 1H) . 
Mffiiffl 2 5 7 

n- [8 - [2-^nn-4- (h'J7;^n^h^y) 7x~;H - 2 - 

-fS^V [1, 2 -a] tf^> ? >-3— - r;H -N-l/2 
n7"nfJW^-iV- (2-Wjyxf;W 

'HNMR (400MHz, CDC1 3 ) 5 -0.04-0.04 (m, 2H) , 0.28-0.34 On. 2H) , 0.72-0.82 
(m, 1H), 2.28 (br s, 4H), 2.38 (t, / = 6. 4 Hz, 2H) , 2.60 (s, 3H), 3.01 (d, 
7 = 7. 2 Hz, 2H) , 3. 36 (br s, 2H) , 3. 47 (t, / = 4. 4 Hz, 4H) , 7. 27 (dd, / 
- 2. 4, 8. 4 Hz, 1H) , 7. 43 (d, 7 = 2. 4 Hz, 2H) , 7. 77 (d, 7 = 8. 4 Hz, 1H) , 7. 95 
(d, 7 =4. 4 Hz, 1H), 8.19 (d, 7 = 4. 4 Hz, 1H) . 

mmn 25s 

/V- [8 - [2-^00-4- (hU7Ma^h^» 7i-JH -2- (j* 

;w -rs^v [1, 2 -a] tf^^>-3 — r;W -iv-->^ 

DT'ntiJWfJV-JV- [2- (1 77- 1 -tr^/-f;i/) X5F;W] 75> 

'HNMR (400MHz, CDC1 3 ) <5 -0.02-0.04 (m, 2H) , 0.32-0.38 (m, 2H) , 0.72-0.82 
(m, 1H), 2.68 (s, 3H) , 3.00 (d, 7 = 6. 8 Hz, 2H) , 3.82 (t, 7 = 6. 0 Hz, 2H) , 
4.26 (t, 7 = 6. 0 Hz, 2H) , 6.29 (dd, 7 = 1.6, 1. 6 Hz, 1H) , 7.30-7.34 (m, 
2H) , 7. 48 (d, 7 = 1. 6 Hz, 1H) , 7. 59 (d, 7 = 1. 6 Hz, 1H) , 7. 65 (d, 7 = 4. 4 
Hz, 1H), 7.82 (d, 7 = 8. 4 Hz, 1H) , 7.91 (d, 7 = 4. 4 Hz, 1H) . 
2 5 9 

N- [8- [2-^nn-4- (b ] J7)l^-n* b^-» 7i-Jl] - 2- (* 
fJVXiP7 7-JW -f=^V [1, 2 -a] tf^>>>-3 — r;H -N-zsZ 
UZ/U\i)V^)]/-N- [2- (177-1 — f5 7VHJl) X^;W Y^> 
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'HNMR (400MHz, CDC1 3 ) 5 -0.04-0.04 (m, 2H) , 0.32-0.40 (m, 2H) , 0.72-0.82 
(m, 1H), 2.67 (s, 3H), 2.99 (d. / = 6. 8 Hz, 2H) , 3.70 (t, / = 6. 0 Hz, 2H) , 
4.05 (t, 7 = 6.0 Hz, 2H), 6.88 (s, 1H) , 7.11 (s, 1H) , 7.30-7.34 (m, 1H) , 
7. 46 (d, 7 = 2. 0 Hz, 1H) , 7. 45 (s, 1H) , 7. 59 (d, 7 = 4. 4 Hz, 1H) , 7. 80 (d, 
7 = 8. 4 Hz, 1H) , 7. 94 (d, 7 = 4. 4 Hz, 1H) . 
2 6 0 

N3, N3-z?z/#u7u\f)V* : ?')V-8- [4- (y/^V75/) -2- 
^h=!ry7x^H -2- (^^;V7 7^W [1, 2 - a] fc° 

7 5?>- 3 -75 > 

'HNMR (400MHz, CDC1 3 ) <5 0.00-0.07 (m, 4H) , 0.28-0.35 (m, 4H), 0.71- 

0. 82 On. 2H) , 2. 62 (s, 3H) , 2. 98-3. 05 Cm. 4H) , 3. 05 (s, 6H) , 3. 86 (s, 3H), 

6. 36 (d, 7 = 2. 4 Hz, 1H) , 6. 44 (dd, 7 = 2. 4, 8. 6 Hz, 1H) , 7. 76 (d, 7 = 8. 6 

Hz, 1H) , 7. 89 (d, 7 = 4. 6 Hz, 1H) , 8. 03 (d, 7 = 4. 6 Hz, 1H) . 

mmm 2 6 1 

N- [8- (2-^/DD-4-^h*y7x-JW -2- (*f)V7>)V7 4 x 
)V) >C$^V [1, 2-a] t°^^>- 3 — r;i/] -iV-y^O^ntiJ^? 

JV- [8- (2-^OD-4-^h + y7x-JW -2- (^?HJV7 7 
-f^V [i, 2-a] t°^> ? >- 3 -N-y^n7°o^ 
^Jl/-/V-7°n fc:Jl/7$ > (16 6mg) *^DO^> (2mL) fcui- 
^ODoi^m^ (14 8mg) S^ilTJnA, 2 0W^l/t 
± h 'J ^ATKiSftii^SETK*^- h U ^AtK^^JoA. Sl^x^jKefc&fcBU 

iETiibfe. #e»nfc»y'j*^7A^o-7h^77^- mm 

jl^JI: n--\^-y->=l : 3) HT^ifit, «SEfl^ft (2 lmg) £ 
'HNMR (400MHz, CDC1 3 ) 5 -0.02-0.07 Cm. 2H) , 0.31-0.42 Cm, 2H) , 0.76-0.97 
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Cm, 4H), 1.42-1.54 (m. 2H) , 3.02-3.12 Cm, 2H) , 3.04 (s, 3H) , 3.22-3.36 (m, 
2H) , 3. 89 (s, 3H) , 6. 95 (dd, / = 2. 6, 8. 8 Hz, IE) , 7. 09 (d, / = 2. 6 Hz, 
1H), 7.71 (d, 7=8.8 Hz, 1H), 8.03 (d, 7=4. 6 Hz, 1H). 8.16 (d, 7=4.6 
Hz, 1H). 

mmm 2 & 2 

N- [8- (2-^OD-4-/h + y7x-Jk) -2- ( 7. )V~7 *~ 

)V> -f^V [l, 2 -a] tf^>>>-3 — r;W -iv-~>^n:7 0 n t:;^^3 : - 
;^-iv-:?*□t:;^75> 

_hfE©^»!j2 6 1 ^ViT^bfejg^tLT, y'J*^7A^o 
7h^77^f- (BfcHx^: J7-^\^>=1 : 3) teT#ln#»»U 8(gB 
it^m (1 3 Omg) SgiSffii^ibTifc. 

■HNMR (400MHz, CDC1 3 ) 5 -0.03-0.04 (m, 2H) , 0.27-0.34 fan. 2H), 0.72-0.83 
(m, 1H), 3.07-3.12 (i, 2H), 3.27 (dd, 7=7.3, 7. 3 Hz, 2H) , 3.30 (s, 3H) , 
3. 89 (s, 3H) , 6. 96 (dd, 7 = 2. 6, 8. 6 Hz, 1H) , 7. 09 (d, 7 = 2. 6 Hz, 1H) , 
7. 69 (d, 7 = 8. 6 Hz,' 1H) , 8. 08 (d, 7 = 4. 6 Hz, 1H) , 8. 27 (d, / = 4. 6 Hz, 
1H). 

WJ2 6 3SWI2 6 1 tmmiZlsT&l&lsft* 

mmm 2 6 3 

N-l/t7U7°U\f.)V*^)V-N- [8- [2 -*^)V-4- (^^Jl^Jl?^ 
7i^JW -2- {*^)V7,)V7 << -f^^V [1, 2 -a] tf^ 

>?>-3 — OK) -7V-^"ntf;i/T5> 

'HNMR (400MHz, CDC1 3 ) 6 -0.02-0.09 Cm. 2H) , 0.31-0.43 fan. 2H) , 0.79-0.89 
(m, 1H), 0.91-0.97 (m, 3H), 1.41-1.54 (m, 2H), 2.47 (s, 3H) , 3.03 (s. 3H) , 
3.04-3.13 Cm, 2H) , 3.12 (s, 3H) , 3.23-3.37 On, 2H) , 7.87-7.96 Cm, 3H) , 8.06 
(d, 7= 4. 6 Hz, 1H), 8.21 (d, 7 = 4. 4 Hz, 1H) . 
mffiM 2 6 4 

4- [3- (S/7 07°nl:JW^) T^7] -2- (/fKJl/7 7 - 
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JV) -f^V [1, 2 -a] H^>-8-^;H - 3 h4^>^>V- h 

TV- [8- (4-^Dt-2-^^>7i-JW -2- (^^^7 7 
n;i/) -f$^V [1, 2 -a] fcf7^>-3— r;i/] — AT, JV-yy^nyn 

t°;v^^;vy^> (5 3mg) sjv, jv-^^^^^at^ f (o. 22m 

L) Hj§^L/y7>ftIffi (2 3mg) tf h7^Xh'J7x^M77^> 
/17>^A## (I3mg) ^iP^., 9 5°C-r4B#P H m^#b, Ifitt^ 

i3-^it>=l : 5) ^TffMU (2 6mg) £|irfi!§ 

'HNMR (400MHz, CDC1 3 ) 5 -0.02-0.07 (m, 4H) , 0.28-0.37 (m, 4H), 0.71-0.82 
(m, 2H), 2.59 (s, 3H) , 3.00-3.08 (in, 4H), 3.85 (s, 3H) , 7.30 (d, / = 1. 5 
Hz, 1H), 7.41 (dd, 7=1.5, 7. 9 Hz, 1H) , 7.80 (d, / = 7. 9 Hz, 1H) . 7.95 
(d, /= 4.4 Hz, 1H), 8. 17 (d, / = 4. 4 Hz, 1H). 

$&im 2 6 5ttH«SM2 6 4i|WI^^bT^bfeo 
Htj£0!l 2 6 5 

N, uy°u¥)V*^)V-N- [8- (2 h^->- 

K n — 1 H— l-t'DU Jl/7x^jW -2- (/m^7 7^) 
[1, 2-al \Uz?>-3 — r;W 75> 

'HNMR (400MHz, CDC1 3 ) <5 0.00-0.10 (m, 4H) , 0.28-0.38 (m, 4H), 0.71- 
0.82 (m, 2H), 1.99-2.10 (m, 4H) , 2.63 (s, 3H) , 2.98-3.07 (m, 4H) , 3.33-3.43 
(m, 4H), 3.86 (s, 3H), 6.21 (d, 7 = 2. 0 Hz, 1H) , 6.30 (dd, 7=2.0. 8.6 
Hz, 1H) , 7. 77 (d, 7 = 8. 6 Hz, 1H) , 7. 89 (d, 7 = 4. 6 Hz, 1H) , 8. 02 (d, 7 
= 4. 6 Hz, 1H) . 

kxt, mmm2 6 6j5mmmm2 e mmmi 1 o tmmzhx^n&i. 
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mmm 2 6 6 

6-^nn-3- (l-ih^^i/) -2-x^;u-8- (2-^h^-> 

-4, 6-^^^Jl/7x^) -f 5 y ^ [1, 2 -a] h°^> ? > 



'H NMR (400MHz, CDC1 3 ) 6 0.91-1.00 On. 3H) , 1.17-1.35 On, 7H) , 1.42- 
1.57 On, 1H), 1.73-1.85 (m, 1H) , 2.01-2.15 (m, 1H) , 2.05 (s, 3H), 2.36 (s, 
3H), 2.69-2.81 (m, 2H) , 3.23-3.45 (m, 2H) , 3.68 (s, 3H) , 4.70-4.75 On, 1H) , 
6. 67 (s, 1H) , 6. 73 (s, 1H) , 8. 43 (s, 1H) . 
mW\ 2 6 7 

8- (2-^nn-4-^h + y7i-JW -3 - (1-Ih^y^) - 
2- {*?-)V7s)VyT-)V) -f 5 [1, 2 -a] t°^>^> 



'H NMR (400MHz, CDC1 3 ) d 0.91-0.97 On, 3H) , 1.19 (t, / = 7. 2 Hz, 3H) , 
1.21-1. 33 On, 1H), 1.40-1.52 On, 1H) , 1.77-1.89 (m, 1H), 1. 99-2.10 On, 1H) , 
2. 59 (s, 3H) , 3. 30 (da, / = 7. 2, 9. 3 Hz, 1H) , 3. 42 (da, / = 7. 2, 9. 3 Hz, 
1H) , 3. 88 (s, 3H) , 4. 84-4. 90 On, 1H) , 6. 94 (dd, / = 2. 4, 8. 6 Hz, 1H) , 7. 08 
(d, / = 2. 4 Hz, 1H) , 7. 69 (d, / = 8. 6 Hz, 1H) , 7. 92 (d, / = 4. 8 Hz, 1H) , 
8. 34 (d, / - 4. 8 Hz, 1H) . 



mmm 2 6 8 

3- (l-Xh+y^JW - 8- (2-^h^~>-4, 6-^^7x- 
)V) -2- (^fMJl7 7-Jl/) -f=d?V [1, 2 -a] b°^> 5 > 



'H NMR (400MHz, CDC1 3 ) 5 0.90-0.98 On, 3H) , 1.15-1.34 On, 4H) , 1.40- 
1.53 (m, 1H), 1.77-1.89 On, 1H) , 1.95-2.11 On, 1H) , 2.04 (br s, 3H) , 2.38 
(s, 3H), 2.52 (s, 3H), 3.23-3.47 On, 2H) , 3.70 (s, 3H), 4.84-4.91 On, 1H), 
6.69 (s, 1H), 6.74 (s, 1H) , 7.91 (d, 7=4. 6 Hz, 1H) , 8.31 (d, 1=4. 6 Hz, 
1H). 
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mMM2 6 9 

1- [8- (2, 4-y^DD7i-;0 -2- {^)V7s)V7 r ~)V) -f 5 

[i, 2-a] t:^> J >-3--r;i/] x^;w x-^;w 

'H NMR (400MHz, CDC1 3 ) 8 0.91-0.98 (m, 3H) , 1.19 (t, / = 7. 0 Hz, 3H) , 
1.21-1.34 (m, 1H), 1.39-1.53 (m, 1H) , 1.77-1.88 (m, 1H) , 1.99-2.10 (m, 1H) , 
2. 58 (s, 3H) , 3. 30 (da, / = 9. 3, 7. 0 Hz, 1H) , 3. 43 (da, / = 9. 3, 7. 0 Hz, 
1H) , 4. 83-4. 89 (m, 1H) , 7. 39 (dd, / = 2. 0, 8. 2 Hz, 1H) , 7. 56 (d, / = 2. 0 
Hz, 1H) , 7. 68 (d, / = 8. 2 Hz, 1H) , 7. 94 (d, / = 4. 6 Hz, 1H) , 8. 37 (d, / 
= 4. 6 Hz, 1H) . 

mmm 270 

1- [8- (2-^nn-4-^h+'>7x-JW -2-X^;i/-T5^l/ [1, 

2 - a] \L*7*J>- 3 — f;i/] - 1 - "7^7 / > 01-^?M^yA 

1- [8 - (2-^DO-4-^ h^->7ji-;l/) Cl, 
2-al b°^i^>-3 — f;i/] (6 0mg) £x^7— ;!/ (0. 

3 4mL) h?k (0. 2 8mL) ©g-&igj£te?ga>U O-^f^tFn^y 
)V7^ymmm (7 1mg) Sr3ta^.6^ri?iiDSfe»aK&fTofc. KJfc$S&?H3JU 
*£2ra^TPmx^;i/T8iffiU MJ±Ti»^bfc 0 ^5nfcast#S^«i* 
">'J*y;P*7A^D7h^77^- (Mx^;i/ : n-^\^it>=l : 3) 
tCT^PHU TLC±TRfi^Ulif 1 (3 lmg) iTLC±tR 
f fi£j&*/h£ ^H'&{$ 2 ( 1 3 m g ) &^ft-£n$Sfitt&#«l t LTIL 

(timmi : 

'H NMR (400MHz, CDC1 3 ) 5 0.93-1.00 On. 3H) , 1.32 (t, / = 7. 5 Hz, 3H) , 

1.53-1.65 (m, 2H), 2.77-2.83 (m, 2H) , 2.91 (a, / = 7. 5 Hz. 2H) , 3.87 (s, 

3H) , 4. 06 (s, 3H) , 6. 95 (dd, / = 2. 4, 8. 6 Hz, 1H) , 7. 08 (d, / = 2. 4 Hz, 

1H), 7.62 (d, 7=8.6 Hz. 1H) , 8.00 (d, 7 = 4. 6 Hz, 1H) , 8.68 (d, 7=4.6 
Hz, 1H). 
(b)JI1'4{*2 : 
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•OMR (400MHz, CDC1 3 ) 5 0.94 (t, / = 7. 3 Hz, 3H) . 1.30 (t, J = 7. 5 Hz, 
3H), 1.51 (dda. 7=7.3, 7.3, 7. 3 Hz, 2H) , 2.66 (dd, 7=7.3, 7. 3 Hz, 2H) , 
2. 82 (a, 7 = 7. 5 Hz, 2H) , 3. 87 (s. 3H) , 3. 93 (s, 3H) , 6. 96 (dd, 7 = 2. 6, 
8. 6 Hz, 1H), 7. 09 (d, 7 = 2. 6 Hz, 1H), 7. 56 (d, 7 = 4. 6 Hz, 1H) , 7. 68 (d, 
/ = 8. 6 Hz, 1H) , 7. 98 (d, 7 = 4. 6 Hz, 1H) . 

EATHJSfll 2 7 1, 2 7 2 VSMmm 2 7 0 t^O^fe^Jdtb/t. 

mmm 271 

1- [8- (2-^DD-4-^h^y7x-JV) - 2 -X^;W 3= ^V* [1, 

2- al tf^> ? >-3 — OKI -1-7&S> ^->A 

(a) T L CJLTR f Mz)^:#^#|f£#: 1 : 

'H NMR (400MHz, CDC1 3 ) <5 0.96-1.02 (m, 3H) , 1.33 (t, 7 = 7. 5 Hz, 3H) , 

1. 57-1. 68 (m, 2H) , 2. 82-2. 89 (m, 2H) , 2. 92 (a, 7 = 7. 5 Hz, 2H) , 3. 87 (s, 
3H), 6.95 (dd, 7=2.4, 8. 4 Hz, 1H) , 7.08 (d, 7 = 2. 4 Hz, 1H), 7.63 (d, 
7=8. 4 Hz, 1H), 7.98 (d, 7 = 4. 6 Hz, 1H) , 8.59 (d, J = 4. 6 Hz, 1H) . 

(b) T L CJtTf R f Vi^'f4# 2 : 

'H NMR (400MHz, CDC1 3 ) d 0.95 (t, 7=7. 3 Hz, 3H) , 1.31 (t, / = 7. 5 Hz, 
3H) , 1. 52 (dda, 7 = 7. 3, 7. 3, 7. 3 Hz, 2H) , 2. 67 (dd, 7 = 7. 3, 7. 3 Hz, 2H) , 

2. 84 (q, 7 = 7. 5 Hz, 2H) , 3. 87 (s, 3H) , 6. 95 (dd, 7 = 2. 4, 8. 2 Hz, 1H) , 
7. 09 (d, 7 = 2. 4 Hz, 1H) , 7. 67 (d, J = 8. 2 Hz, 1H) , 7. 67 (d, / = 4. 6 Hz, 
1H) , 7. 99 (d, 7 = 4. 6 Hz, 1H) . 

mmm 272 

1- [8- (2-^h=^>-4, 6 -^/Wl/7x-;w -2- 

7 -r^v [i, 2 -a] tf^^>-3 — r;W -i-zf*y> o 
1 -^^;i/^-^~>A 

(a) TLCiTRf 1 : 
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'HNMR (400MHz, CDC1 3 ) d 0.98-1.04 (m, 3H) , 1.61-1.72 (m, 2H), 2.04 (s, 

3H), 2.39 (s, 3H), 2.58 (s, 3H), 2.93-2.99 (m, 2H), 3.68 (s, 3H), 4.05 (s, 

3H) , 6. 68 (s, 1H) , 6. 75 (s, 1H) , 8. 03 (d, / = 4. 8 Hz, 1H) , 9. 08 (d, / = 
4. 8 Hz, 1H) . 

(b) T L C±U'R f Ugfttt 2 : 

'HNMR (400MHz, CDC1 3 ) 6 0.93 (t, / = 7. 3 Hz, 3H), 1.49 (dda, 7=7.3, 
7.3, 7. 3 Hz, 2H), 2.06 (s, 3H) , 2.39 (s, 3H) , 2.56 (s, 3H) , 2.81 (dd, / 
= 7. 3, 7. 3 Hz, 2H) , 3. 70 (s, 3H) , 3. 95 (s, 3H) , 6. 70 (s, 1H) , 6. 76 (s, 1H) , 
7. 52 (d, 7 = 4. 6 Hz, 1H) , 7. 99 (d, / = 4. 6 Hz, 1H) . 

mmm 273 

N- [8- (2-^nn-4-^ h^->7i-;W -2-^ h^MS^V [1, 
2 -a] tf^> ? >-3 — OKI -iV->-^n^ , otf;i/^^;V-iV-^'cit!;l/T 

5 > 

TV- [8- (2 h^s^^oc-;v) -2- u^vx;^;* 
— ;w -f^^y [1, 2 -a] tf^s^>-3 — r;w -w-^n^ni^vj* 

^;V-7V-^Db°;V7 5> (8 0mg) {3 2 8 36^- h U h^lM K8F$* 

i3-^+l->= 1 : 5) (CTffSIU Sf2^#j (2 3mg) *^gtfi?ft 

'HNMR (400MHz, CDC1 3 ) 5 -0.06-0.03 (m, 2H) , 0.26-0.35 (m, 2H), 0.72-0.83 
(m, 1H), 0.90 (t, 7=7. 3 Hz, 3H) , 1.39 (dda, 7=7.3, 7.3, 7. 3 Hz, 2H) , 
2.87-2.92 (m, 2H) , 3.08 (dd, 7=7.3, 7. 3 Hz, 2H) , 3.88 (s, 3H), 4.03 (s, 
3H), 6.95 (dd, 7=2.6, 8. 6 Hz, 1H) , 7.08 (d, 7 = 2. 6 Hz, 1H) , 7.66 (d, 
7=8.6 Hz, 1H) , 7. 96 (d, 7 = 4. 4 Hz, 1H) , 8. 06 (d, 7 = 4. 4 Hz, 1H) . 

mMj2 7 3tmm\zLx, mum 2 7 4^bt 
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^mm 274 

N-*/#U*?U\i)),* : ?)]/-N- [2-* h3r->-8- ( 2 h3r~>- 4 , 
6-S?^fJV7x-JV) Cl, 2-a] tf^^>-3 — HI/] -2V- 

'HNMR (400MHz, CDC1 3 ) 5 -0. 14-0.01 (m, 2H) , 0. 19-0.24 On, 2H), 0.72-0.84 
(m, 1H), 0.85-0.93 (m, 3H), 1.35-1.47 (m, 2H) , 2.02 (s, 3H) , 2.39 (s, 3H), 
2.80-2.97 (m, 2H), 3.03-3.11 (m, 2H) , 3.71 (s. 3H) , 3.96 (s, 3H), 6.69 (s, 
1H) , 6. 75 (s, 1H) , 7. 95 (d, / = 4. 6 Hz, 1H) , 8. 03 (d, / = 4. 6 Hz, 1H) . 

o 

&tf> MMM2 7 5 7bmmmm2 9 3 a, mmmi 2 1 t^itbt^b 

HJffiM 2 7 5' 

TV- [2-X^;l/-8- (2-;* h^zs- 4-*?-)V7 =^V [1, 

2-5] tfU^2»-3 — f;W — TV, TV-^ynH^T^ > 

! H NMR (400MHz, CDC1 3 ) 5 0. 87 (t, / - 7. 4 Hz, 6H) , 1. 30 (t, 7 = 7. 5 Hz, 
3H), 1.32-1.44 (m, 4H) , 2.41 (s, 3H) , 2.79 (a, / = 7. 5 Hz, 2H), 3.19 (t, 
1 = 1. 4 Hz, 4H), 3.83 (s, 3H) , 6.86 (s, 1H) , 6.93 (dt, 7 = 0.73, 7. 9 Hz, 
1H) , 7. 12 (d, 7 - 4. 6 Hz, 1H) , 7. 82 (d. 7 = 7. 3 Hz, 1H) , 8. 24 (d, 7 = 4. 8 
Hz, 1H). 

MS (ESI)m/z 367 MH + 
MffiM 27 6 

N- [2-X5FJ1/-8- (2-^h^v-4-^fJV7x-iV) =^V [1, 

2-6] h°u^>- 3 --r;v] -TV- (l-X^D^W 

'H NMR (400MHz, CDC1 3 ) 5 0. 90 (t, 7 - 7. 4 Hz, 6H) , 1. 26 (t, 7 - 7. 5 Hz, 
3H), 1.36-1.56 fa, 4H), 2.34 (s, 3H), 2.79 (q, 7 = 7. 1 Hz, 2H) , 3.15-3.28 
(m, 1H) , 3. 58 (s, 1H) , 3. 75 (s, 3H) , 6. 79 (s. 1H) , 6. 85 (dd, 7-0. 73, 7. 9 
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Hz, 1H), 6.95 (d, J = A. 6 Hz, 1H) , 7.71 (d. / = 6. 6 Hz, 1H) , 8.15 (d, / 

= 3. 8 Hz, 1H) . 

MS (ESI) m/z- 353 MH + 

mnm 211 

N- [8- (2, 4-y^DD7x-JW - 2 -JL^Jl- 6 - * b^r W S & 

V [l, 2-5] tfU^> ? >- 3 —OK -iv, iv-^ynt°;kT5> 

'HNMR (400MHz, CDC1 3 ) «5 0.90 (t, / - 7. 4 Hz, 6H) , 1.24 (t, / - 7. 5 Hz, 
3H), 1.34-1.46 (m, 4H) , 2.73 (a. / = 7. 5 Hz, 2H) , 3.18 (t, / = 7. 4 Hz, 4H) , 
4. 00 (s, 3H) , 6. 64 (s, 1H) , 7. 36 (dd, / = 2. 1, 8. 3 Hz, 1H) , 7. 53 (d, / - 
2. 0 Hz, 1H) , 7. 64 (d, / = 8. 4 Hz, 1H) . 
MS (ESI) m/z 421 MH + 

mmm 2 7 8 

N— [2 -X3M1/- 8 - (4-^h^v-2-^^7x-;W -f 5 ^V* [1, 

2-6] tfu^>-3 — OKI -iv--< v^;v-iv-yptf;i/7^> 

'HNMR (400MHz, CDC1 3 ) 5 0.88 (t, / = 7. 3 Hz, 3H) , 0.92 (d, / = 6. 6 Hz, 
6H), 1.28 (t, J =1. 5 Hz, 3H), 1.33-1.46 (m, 2H) , 1.53-1.66 (m, 1H) , 2.29 
(s, 3H), 2.80 (a, J =1. 5 Hz, 2H) , 3.05 (d, /-7.1Hz, 2H) , 3.17 (t, / 
- 7. 4 Hz, 2H) , 3. 84 (s, 3H) , 6. 78 (d, / - 4. 6 Hz, 1H) , 6. 80-6. 92 (m, 2H) , 
7. 40 (d, / = 8. 4 Hz, 1H) , 8. 25 (d, / = 4. 6 Hz, 1H) . 

mnm 279 

N- [8- (2, 3 -tf'J^K -2-X^;W^V [1, 

2-5] h: 'J^>- 3 —OKI ~iV, iV-^^Dtf;UT5 > 

'HNMR (400MHz, CDC1 3 ) (5 0.87 (t, / = 7. 4 Hz, 6H) , 1.32 (t, / = 7. 5 Hz, 
3H), 1.30-1.42 (m, 4H) , 2.79 (q, / = 7. 5 Hz, 2H) , 3.18 (t, / = 7. 5 Hz, 4H) , 
3.98 (s, 3H), 4.00 (s, 3H) , 6.51 (d, / - 8. 4 Hz, 1H) , 7.32 (d, / - 4. 8 Hz, 
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1H) , 8. 24 (d, / = 4. 8 Hz, 1H) , 8. 64 (d, / = 8. 2 Hz, 1H) . 

mmrn 2 8 0 

TV— [8- (2, 6-y^?;P-3-t:Uv;W -2-XfJK5^V [1, 
2-6] tfU^>- 3 —OKI — N, ^Y-y7°Dt>75> 

'H NMR (400MHz, CDC1 3 ) 6 p. 88 (t, J -1.4 Hz, 6H), 1. 27 (t, / = 7. 6 Hz, 
3H), 1.32-1.44 (m, 4H), 2.53 (s, 3H) , 2.61 (s, 3H), 2.77 (a. / = 7. 6 Hz, 
2H), 3.20 (t, 7 = 7. 4 Hz, 4H) , 6.80 (d, / = 4. 8 Hz, 1H) , 7.13 (d, 7-7.9 
Hz, 1H) , 7. 74 (d, 7 = 7. 7 Hz, 1H) , 8. 28 (d, / = 4. 8 Hz, 1H) . 
MS (ESI)m/z 352 MH + 
mMM 2 8 1 

/V- [2-X^;i/-8- (6 h^v— 2 3 -HU >UK) -f 5 *? 

1/ [1, 2-6] fc!U^> ? >- 3 — -OKI -iV, iV-y7°Dk^75> 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, 7 - 7. 3 Hz, 6H) , 1.29 (t, 7 - 7. 6 Hz, 
3H), 1.33-1.45 (m, 4H) , 2.45 (s, 3H) , 2.80 (a, 7 = 7. 5 Hz, 2H), 3.20 (t, 
7 = 7. 5 Hz, 4H) , 3. 97 (s, 3H) , 6. 69 (d, 7 - 8. 4 Hz, 1H) , 6. 81 (d, 7 = 3. 1 
Hz, 1H) , 7. 73 (d, 7 - 8. 4 Hz, 1H) , 8. 28 (d, 7 - 4. 4 Hz, 1H) . 
MS (ESI)m/z 368 MH + 
mifem 2 8 2 

TV— [2-X5M/-8- (2-^h3^>-4, 6-^f;V7i-;W'<$^ 
V [l, 2-6] tfU^>-3 — OKI -/v, /v-> ? ynif;PT5> 

'H NMR (400MHz, CDC1 3 ) <5 0.88 (t, 7 - 7. 3 Hz, 6H) , 1.20-1.30 On, 3H) , 

1.33-1.46 (m, 4H), 2.05 (s, 3H) , 2.37 (s, 3H), 2.66-2.88 (m, 2H) , 3.20 (dd, 

7 = 6. 4, 7. 9 Hz, 4H) , 3. 70 (s, 3H) , 6. 69 (s, 1H) , 6. 77 (s, 2H) , 8. 26 (br 
s, 1H). 

MS (ESI) m/z 381 MH + 
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mmm 2 8 3 

TV- [8- (4-^nn7x-JW -2-x3MH'^V [l, 2-5] b°U 
?z?>- 3 -- r;H — TV, 7v-^^°Dt 0 ;i/T^ > 

'H NMR (400MHz, CDC1 3 ) 5 0.87 (t, / = 7. 3 Hz, 6H) , 1.36 (t, / = 7. 5 Hz, 
3H), 1.32-1.44 (m, 4H) , 2.85 (q, / - 7. 6 Hz, 2H) , 3.20 (t, 7=7. 5 Hz, 4H) , 
7. 04 (d, 7 = 4. 8 Hz, 1H) , 7. 50 (d, / = 8. 8 Hz, 2H) , 8. 14 (d, / - 8. 6 Hz, 
2H), 8. 31 (d, 7 = 4. 8 Hz, 1H) . 

^MM 2 8 4 

N- [8- (2, 4-zJ*b3r^-6-*^)l>7^—)V) -2-X3\>WS^ 

V [ 1 , 2 - z?] tf u y-jy- 3 — r ;W - n, n- ~yy°u tf;VT^ > 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, / - 7. 4 Hz, 6H) , 1.26 (t, 7 = 7. 1 Hz, 
3H), 1.33-1.46 (m, 4H) , 2.08 (s, 3H) , 2.68-2.90 (m, 2H) , 3.20 (dt, 7-0.8, 
7. 3 Hz, 4H) , 3. 70 (s, 3H) , 3. 84 (s, 3H) , 6. 43 (d, 7 = 1. 8 Hz, 1H) , 6. 47 
(d, 7 - 2. 2 Hz, 1H) , 6. 80 (br s, 1H) , 8: 26 (br s, 1H) . 

mmm 2 8 5 

N- [8- (2-^OD-4-^h^^>7x-JW -2-X3\JM5^V [1, 
2 - £>] tf U ^ > - 3 — f ;!/] - /V, /V- y7°n \iJl7 5 > 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, 7 = 7. 3 Hz. 6H) , 1.29 (t, 7 = 7. 6 Hz, 

3H), 1.34-1.46 (m, 4H) , 2. 81 (q, 7 - 7. 3 Hz, 2H) , 3.20 (t, 7 = 7. 5 Hz, 4H) , 

3. 86 (s, 3H) , 6. 95 (dd, 7 - 2. 5, 8. 7 Hz, 1H) , 7. 03 (d, 7 = 4. 2 Hz, 1H) , 
7. 07 (d, 7 = 2. 6 Hz, 1H) , 7. 70 (d, 7 = 8. 6 Hz, 1H) , 8. 29 (d, 7 = 4. 4 Hz, 
1H). 

MS (ESI)m/z 387 MH + 
$mffl 2 8 6 

N- [2-X3MV-8- (4-* h3f->-2, 6-J?^^7i-JW 
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1/ [l, 2-b] h°U^> 5 >-3 — f;W — N, N-i?7n\ZjVT*> 

'H NMR (400MHz, CDC1 3 ) 5 0. 88 (t, J =7.4 Hz, 6H) , 1. 24 (t, / = 7. 5 Hz, 
3H), 1.33-1.46 (m, 4H) , 2.06 (s, 6H) , 2.78 (a, / = 7. 2 Hz, 2H) , 3.21 (t, 
7=7.6 Hz, 4H), 3.82 (s, 3H) , 6.70 (s, 2H) , 6.74 (br s, 1H), 8.28 (br s, 
1H). 

MS (ESDm/z 381 MH + 
M1MM 2 8 7 

n— (2 -jl^jv- 8 - /v'fMs^; [i, 2-&] tru^>-3— r 

•H NMR (400MHz, CDC1 3 ) 5 0.88 (t, 7 = 7. 4 Hz, 6H) , 1.23 (t, 7 = 7. 5 Hz, 
3H), 1.33-1.46 (m, 4H) , 2.' 03 (s, 6H) , 2.33 (s, 3H) , 2.76 (a, 7 = 7. 5 Hz, 
2H), 3.21 (t, 7-7. 5 Hz, 4H) , 6.72 (d, 7 - 4. 2 Hz, 1H) , 6.97 (s, 2H) , 8.27 
(d, 7 = 4. 4 Hz, 1H) . 
MS (ESI)m/z 365 MH + 

mmm 2 8 8 

N, N-z/^Z>U7°U\i)V*^)V-N- (2-X^-8-^^JK5^7 
[1, 2-b] t!U^5>>-3 — UV) 75 > 

'H NMR (400MHz, CDC1 3 ) d -0. 18- -0. 04 (m, 4H) , 0.18-0.34 On, 4H) , 
0.76-0.92 (m, 2H) , 1.26 (t, 7 = 7. 5 Hz, 3H) . 2.02 (s, 6H) , 2.33 (s, 3H) , 
2.76-2.90 (m, 2H) , 3.18 (d, 7 - 6. 8 Hz, 4H) , 6.72 (br s, 1H) , 6.97 (s, 2H) , 
8. 26 (br s, 1H) . 
MS (ESI) m/z 389 MH + 
mW.M 2 8 9 

N, N--Jiy^U^U\f.)V^^)V-N- [ 2 -X3^l/- 8 - (2-*b*Fis- 
4, 6-y^fJV7ir:Jl/) -f^^V [1, 2-5] tf U ^> 5 >- 3 jl/] 
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'HNMR (400MHz. CDC1 3 ) 5 -0.18-0.00 (m, 4H) , 0.20-0.36 (m, 4H), 0.76-0.92 
On, 2H) , 1.20-1.36 (m, 3H), 2.04 (s, 3H) , 2.38 (s, 3H), 2.74-2.96 (m, 2H) , . 
3.09-3.26 (m, 4H) , 3.70 (s, 3H) , 6.69 (s, 1H), 6.77 (s, 1H) , 6.80 (br s, 
1H) , 8. 26 (br s, 1H) . 
MS (ESI)m/z 405 MH + 
Hififll 2 9 0 

N-ist>uy°U\i)V*^)V- N- [2-X^;i/-8- (2 h^>- 4, 6 
-y^^7x-;W <5^V [1, 2-6] t°U^> ? >- 3 ;v] -iV- 

'HNMR (400MHz, CDC1 3 ) 6 -0. 21- -0. 03 On, 2H) , 0.19-0.35 (m, 2H), 
0.75-0.91 (m, 1H), 0.90 (t, / = 7. 3 Hz, 3H) , 1.19-1.35 (m, 3H), 1.36-1.49 
(m, 2H), 2.05 (s, 3H), 2.37 (s, 3H), 2.71-2.99 (m, 2H) , 3.10 (d. / = 6. 8 
Hz, 2H). 3.26 (dt, / - 1. 6, 7. 3 Hz, 2H), 3.71 (s, 3H) , 6.70 (s, 1H) , 6.77 
(s, 3H), 6. 85 (br s, 1H) , 8. 29 (br s, 1H) . 

mmm 291 

N— [2-X^;U-8- (2-^b^f->-4, 6 - -T 5^ 

V [1, 2-6] ¥V¥z/>-3 — nV\ -N-^V^)V-N-^U\f.)VT - 

'H NMR (400MHz, CDClg) 6 0. 81 (t, / = 7. 3 Hz, 3H) , 0. 85 (dd, 7 = 1. 8, 6. 8 
Hz, 6H), 1.18 (t, 7=7. 3 Hz, 3H) , 1.26-1.38 (m, 2H) , 1.48-1.62 (m, 1H) , 
1.99 (s, 3H), 2. 31 (s, 3H), 2.63-2.82 (ra, 2H) , 2.98 (d, / = 7. 1 Hz, 2H) , 
3.10 (t, 7-7.3 Hz, 2H), 3.64 (s, 3H) , 6.62 (s, 1H) , 6.70 (s, 1H) , 6.75 
(br s, 1H), 8. 21 (br s, 1H). 
mMM 2 9 2 
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N-i/2U7°u\i)V*^)V- N- [2-X9MI/-8- ( 2 4, 6 
-^^^7x-JW -f^3?V [1, 2-5] — f;H -N- 
(3-7Mn7"nh» 75> , 

'HNMR (400MHz, CDC1 3 ) 5-0. 21- -0.03 On. 2H), 0. 19-0.37 (m, 2H) , 0.75-0.91 
(m, 1H), 1.26 (t, 7 = 7. 5 Hz, 3H) , 1.69-1.91 On, 2H) , 2.04 (s, 3H), 2.37 
(s, 3H), 2.71-2.89 (m, 2H) , 3.12 (d, / = 6. 8 Hz, 2H), 3.40-3.54 On, 2H) , 
3.70 (s, 3H), 4.51 (t, / - 5. 9 Hz, 1H), 4.62 (t, / = 5. 9 Hz, 1H), 6.69 (s, 
1H), 6.77 (s, 1H), 6.83 (br s, 1H) , 8.26 (d, /-4.6 Hz, 1H). 

mmm 293 

N— [2-X5PJV-8- (2-^b=^>-4, 6-y^^7x-JW -f 5 & 

y [i, 2-5] t!y^s»-3— uv\ -n- (3-7Mn7°nt:;w - 

'HNMR (400MHz, CDC1 3 ) 5 0.89 (t, / = 7. 3 Hz, 3H) , 1.20-1.30 On, 3H) , 
1.34-1.48 On, 2H) , 1.66-1.85 On, 2H) , 2.05 (s, 3H) , 2.37 (s, 3H) , 2.68-2.88 
(m, 2H), 3.21 (t, 1 = 1. 4 Hz, 2H) , 3.41 (t, / = 7. 1 Hz, 2H) , 3.70 (s. 3H) , 
4. 48 (t, / - 5. 7 Hz, 1H) , 4. 60 (t, / - 5. 7 Hz, 1H) , 6. 69 (s, 1H) , 6. 77 (s, 
1H), 6. 84 (br s, 1H) , 8. 28 (br s, 1H) . 
3t»!J 2 9 4 

8- (4-^h^>-2-^fJV7xZ;W -2- (/fJl/7JV7 7-JW "f 
5^7 [1, 2-5] h°U^>- 3 -T5> 

X^;l/ 8- (4-7h^y-2-7^7xZjW -2- (^^TJl^ 
-f $ [1, 2-5] k°U^> ? >- 3 -fi)ltf^->U— b (6 2 8 
mg) OI^;-;^t (2 0mL) 5 NtKK^^" b U «7 AzklSJK (0. 8 
8mL) l^mmWxfclsfc. 5NM (O. 8 8mL) * 

JPtU «JBETJ§Jft£S£U *f}Sftfcfi8- (4-* h^->- 2 
~)V) -2- (/^7,^7 7-JW -f=^V [1, 2-5] fcf>J^>-3 
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#e>nfe8- (4-^h+y-2-^^ji/7i-;w -2- 

-r^v* [i, 2-5] tfu^>-3-#;i^>^£h;px> (i 

OmL) t e r t-y^)V7)Vu-)V (lOmL) thUXW 

(0. 4 9mL) , y7iZJV7^X7t'J^7yF (0. 3 8mL) £ 

in*., i o 0°c-t:4Btw»sb7t o Rjfc5ffcT&, zK^in^st^x^^-ettffiu, 

o c #£*it£l-r , iiX?;V (lOmL) 

Wltx^U*^ (15mL) ^in^T, 3S#M^-TrWLfeo tR^T, 5N 

7A^D-7h^77^- (g^X^l/: n-^+h>=l : 2) fcTffiigU 
£SSBfc^& ( 7 3 m g ) %n&mm £ bT#fc„ 

'H NMR (400MHz, CDC1 3 ) 5 2.29 (s. 3H) , 2.55 (s, 3H) , 3.85 (s, 3H) , 
6. 80-6. 96 (m. 3H) , 7. 37 (d, / = 8. 8 Hz, 1H) , 8. 42 (d, 7=46 Hz, 1H) . 
2 9 5 

N- [8- (4-^h + y-2-/fjV7i"Jl/) -2- U ^jVyUl^ y X 
)V) -f 5 [1, 2-6] b°U^>- 3 — - f ;KI — AT, Ar-^yn t°;i/7- 
5 > 

»J2 9 4-e#e>n^:8 - (4-^ h4^>- 2 - ^Jl/^a: x;i/) -2- 
(^fHJl-7 7-JW -f5^V [1, 2-b] t 0 U^>- 3 -75>$, 

§mm 4 i mm \z 7 5 y m± £ Tvwwb-f £ z\ t \z £ v mmmt^m 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, / - 7. 3 Hz, 6H) , 1.36-1.48 (m. 4H) , 
2.31 (s, 3H), 2.56 (s. 3H), 3.23 (t, / = 7. 6 Hz, 4H), 3.86 (s, 3H) , 6.78 
(d, J = 4. 8 Hz, 1H) , 6. 80-6. 92 (m, 2H) , 7. 43 (d, J = 8. 4 Hz, 1H) , 8. 26 (d, 
/ = 4. 6 Hz, 1H) . 

UTm&M2 9 6\tm&M2 9 5t|^IO^l:J;oT^Ufc. 
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MMM 2 9 6 

N, N-z?zs>7U~JU}£)V^)V-N- [8- (4 h=^>- 2 -*^)V7 
zl=l)V) -2- {^)VX)VyT^-)V) -f ^ [1, 2-bl t°U^> J >- 

'H NMR (400MHz, CDC1 3 ) 6-0.11-0.01 fa, 4H) , 0.23-0.34 (m, 4H) , 0.85- 
0.99 Cm. 2H), 2.28 (s, 3H) , 2.59 (s, 3H) , 3.20 (d, 7 = 6. 8 Hz, 4H), 3.86 
(s, 3H) , 6. 81 (d, 7 = 4. 8 Hz, 1H) , 6. 83-6. 90 (m, 2H) , 7. 42 (d, / = 8. 4 Hz, 
1H) , 8. 27 (d, / - 4. 6 Hz, 1H) . 

UTMMM 2 9 7 75S3 7 1 \ZmMMl 2 7 t^iOM-e^Ufc. 
HJEM 2 9 7 

N- [8- (2, 4-^DD7xrjW -2 - (^f;^;i/7 7^W ^5 
$/V [1, 2 -a] t°U^>- 3 — OH — AT, iV-> ? ^ 0 nt 0 ;i/7S> 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, /-7.6 Hz, 6H) , 1.38-1.44 (m, 4H) , 
2.52 (s, 3H), 3.00-3.20 On. 4H) , 6.82 (dd, 7 = 6.8, 6. 8 Hz. 1H), 7.14 (d, 
/ - 6. 8 Hz. 1H) , 7. 33 (dd. J = 2. 0, 8. 0 Hz, 1H) , 7. 52 (d, J = 2.0 Hz, 1H9, 
7.62 (d, 7 = 8. 4 Hz, 1H) , 8.11 (d, / = 8. 4 Hz, 1H) . 
mMM 2 9 8 

N- [8- (2-^h=^>-4, S-y^^i-JW -2- (;*^JK*JV 

77 7 -;u) -f^^V [i, 2 -a] t°u> ? >-3 — r;i/] -iV, JV-^nt! 

'H NMR (400MHz, CDC1 3 ) <5 0.88 (t, J = 7. 2 Hz, 6H) , 1.38-1.45 (m, 4H) , 
2. 03 (s, 3H) , 2. 38 (s, 3H) , 2. 46 (s, 3H) , 3. 00-3. 20 (m, 4H) , 3. 68 (s, 3H) , 
6.67 (s, 1H), 6.75 (s, 1H) , 6.79 (dd, 7-6.8, 6. 8 Hz, 1H) , 6.95 (dd, 7 
= 1.6. 6.8 Hz, 1H), 8.07 (dd, 7 = 1.2, 6. 8 Hz, 1H) . 

mmm 299 
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TV- [8- (2-^Dn-4-^h + y7i-JW -2- (^^X^77- 
)V) -f^V [1, 2 -a] tTU v ? >- 3 — (Jll -N, iV-y7°nt:Jl/7 5 
> 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, / = 6. 8 Hz, 6H) , 1.38-1.45 (m, 4H), 
2.52 (s, 3H), 3.00-3.20 (m, 4H) , 3.85 (s, 3H) , 6.81 (dd, 7 = 6.8. 6. 8 Hz, 
1H) , 6. 90 (dd, / = 2. 4, 8. 4 Hz, 1H) , 7. 05 (d, / = 2. 4 Hz, 1H) , 7. 14 (dd, 
7 = 1.2, 6. 8 Hz, 1H) , 7. 60 (d, 7 = 8. 0 Hz, 1H) , 8. 09 (dd, 7 = 1. 2, 6. 8 Hz, 
1H). 

mt&m 300 

N- [8- (2, 4-^DD7x^) -2- (^?JV7^7 7-;W -T 5 
[1, 2 -a] tf'J v>-3 --OH -TV— f 77^75 > 

'H NMR (400MHz, CDC1 3 ) 5 1.06 (d, 7 = 6. 8 Hz, 6H) , 1.80-1.90 (m, 1H) , 

2. 46 (s, 3H) , 2. 76-2. 96 (m, 2H) , 3. 30 (br s, 1H) , 6. 85 (dd, 7 = 7. 2, 7. 2 

Hz, 1H) , 7. 11 (dd, 7 = 1. 2, 2. 7 Hz, 1H) , 7. 33 (dd, 7 = 2. 0, 8. 0 Hz, 1H) , 

7. 52 (d, 7 = 2. 0 Hz, 1H) , 7. 55 (d, 7 = 8. 0 Hz, 1H) , 8. 00 (dd, 7 = 1. 2, 6. 4 
Hz, 1H). 

3 0 1 

TV- [8- (2, 4-y7Dn7i-;W -2- (^^7JV77-JW ^ 5 

^/ [ i , 2 - a ] tf u s j>- 3 — r ;u] - N — r V -J 1 ?)],- N- 7°U ujvy 
5 > 

'H NMR (400MHz, CDC1 3 ) 6 0. 87 (t, 7 = 7. 2 Hz, 3H) , 0. 92 (d, 7 = 6. 8 Hz, 
6H), 1.35-1.50 (m, 2H), 1.55-1.63 (m, 1H) , 2.52 (s, 3H) ,' 2.90-3.10 (m, 4H) , 
6. 83 (dd, J = 1.2, 1.2 Hz, 1H) , 7. 14 (dd, 7 = 1. 2, 6. 8 Hz, 1H) , 7. 33 (dd, 
7 = 2. 0, 8. 4 Hz, 1H) , 7. 52 (d, 7 = 2. 0 Hz, 1H) , 7. 62 (d, 7 = 8. 4 Hz, 1H) , 

8. 14 (dd, 7 = 1. 2, 6. 8 Hz, 1H) . 
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mmm 302 

N-z/9U'7u\d)V*9-)l'-N- [8- (2, 4-^DD7x"JW -2- 
(^?MJV77-JW <^^V [1, 2-a] tf'J> 5 >-3 — (M - N- 

■HNMR (400MHz, CDC1 3 ) 5 -0.15-0.10 (m, 2H) , 0.15-0.40 (m, 2H) , 0.75-0.85 
(m, 1H), 0.93 (d, / - 6. 8 Hz, 6H) , 1.53-1.68 (m, 1H), 2.86-3.22 (m, 4H) , 
6.82 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 7.13 (dd, 7-1.2, 6. 8 Hz, 1H), 7.33 (dd, 
7-2.0, 8.4 Hz, 1H), 7.52 (d, 7 = 2. 4 Hz, 1H) , 7.61 (d, 7 - 8. 4 Hz, 1H) , 
8. 23 (dd, 7 - 1. 2, 6. 8 Hz, 1H) . 

mmm 303 

N-y^jV-N- [8- (2, 4-y^Dn7i-JW -2- (*?-)l7,)l7 

t-M -r^V Ci, 2 -a] tfu> ? >-3 — r;n — N — f v y*^-)VT 5 

> 

'HNMR (400MHz, CDC1 3 ) (5 0.86 (t, 7 = 7. 2 Hz, 3H) , 0.92 (d, 7 - 6. 4 Hz, 
6H), 1.24-1.41 (m, 4H) , 1.50-1.65 (m, 1H) , 2.52 (s, 3H) , 2.80-3.10 (m, 4H) , 
6. 83 (dd, 7 - 6. 8, 6. 8 Hz, 1H) , 7. 14 (dd, 7 = 1. 2, 6. 8 Hz, 1H) , 7. 33 (dd, 
7 = 2. 0, 8. 4 Hz, 1H) , 7. 52 (d, 7 - 2. 0 Hz, 1H) , 7. 63 (d, 7 = 8. 4 Hz, 1H) , 
8. 13 (dd, 7 - 1. 2, 7. 2 Hz, 1H). 

304 

N— [8- (2, 4-y7n07i~jW -2- (^f;i/XJV77-iW -f 5 
[1, 2-al h°U> 5 >-3 — r;H — TV — (V^JV-N- (2-^h 

'HNMR (400MHz, CDC1 3 ) 8 0.92 (d, 7 - 6. 8 Hz, 6H) , 1.50-1.65 (m, 1H) , 
2. 52 (s, 3H) 2. 80-3. 45 (m, 6H) , 6. 83 (dd, 7 = 7. 2, 6. 8 Hz, 1H) , 7. 14 (dd, 
7 = 1.2, 7. 2 Hz, 1H) , 7. 33 (dd, 7 = 2. 0, 8. 4 Hz, 1H) , 7. 52 (d, 7 - 2. 0 Hz, 
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1H), 7. 61 (d, 7 = 8. 4 Hz, 1H) , 8. 24 (dd, / = 1. 2, 6. 8 Hz, 1H). 

mmm 305 

N- [8- (2, 6->>* b^>- 3-tfU^W -2 - U?HJ^77- 

;io -f^^v [1, 2 -a] tf u> ? >- 3 -- r;w -at, /v-^Dtrji/y^ 
> 

'H NMR (400MHz, CDC1 3 ) 6 0.87 (t, / = 7. 2 Hz, 6H) , 1.35-1.43 (m, 4H) , 
2.56 (s, 3H), 3.00-3.20 (m, 4H) , 3.96 (s, 3H), 3. 97 (s, 3H), 6.45 (d, 7 
= 8. 0 Hz, 1H) , 6. 80 (dd, 7 = 6. 8, 7. 2 Hz, 1H) , 7. 39 (dd, J = 1.2, 1.2 Hz, 
1H), 8.03 (dd, 7 = 1.2, 6. 4 Hz, 1H), 8.31 (d, / - 8. 4 Hz, 1H). 

$mm 3 0 6 

N— [8- (2, 6-5?^ h + '>-4-^5 1 ;i'7x-JW -2- (t^JlXJl 
-f^^V CI, 2 -a] t°U> ? >-3 — -TV, iV-^ynt 0 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, / - 7. 2 Hz, 6H) , ' 1. 39-1. 46 On. 4H) , 
2.41 (s, 3H), 2.47 (s, 3H), 3.00-3.20 (m, 4H), 3.71 (s, 6H) , 6.51 (s, 2H) , 
6. 78 (dd, / = 6. 8, 6. 8 Hz, 1H) , 7. 02 (dd, 7 = 1. 2, 6. 8 Hz, 1H) , 8. 04 (dd, 
7 = 1.6, 6. 8 Hz, 1H) . ' 
3 0 7 

N~ [8- (2, 4-y^DD7x-jV) -2- (/^VXJP7 7-iW -f 5 
[1, 2 -a] b°U> ? >- 3 — r;H — N— (3-7Mn7'Dt» - 

'H NMR (400MHz, CDCI 3 ) <5 0.94 (d, 7 = 6. 8 Hz, 6H) , 1.50-1.65 (m, 1H) , 
1.70-1.90 (m, 2H), 2.53 (s, 3H) , 2.82-3.38 (m, 4H) , 4.43 (t, 7 = 6. 0 Hz, 
1H), 4.54 (t, 7 = 5. 5 Hz, 1H) , 6.85 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 7.15 (dd, 
7 = 1.2, 6.8 Hz, 1H), 7.35 (dd, 7=2.8, 8.0 Hz, 1H) , 7.53 (d, 7 = 2. 0 Hz, 
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1H), 7.61 (d, 7 = 8.0 Hz. 1H), 8.10 (dd, 7 = 1.2, 6. 8 Hz, 1H). 
3 0 8 

N- [8- (2, 4-y^nn7i^W - 2- (^^JV7 7^V) -f 5 
[1, 2- a] t°U> ? >-3 — r;H — N— (4-7^07*^) -AT 
-fV7'W5> 

'H NMR (400MHz, CDC1 3 ) 5 0.93 (d, 7 = 6. 8 Hz, 6H), 1.40-1.80 (m, 5H) , 
2. 82-3. 22 (m. 4H) , 4. 34 (t, 7 = 5. 6 Hz, 1H) , 4. 46 (t, 7 = 6. 0 Hz, 1H) , 6. 84 
(dd, 7 = 6.8, 6.8 Hz, 1H), 7.15 (dd, 7 = 1.2, 6. 8 Hz, 1H) , 7.34 (dd, 7 = 
2.0, 8. 4 Hz, 1H), 7.53 (d, J =2. 4 Hz, 1H) , 7.62 (d, / = 8. 4 Hz, 1H) , 8.11 
(dd, 7 = 1. 2, 6. 8 Hz, 1H) . 
mMM 3 0 9 

N- [8- (2, 4-y^h^y7i^W -2- {*^)V7,)V7 7— )V) <i 
[1, 2 -a] t°Uv ? >-3 — fJH -TV, JV-^7"Dk>7$> 

'H NMR (400MHz, CDC1 3 ) <5 0.87 (t, 7 = 7. 2 Hz, 6H) . 1.37-1.44 (m, 4H) , 
2.54 (s, 3H), 3.00-3.20 (m, 4H) , 3.80 (s, 3H) , 3.87 (s, 3H) , 6.60-6.63 (m, 
2H) , 6. 79 (dd, 7 = 7. 2, 7. 2 Hz, 1H) , 7. 75 (br d, 7 = 8. 0 Hz, 1H) , 8. 03 (br 
d, 7 = 6. 4 Hz, 1H) . 
1 0 

N- [8- (2, 6 ~-J^)V- 3 -tf <J -JM - 2- (^^MJV7 7-JW 
-CS^V [1, 2 -a] t°U> ? >-3 — f;i/] — N, N-^7°Dt:;i/75> 

'H NMR (400MHz, CDC1 3 ) 5 0.87 (t, 7 = 7. 2 Hz, 6H) , 1.30-1.50 (m, 4H) , 

2.47 (s, 3H), 2.52 (s, 3H), 2.60 (s, 3H) , 6.81 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 

6. 97 (dd, 7 = 1.6, 6. 8 Hz, 1H) , 7. 07 (d, 7 = 8. 0 Hz, 1H) . 7. 64 (d, 7 = 7. 6 

Hz, 1H), 8. 11 (dd, 7 = 1. 6, 6. 8 Hz, 1H) . 

mmm 311 
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N-i^^uy°U\i)V^^)V- N- [8- (2, 4-y^7PD7xZJW -2- 
(^^JP7 7-JW Cl, 2 -a] t°U5^>-3 — — TV— 

'HNMR (400MHz, CDC1 3 ) 5 -0.10-0.10 (m, 2H), 0.24-0.38 (m, 2H) , 0.72-0.83 
Cm, 1H), 0.89 (t, 7 = 7. 6 Hz, 3H) , 1.35-1.43 Cm. 2H) , 2.52 (s, 3H) , 2.98 
(br d, / = 6. 8 Hz, 2H) , 3. 05-3. 30 (in, 2H) , 6. 82 (dd, 7 = 7. 2, 7. 2 Hz, 1H) , 
7. 13 (br d, 7 - 6. 8 Hz, 1H) , 7. 33 (dd, 7 = 2. 0, 8. 4 Hz, 1H), 7. 52 (d, 7 
= 2. 0 Hz, 1H) , 7. 62 (d, 7 = 8. 4 Hz, 1H) , 8. 21 (dd, 7 - 1. 2, 6. 8 Hz, 1H) . 

mmm 312 

TV- [8- (2, 4-y7nD7i-Jl) -2- (^^^7 7-;W < 5 
yy* [1, 2 -a] t°U> ? >-3 — OKI — N— (3-7MD7°nk'JP) - 

'HNMR (400MHz, CDC1 3 ) 5 0.89 (t, 7 = 7. 2 Hz, 3H) , 1.36-1.50 (m, 2H), 
1.70-1.90 (m, 2H), 2.53 (s, 3H) , 3.04-3.18 (m, 2H) , 3.20-3.42 Cm. 2H), 4.44 
(t, 7 - 6. 0 Hz, 1H) , 4. 56 (t, 7 - 6. 0 Hz, 1H) , 6. 84 (dd, 7 = 6. 8 Hz, 1H) , 
7. 15 (dd, 7 = 1. 2, 7. 2 Hz, 1H) , 7. 33 (dd, 7 - 1. 6, 8. 4 Hz, 1H), 7. 52 (d, 
7 = 2. 4 Hz, 1H) , 7. 61 (d, 7 = 8. 4 Hz, 1H) , 8. 08 (dd, 7 = 1. 6, 6. 8 Hz, 1H) . 

m&m 313 

N-zy^uy^Jl^^Jl- N- [8- (2, 4-y^Da7x;jW - 2 - 
^7^7 7-JW -f^V [1. 2 -a] fcTU5?>-3 — OH -TV-^D 
k>7$y 

'HNMR (400MHz, CDC1 3 ) 5 0.88 (t, 7 = 7. 2 Hz, 3H), 1.30-1.43 Cm, 2H) , 
1.50-1.63 (m, 2H), 1.70-1.90 (m, 4H) , 2.22-2.36 (m, 1H) , 2.52 (s, 3H) , 
2.90-3.35 (m, 4H), 6.81 (dd, 7 - 6. 8 Hz, 1H) , 7.12 (dd, 7-1.2, 6. 8 Hz, 
1H), 7.33 (dd, 7-2.4, 8. 4 Hz, 1H) , 7.52 (d, 7 = 2. 0 Hz, 1H), 7.61 (d, 
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/ - 8. 4 Hz, 1H) , 8. 09 (dd, 7 = 1.2, 6. 8 Hz, 1H) . 
mMm 3 14 

n- [8- (6-^h^v-2-^^;v-3-t°u^;i/) - 2- 

77-^) Cl, 2 -a] b°U> ? >- 3 - N, TV-v^ntf 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, 7 = 7. 2 Hz, 6H), 1.30-1.50 (m, 4H) , 
2.41 (s, 3H), 2.53 (s, 3H) , 3.00-3.20 On, 4H) , 3.98 (s, 3H), 6.65 (d, 7 
= 8. 4 Hz, 1H) , 6. 80 (dd, / - 8. 0, 8. 0 Hz, 1H) , 6. 96 (dd, 7 = 2. 0, 6. 8 Hz, 
1H) , 7. 66 (d, / - 8. 0 Hz, 1H) , 8. 09 (dd, J = 2. 0, 6. 8 Hz, 1H) . 

mmn 315 

N- [8- (2, 4-y^7DD7x-JW - 2- (^?M;i/77-JW -f 5 

3?V [l, 2 - a] tfU> ? >-3--r;i/] -iv- (4-7;^n^;w -jv 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, / = 7. 6 Hz, 3H) , 1.35-1.80 (m, 6H) , 2.53 
(s, 3H) , 3. 02-3. 25 (m, 4H) , 4. 35 (t, / - 6. 0 Hz, 1H) , 4. 47 (t, / = 6. 4 Hz, 
1H) , 6. 84 (dd, 7 = 6. 8 Hz, 1H) , 7. 15 (dd, 7 = 1. 2, 6. 8 Hz, 1H) , 7. 33 (dd, 
7 = 2. 0, 8. 0 Hz, 1H) , 7. 53 (d, 7 = 2. 4 Hz, 1H) , 7. 62 (d, 7 - 8. 4 Hz, 1H) , 
8. 09 (dd, 7 = 1. 6, 6. 8 Hz, 1H) . 
MMffl 3 16 

N-i^^uyu\f.)V^)V-N- [8- (2, 6 4 -*?-)Vy 
jl-JV) -2 - (^^1/7^7 7^) -fS^7 [1, 2 -a] h°U> ? >-3 
--r;i/] — N— (3-7MD7°Pl:JW 75> 

'H NMR (400MHz, CDC1 3 ) 5 -0.10-0.10 (m, 2H) , 0.20-0.40 (m, 2H) , 0.75-0.90 
(m, 1H), 1.70-1.90 (m, 2H), 2.41 (s, 3H) , 2.48 (s, 3H) , 2.98 (br d, 7 = 
6. 8 Hz, 2H) , 3. 20-3. 60 (m, 2H) , 3. 70 (s, 3H) , 4. 45 (t, 7 = 5. 2 Hz. 1H) , 
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4.57 (t. 7 = 5. 6 Hz, 1H) , 6.51 (s, 2H) , 6.80 (dd, 7-6.8, 6. 8 Hz, 1H), 
7. 02 (dd, / = 1. 2, 7. 2 Hz, 1H) , 8. 07 (dd, / = 1. 2, 6. 8 Hz, 1H) . 

mm 317 

N- [8- (2, V^~4~^)Vy^~)V) -2- (*^)V7s)V 

7 7-)),) [1, 2 -a] h°U^>-3 — ( JV1 -TV- (3-7)l>Jr 

U7°U\f)l) - N-7°u¥)lT=i > 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, / = 6. 8 Hz, 3H) , 1.30-1.50 (m, 2H) , 
1.70-1.83 (m, 2H), 2.42 (s, 3H) , 2.47 (s, 3H) , 3.05-3.12 (m, 2H) , 3.22-3.60 
(m, 2H), 3.71 (s, 6H), 4.44 (t, / = 5. 6 Hz, 1H) , 4.56 (t, / = 6. 0 Hz, 1H) , 
6.51 (s, 2H), 6.80 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 7.03 (br d, 7 = 6. 8Hz, 1H) , 
7. 99 (br d, 7 = 6. 8Hz, 1H) . 

mnm 3 1 8 

N-^9U7°U\i)V* : ^)V- N- [8- (2, 4-^OD7x^) -2- 

(^?;vxjV7 7-;w -fs^i/ [i, 2 -a] t°'jy>-3 — r;w -/v- 

(3-7Mn7 0 nfJW 75 > 

'H NMR (400MHz, CDC1 3 ) (5 -0. 10-1.00 On. 2H) , 0.25-0.40 (m, 2H) , 0.75-0.85 
(m, 1H), 1.72-1.82 (m,' 2H) , 2.53 (s, 3H) , 2.99 (br d, 7 = 7. 2 Hz, 2H) , 
3. 20-3. 60 (m, 2H) , 4. 45 (t, 7 = 6. 6 Hz, 1H) , 4. 57 (t, 7 - 5. 6 Hz, 1H) , 6. 84 
(dd, 7 = 6.8, 6.8 Hz, 1H) , 7.15 (dd, 7 = 1.2, 6. 8 Hz, 1H) , 7.34 (dd, 7 = 
2.0, 8. 4 Hz, 1H), 7.52 (d, 7 = 2. 0 Hz, 1H) , 7.60 (d, 7= 8. 4 Hz, 1H) , 8.16 
(dd: 7 = 1. 6, 6. 8 Hz, 1H) . 
MMM 3 19 

TV- [8- (2, 4-y7DP7i-Jl/) -2- (^^7^7 7-JV) < 5 
[1, 2 -a] tf'J> ? >-3 — r;i/] -iV-7°nt>-iV-rh7tFo 
- 2-77^JM^75 > 
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'H NMR (400MHz, CDC1 3 ) 6 0.87 (t, /-7.2 Hz, 3H), 1.30-1.60 (m, 4H) , 

1.70-1.90 (m, 2H), 3.10-3. 30 (m, 4 H) , 3.60-3.90 (m, 3H). 6.83 (dd, 7-7.2, 

7.2 Hz, 1H), 7.15 (dd, 7 = 2.0, 7. 2 Hz, 1H) , 7.33 (dd, 7=2.0, 8. 4 Hz, 

1H), 7.61 (d, 7 = 8. 0 Hz,_ 1H), 8.25 (dd, 7 = 1.2, 6. 8 Hz, 1H). 

mmm 320 

N- [8- (2, 6 -i?* h=^>- 4 - ^^)V7 -2- (^^Jl^XJU 

77-jl) -f^V [l, 2-al tfU^>-3— r;W -N- 
a 7° u fc° )V) -N — T V ~f^-)V7 5 > 

'H NMR (400MHz, CDC1 3 ) <5 0.94 (d, 7 = 6. 4 Hz, 1H), 1.50-1.60 (m, 1H) , 
1.70-1.85 (m, 2H), 2.42 (s, 3H) , 2.48 (s, 3H) , 2.90-3.08 (m, 2H) , 3.10-3.40 
(m, 2H), 3.71 (s, 6H), 4.43 (t, 7 = 6. 0 Hz, 1H) , 4.55 (t, 7 = 6. 0 Hz, 1H) , 
6.51 (s, 2H), 6.81 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 7.03 (d, 7 = 6. 0 Hz, 1H) , 
8. 03 (br d, 7 = 6. 4 Hz, 1H) . 
mffiM 3 2 1 

N— [8- (2, 4-y^h^y-6-^^jl/7xZJl/) - 2- (^^JVXJV 
7 7-)V) -f==^V [1, 2 -a] fc:U> ? >-3 — OKI — N, iV-y7°Ob° 
^75 > 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t. 7 = 7. 2 Hz, 6H) , 1.35-1.45 (m, 4H) , 
2.06 (s, 3H), 2.47 (s, 3H) , 3.00-3.20 (m, 4H) , 3, 67 (s. 3H) , 3.85 (s, 3H) , 
6. 43 (d, 7 = 2. 4 Hz, 1H) . 6. 47 (d, J = 2. 0 Hz, 1H) , 6. 79 (dd, 7 = 6. 8, 6. 8 
Hz, 1H) , 6. 94 (dd, 7 = 1.2, 6. 4 Hz, 1H) , 8. 07 (dd, 7 = 1.2, 8. 0 Hz, 1H) . 
MMM 3 2 2 

N- [8- (2 - I h^y- 6 - ^ h+y - 4 - ^^7i-JW -2- (p< 
^)V7.)V7t~)V) -f^V [1, 2 -a] h° U ¥>- 3 — f ;W -TV, 77- 

> ? ynb°;i/Z$> 
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'H NMR (400MHz, CDC1 3 ) 6 0.86 (t, / = 7. 6 Hz, 6H) , 1.05 (t, / = 6. 8 Hz, 
3H), 1.35-1.43 (m, 4H) , 2.40 (s, 3H) , 2.47 (s, 3H) , 3.00-3.20 (m, 4H) , 3.72 
(s, 3H), 3.91-4.05 (m, 2H) , 6.50 (br s, 2H) , 6.78 (dd, 7 = 6.8, 6. 8 Hz, 
1H), 7.03 (dd, 7 = 1.2, 6. 8 Hz, 1H), 8.04 (dd, 7 = 1.2, 6. 8 Hz, 1H) . 

mmm 323 

N- [8- (2, 6-y^h^y-4-/^7x^;W -2- 

7 7-iW -Y 5 [1, 2 -a] t°U^>-3--r;W -N, N-i? (3- 

! H NMR (400MHz. CDC1 3 ) <5 1.70-1.89 (m, 4H) , 2.42 (s, 3H) , 2.49 (s, 3H) , 

3.20-3.40 (m, 4H) , 3.71 (s, 6H), 4.44 (t, 7 = .5. 6 Hz, 1H) , 4.56 (t, 7 = 

5.6 Hz, 1H), 6.51 (s, 2H) , 6.83 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 7.05 (dd, J = 

1. 2, 5. 6 Hz, 1H) , 7. 97 (dd, 7 = 1. 6, 6. 8 Hz, 1H) . 

mmm 324 

N— [8- (2-^7DD-6-^h^>-4-^5 : JP7i^) -2- (^3=- 
)V7>)V7 7—M -T^^V [1, 2 -a] tT U 3 --f ;U] -/V, AT-i^ 

'H NMR (400MHz, CDC 1 3 ) 5 0.88 (t, 7 = 7. 2 Hz, 6H) , 1.35-1.45 (m, 4H) , 

2.39 (s, 3H), 2.46 (s, 3H) , 3.05-3.20 (m 4H) , 3,70 (s, 3H) , 6.73 (s, 3H) , 

6. 80 (dd, 7 = 7. 2, 7. 2 Hz. 1H) , 6. 95 (br s, 1H) . 6. 99 (dd, 7 = 1. 2, 5. 6 
Hz, 1H) . 8. 09 (br d. 7 = 6. 8 Hz. 1H) . 

mMm 325 

N- [8-^^^)1-2- (*^)V7s)V7y—M -f 5 $>* S J [1, 2 -a] tf 

■H NMR (400MHz, CDC1 3 ) <5 0.88 (t, 7 = 7. 2 Hz, 6H) , 1.35-1.42 (m, 4H) , 

2. 02 (s, 6H) , 2. 34 (s, 3H) , 2. 45 (s, 3H) , 3. 05-3. 20 (m, 4H) , 6. 78 (dd; 7 
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= 6. 8, 6. 8 Hz. 1H) , 6. 88 (dd, / = 1. 2, 6. 8 Hz, 1H) , 6. 96 (s, 2H) , 8. 09 (dd, 
/ = 1. 2, 6. 4 Hz, 1H) . 

mmm s 2 6 

N— [8- (2-^h^y-4-^^7i"JV) -2- (*^)V7>)V7 7 — 
)V) -f 5 3?V Cl, 2- a] t°U> ? >- 3 — — N, N-?J7°U\±)17^ 

y 

'H NMR (400MHz, CDC1 3 ) 6 0.87 (t, / = 7. 2 Hz, 6H), 1.35-1.45 (m, 4H), 
2.42 (s, 3H), 2.53 (s, 3H) , 3.00-3.20 (m, 4H) , 3.80 (s, 3H) , 6.76-6.90 On, 
3H), 7.22 (dd, 7 = 1.6, 7. 2 Hz, 1H) , 7.64 (d, / = 8. 0 Hz, 1H) , 8.04 (dd, 
/ - 1. 6, 6. 8 Hz, 1H) . 

mmm 327 

N- [8- (4-X^;i/-2, 6 -z?* h^yy^—Jl) - 2- (*^)V7,)V 
7 [1, 2- a] t°U> 5 >-3 — OKI -/V, 7V->?:7°nhf 

Jl/7 5 > 

'H NMR (400MHz, CDC1 3 ) 3 0.88 (t, / - 7. 2 Hz, 6H) , 1.31 (t, J = 7. 6 Hz, 
3H), 1.30-1.50 (m, 4H), 2.47 (s, 3H) , 2.70 (a, / - 7. 6 Hz, 2H) , 3.02-3.18 
(m, 4H), 3.72 (s, 6H) , 6. 53 (s, 2H) , 6.79 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 7.03 
(br d, 7 = 6. 8 Hz, 1H) . 

mMm 3 2 8 

jV-y^D7°n \£)]/*?-)V-N- [8- (2, 6 -i?* b*z/~ 

^~)V) -2 - (^fJ^JV7 7^) -f^^V [1, 2 -a] b°U> ? >-3 

— r Jl/] -iV-7'ntf;V7$> 

'H NMR (400MHz, CDC1 3 ) 6 -0.10-0.06 (m, 2H) , 0.22-0.40 (m, 2H) , 0.75-0.86 
(m, 1H), 0.89 (t, 7 = 7. 2 Hz, 1H) , 1.32-1.50 (m, 2H) , 2.41 (s, 3H) , 2.47 
(s, 3H), 2.97 (brd, 7 = 6. 8 Hz, 2H) , 3.10-3.30 (m, 2H) , 3.70 (s, 6H) , 6.51 
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(s, 2H), 6.78 (dd, 7-6.8, 6.8 Hz, 1H). 7.02 (br d, / - 6. 4 Hz, 1H) , 8.12 
(dd, / = 1. 6, 6. 8 Hz, 1H) . 

mmm 329 

N, jV-yy^Dynk°JM^l/-iV- [8- (2, 6 - z? * V*rz/- 4 - ;* 
?^7xz;V) -2- (^^J^JV7 7-iW -f^^V [1, 2 -a] k'Uy 

>- 3 — r;n 75> 

'HNMR (400MHz, CDC1 3 ) 5 -0.10-0.15 (m, 4H) , 0.20-0.40 (m, 4H) , 0.75-0.85 
(m, 2H), 2.41 (s, 3H) , 2.48 (s, 3H) , 3.00-3.10 (m, 4H) , 3.70 (s, 6H) , 6.51 
(s, 2H) , 6. 79 (dd, / = 6. 8, 6. 8 Hz, 1H) , 7. 02 (dd, 7 = 1.2, 6. 4 Hz, 1H) , 
8. 20 (dd, 7 = 1. 2, 6. 8 Hz, 1H) . 
MMM 3 3 0 

N, JV-yyi'D7 , oHJWfJl'-iV- [8- ( 2 - j* 4, 6->^ 

^)l7^~)l>) - 2- (^^-JUXJlyy-M -T5^V [1, 2 -a] fcfDS? 

>-3 — r;v] t^> 

'HNMR (400MHz, CDC1 3 ) 5 -0. 10-0. 10 (m, 4H) , 0.20-0.30 (m, 4H), 0.75-0.85 
On. 2H), 2.02 (s, 3H) , 2.38 (s, 3H) , 2.46 (s, 3H) , 3.00-3.10 (m, 4H) , 3.68 
(s, 3H), 6.68 (br s, 1H), 6.75-6.81 (m, 2H), 6.95 (dd, 7-1.2, 6. 4 Hz, 
1H) , 8. 23 (dd, 7 = 1.2, 6. 8 Hz, 1H) . 
3 3 1 

N- [8- (2 -7)V3ru-4, 6 -v 5 ^ h*'>7x-jW - 2- (^^il/X 
JV7 7^W [1, 2 -a] fc!>J5»-3 — f;i/] -/V, iV-v^n 

'HNMR (400MHz, CDC1 3 ) 5 0.87 (t, 7 = 7. 2 Hz, 6H) , 1.30-1.50 fa, 4H) , 
2. 49 (s, 3H) , 3. 00-3. 20 (m, 4H) . 3. 74 (s, 3H) , 3. 84 (s, 3H) , 6. 36-6. 40 (m, 
2H) , 6. 79 (dd, 7 = 7. 2, 7. 2 Hz, 1H) , 7. 04 (br d, 7 = 6. 8 Hz, 1H) , 8. 07 (dd, 
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/ = 1. 2, 6. 8 Hz, 1H) . 

mmm 332 

N— [8- (4-^nn-2-/h+y7i-JW -2- (^^MJWj^ 
)V) -f^V [1, 2 -a] b°U> ? >- 3 —f ;W — TV, TV-S^atVl/T^ 
> 

'H NMR (400MHz, CDC1 3 ) 5 0.87 (t, / = 7. 2 Hz, 6H) , 1.35-1.43 (m, 4H) , 
2.53 (s, 3H), 3.00-3.17 (m, 4H) , 3.81 (s, 3H) , 6.80 (dd, 7 = 6.8, 6. 8 Hz, 
1H), 7.01 (d, 7-2. 4 Hz, 1H), 7.05 (dd, 7 = 1.6, 8.0 Hz, 1H) , 7.72 (dd, 
7 = 1. 2, 8. 4 Hz, 1H) , 8. 06 (dd, 7 = 1. 2, 6. 8 Hz, 1H) . 

mmm 333 

N— [2- (/fH^7 7-JW -8 - (2, 4, 6 - h U ^ b*~>yx. =. 
)V) -f$^V [1, 2 -a] b°U> ? >-3 — f;H -iV, /V-^yulf^T^ 
> 

'H NMR (400MHz, CDC1 3 ) <5 0.88 (t, / = 7. 6 Hz, 6H) , 1.35-1.45 (m, 4H) , 
2,47 (s. 3H), 3.03-3.16 (m, 4H) , 3.71 (s, 6H) , 3.87 (s, 3H) , 6.26 (s, 2H) , 

6. 78 (dd, 7 = 6. 8, 6. 8 Hz, 1H) , 7. 01 (dd, 7 = 1. 6, 6. 8 Hz, 1H) , 8. 04 (dd, 
1. 6, 6. 8 Hz, 1H) . 

mmm 334 

N- [8- (2, 4-^DD7i-;W -2- (^fjV7Jb7 7-JW -f 5 

[i, 2 -a] tfu> ? >-3 — r;i/] -/v-yDtfji/-/v- (2 --/at: 

'H NMR (400MHz, CDC1 3 ) 6 0.91 (t, 7 = 7. 6 Hz, 3H) , 1.41-1.50 (m, 2H) , 
2.17 (t, 7 = 2. 4 Hz, 1H), 2.52 (s, 3H) , 3.20-3.30 (m, 2H) , 3.92 (d, 7 = 
2.8 Hz, 2H), 6.84 (dd, 7.2, 7. 2 Hz, 1H) , 7.16 (dd, 7 = 1.2. 6. 8 Hz, 1H) , 

7. 33 (dd, 7 = 2. 0, 8. 4 Hz, 1H) , 7. 53 (d, 7 = 2. 0 Hz, 1H) , 7. 60 (d, 7 = 8. 0 
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Hz, 1H), 8. 17 (dd, J - 1.2, 6. 8 Hz, 1H). 

mmm 335 

N- 18- (4-,/h^>7x=;W -2- (^^;i/7 7-;W -f$^V 
[1, 2 -a] t"'Jy>-3-<JW -AT, N-z?7n \±)\>T 5 > 

'H NMR (400MHz, CDC1 3 ) 5 0.87 (t, / - 7. 6 Hz, 6H) , 1.35-1.43 (m, 4H) , 
2.62 (s, 3H), 3.00-3.18 fa, 4H) , 3.87 (s, 3H) , 6.81 (dd, 7 = 6.8, 6. 8 Hz, 
1H), 7.00-7.02 On, 2H), 7.20 (dd, 7 = 1.6, 7. 2 Hz, 1H), 8.03-8.08 fa, 3H). 

mmm 3 3 6 

N- [8- (2, / h^y-4-^^7x~;i/) - 2- {^^)V^)V 

7t-JV) -T5^V [1, 2-al tfU5?>-3 — OKI - TV- 7° n t?;i/- AT 
- (3 -5=-X~;V) 75> 

'H NMR (400MHz, CDC1 3 ) 5 0.94 (t, 7 = 7. 6 Hz, 3H) , 1.63-1.72 fa, 2H) , 
2. 43 (br s, 6H) , 3. 55-3. 63 fa, 1H) , 3. 73 (s, 6H) , 6. 02-6. 03 fa, 1H) , 
6.29-6.31 fa, 1H), 6.53 (s, 2H) , 6.79 (dd, 7=6.8, 6. 8 Hz, 1H) , 7.08- 
7. 13 (m, 2H), 7. 71 (dd, 7 = 1. 6, 6. 8 Hz, 1H) . 

mmm 337 

N- -N- [8- (2, 4-y70D7x-JW - 2 - 

^)i^)i7T~ju) -r^v [i, 2 -a] tru> ? >--3 — r;n -iv-7n 

'H NMR (400MHz, CDC1 3 ) 6 0.90 (t, 7 = 7. 2 Hz, 3H) , 1.35-1.46 fa, 2H) , 
1.72 (t, 7 = 2. 4 Hz, 3H), 3.20-3.30 On, 2H) , 3.81 (a, 7 = 2. 4 Hz, 2H) , 6.83 
(dd, 7 = 6.8, 6.8 Hz, 1H), 7.14 (dd, 7 = 1.2, 6. 8 Hz, 1H) , 7.33 (dd, 7 = 
2. 0. 8. 4 Hz, 1H) , 7. 52 (d, 7 = 2. 0 Hz, 1H) , 7. 61 (d, 7 = 8. 4 Hz, 1H) , 8, 17 
(dd, 7=1.2, 6. 8 Hz, 1H) . 
mi&M 3 3 8 
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N- [8- (2, 4-^DD-6-^h^>7x-JW -2- (;>W!/7Jl/ 

7 7^w -r^v [i, 2 -a] t°u> ? >-3 — r;w -/v, /v-^i/nt: 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, /-7.2 Hz, 6H) , 1.35-1.45 (m, 4H) , 
2.47 (s, 3H), 3.03-3.20 (m. 4H), 3.71 (s, 3H) , 6.81 (dd. 7=6.8, 6. 8 Hz, 
1H) , 6. 90 (d, / = 1.6 Hz, 1H) , 6. 97 (dd, 7 = 1.2, 6. 8 Hz, 1H) , 7. 14 (d, 
7 = 1. 6 Hz, 1H), 8.11 (dd, 7=1.6, 6. 8 Hz, 1H) . 

mmm 339 

N- [8- (2, 4-y^7 0D7x-;W - 2- (^^^7 7^) < 5 

[l, 2 -a] HU> ? >-3 — r;H -iv-x^;i/-iv-yntf;i/T$> 

'H NMR (400MHz, CDC1 3 ) 8 0.88 (t, 7 = 7. 6 Hz, 3H) , 0.99 (t, 7 = 7. 2 Hz, 
3H), 1.32-1.48 (m, 2H) , 2.52 (s, 3H) , 3.10-3.25 (m, 4H) , 6.82 (dd, 7 = 6.8, 
6. 8 Hz, 1H) , 7. 14 (dd, 7 = 1. 2, 6. 8 Hz, 1H) , 7. 33 (dd, 7 = 2. 0, 8. 4 Hz, 
1H) , 7. 52 (d, 7 = 2. 0 Hz, 1H) , 7. 62 (d, 7 = 8. 4 Hz, 1H) , 8. 12 (dd, 7 = 1. 6, 
6. 8 Hz, 1H) . 

mmm 340 

N- [8- (4-^h + y-2-^^7iZJW -2- WfKil/7 7- 
)V) -f a [1, 2 -a] HU> ? >-3 — OKI - N, N--Jy°u }±)V7 5 
> 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, 7 = 7. 6 Hz. 6H) , 1.35-1.44 (m, 4H) , 
2.24 (s, 3H), 2.52 (s, 3H) , 3.05-3.18 (m, 4H) , 3.85 (s, 3H) , 6.77-6.86 (m, 
3H), 6. 95 (dd, 7 = 1. 6, 7. 2 Hz, 1H), 7. 32 (d, 7 = 8. 4 Hz, 1H), 8. 08 (dd, 
7=1.6. 6. 8 Hz, 1H) . 

mmm 341 

N--y$u-7*J-)\,^)V- N- [8- (2, 6-y^h+y-4-^^7x 
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-)V) -2- -i^yV [1, 2-a~\ tfUv>-3- 

'H NMR (400MHz, CDC1 3 ) 6 0.87 (t, / = 7. 2 Hz, 3H) , 1.30-1.45 (m, 2H) , 
1.50-1.60 (m, 2H), 1.60-1.90 (m, 4H), 2.22-2.80 On, 1H) , 2.41 (s, 3H) , 2.47 
(s, 3H), 3. 00-3.25 (m, 4H) , 3.70 (s, 3H) , 6.51 (s, 2H) , 6.77 (dd, 7 = 6.8, 
6.8 Hz, 1H), 7.01 (dd, 7 = 1.2, 6. 8 Hz, 1H) , 8.02 (dd, 7 = 1.2, 6. 8 Hz, 
1H). 

mmm 342 

TV- [8- (2, 6-^^h + v-4-^^7x^;W -2- (*^)V7,)V 
77-JW -fS^V [1, 2 -a] tfUS?>- 3— OH -iV-7°n t°;V-iV 
- (2-^nt!-;i/) 

■H NMR (400MHz, CDC1 3 ) 6 0.90 (t, 7 = 7. 2 Hz, 3H) , 1.40-1.50 (m, 2H) , 
2.19 (t, 7 = 1. 6 Hz, 1H), 2.42 (s, 3H), 2.47 (s, 3H) , 2.20-2.31 (m, 2H) , 
3.70 (s, 6H), 3.91 (d, 7 = 1. 6 Hz, 2H) , 6.51 (s, 2H) , 6.81 (dd, 7 = 6.8, 
6. 8 Hz, 1H) , 7. 04 (br d, 7 = 7. 2 Hz, 1H) , 8. 08 (dd, 7 = 1.2, 6. 8 Hz, 1H) . 

mmm 343 

TV— [8- [4-^on-2- (h'JyMn^fJW y^~)V} -2- 
?JVXJV77^W -fS^/tl, 2 -a] fc°D^>-3 — f;i/] -JV, 77- 

'H NMR (400MHz, CDC1 3 ) <5 0.88 (t, 7 = 7. 2 Hz, 6H) , 1.35-1.45 (m, 4H) , 

2.46 (s, 3H), 3.02-3.18 (m, 4H) , 6.79 (dd, 7=7.2, 7. 2 Hz, 1H) , 6.99 (d, 

7 = 7. 2 Hz, 1H), 7.50-7.60 (m, 2H) , 7.77 (br s, 1H) , 8.12 (dd, 7 = 1.2, 
6. 8 Hz, 1H) . 

mmm 344 

N- [8- (4-70D-2, 6-^h^>7i^W -2- U^;V7JV 
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7 7-iH -f ^ Cl> 2 -a] b°'J> ? >- 3 —OKI -TV, TV-v^nt! 
Jl/T^ > 

'H NMR (400MHz, CDC1 3 ) 5 0.88 (t, / = 7. 6 Hz, 6H) , 1.35-1.47 (m, 4H) . 
2.47 (s, 3H), 3.04-3.16 (m, 4H) , 3.71 (s, 6H) , 6.68 (s, 2H) , 6.79 (dd, / 
= 6. 8, 6. 8 Hz, 1H), 6. 99 (dd, J = 12, 6. 8 Hz, 1H) . 8. 06 (dd, / = 0. 8, 6. 8 
Hz, 1H). 

mmm 345 

TV- [8- (4-#nn-2, 6-^h^>7i^JW -2- (*3\Jl/X;V 

-r^^v [1, 2 -a] t°u> 5 >-3 — r;w -tv-s^d:/^ 

'H NMR (400MHz, CDC1 3 ) 5 0.87 (t, / = 7. 6 Hz, 3H) , 1.35-1.45 fa. 2H) , 
1.50-1.90 (m, 6H), 2.22-2.40 (m, 1H) , 2.47 (s, 3H) , 3.00-3.20 On, 4H), 3.70 
(s, 6H) , 6. 68 (s. 2H) , 6. 78 (dd, / = 6. 8, 6. 8 Hz, 1H) , 6. 99 (br d, / - 6. 8 
Hz, 1H) , 8. 03 (d, / = 6. 8 Hz, 1H) . 

mmm 3 4 6 

TV— [8- [4-^h^~>-2- (hU7Mo^^) 7x'JV] - 2 - 
?M;i'7 7-JW -ys^v [1, 2 -a] k°U^>- 3 — on -/v, TV- 

'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, / - 7. 2 Hz, 6H) , 1.25-1.45 (m, 4H) , 
2. 46 (s, 3H) , 3. 04-3. 20 On, 4H) . 3. 90 (s, 3H) , 6. 78 (dd, J = 6. 8, 6. 8 Hz, 
1H), 6.99 (d, 7-7. 2 Hz, 1H), 7.12 (dd, 7=2.4, 6. 8 Hz, 1H) , 7.25-7.29 
On, 1H), 7.50 (d, / = 8. 8 Hz, 1H) , 8.10 (dd, 7 = 1.2. 6. 8 Hz, 1H). 

mmm 347 

TV- [8- (4-*3\N/-l, 3 -^> , ;m7-JH 5 — fTW - 2 - 
fJl/7Jl/7 7-iW -f^V [1, 2 -a] tf'J> ? >-3 — fTH -TV, TV- 
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'H NMR (400MHz, CDC1 3 ) <5 0.88 (t, / = 7. 2 Hz, 6H) , 1.35-1.43 (m, 4H), 
2.10 (s, 3H), 2.52 (s, 3H), 3.02-3.18 (m, 4H) , 6.01 (br s, 2H) , 6.73-6.80 
(m, 2H) , 6. 88-6. 97 (m, 2H) , 8. 08 (dd, / = 2. 0, 6. 8 Hz, 1H) . 

mmm 3 4 8 

N- - JV- v £ n * ^-JV - N- [8- (2, 6->^h=^>-4 

- *^JV7 -2- (^^-JVXJVyy-JV) -T5^V [1, 2 - a] tf 

L H NMR (400MHz, CDC1 3 ) 6 0.86 (t, J =1.2 Hz, 3H), 1.25-1.37 (m, 4H), 
1.60-1.90 (m, 4H), 2.22-2.38 (m, 1H), 2.41 (s, 3H), 2.47 (s, 3H), 3.00-3.25 (m, 
4H), 3.70 (s, 6H), 6.50 (s, 2H), 6.75-6.80 (m, 1H), 7.01 (br d, c/=6.8 Hz, 1H), 
8.01 (dd, J" = 2.0, 8.4 Hz, 1H). 
USSM 3 4 9 

iV-S/^n^;l/^^-iV- [8- (2, 6-y^h^y-4-^f^7i 
-2- (/?MJl/7 7-JW -fS^V [1, 2 -a] t°U> ? >-3- 

'H NMR (400MHz, CDC1 3 ) 5 0.98 (t, / - 6. 8 Hz, 3H) , 1.50-1.90 (m, 6H) , 
2.22-2.40 (m. 1H) , 2.41 (s, 3H) , 2.47 (s, 3H) , 3.08-3.24 On, 4H) , 3.70 (s, 
6H), 6.51 (s, 2H), 6.78 (dd, / = 6. 8, 6. 8 Hz, 1H), 7.01 (br d, / = 6. 8 Hz, 
1H) , 8. 02 . (br d, / = 6. 8 Hz, 1H) . 

mum 350 

TV- [8- [2-^nn-4- (hU7Mn/h^y) 7x"JH -2- (^ 
fKJl^7 7-JW -Y^V [1, 2 -a] b°U^>- 3— r;i/] -iV, W- 
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'H NMR (400MHz, CDC1 3 ) 6 0.88 (t, / - 7. 6 Hz, 6H) , 1.35-1.45 On, 4H) , 
2.52 (s, 3H), 3.03-3.18 (m, 4H), 2.52 (s, 3H) , 3.03-3.18 (m, 4H), 6.83 (dd, 
7. 2, 7. 2 Hz, 1H) , 7. 15 (dd, / = 1. 2, 6. 8 Hz, 1H) , 7. 22 (br d, / = 7. 2 Hz, 
1H), 7.39 (s, 1H), 7.71 (d, / = 8. 4 Hz, 1H), 8.13 (dd, 7 = 1.2, 7. 2 Hz, 
1H). 

^MM 3 5 1 

N-i/t7U7*^)V^)V- N-^/Zuy'U N- [8- (2, 6- 

2 - a] t°'Jy>-3-^;W T5> 

'H NMR (400MHz, CDC1 3 ) <5 -0. 18-0. 12 (m, 2H) , 0.20-0.40 (m, 2H) , 0.70-0.85 
(m, 1H), 1.50-1.85 (m, 6H) , 2.22-2.38 (m, 1H) , 2.41 (s, 3H) , 2.47 (s, 3H) , 
2.90-3.00 On. 2H) , 3.10-3.35 On, 2H) , 3.70 (s, 6H) , 6.51 (s, 2H) , 6.77 (dd, 
/ = 6. 8, 6. 8 Hz, 1H) , 7. 01 (dd, J = 1. 2, 6. 8 Hz, 1H) , 8. 09 (dd, / = 1. 2, 
7. 2 Hz, 1H) . 
$mW 3 5 2 

N- [8- (5-^^-2, 3-y/WFD-l, 4 -^>Vz?jr*^>- 

6 — r;w -2- (^?jw^7 7-jw -r^yi/ ci, 2 -a] t°u^>- 

3 — r;H — n, n- z>y°u \£jvt^> 

■H NMR (400MHz, CDC1 3 ) 6 0.88 (t, / = 7. 2 Hz, 6H) , 1.38-1.45 On, 4H) , 
2.06 (s, 3H), 2.52 (s, 3H) , 3.02-3.20 On, 4H) , 4.25-4.36 On, 4H), 6. 76-6.. 80 
On, 2H) , 6. 89-6. 96 On, 2H) , 8. 08 (dd, / = 1. 2, 6. 8 Hz, 1H) . 
mt&M 3 5 3 

N-is?n7^)V^)l-N- [8- (2, 6-y7h^y-4-^?Jl/7x 
- 2- -f 5 [1, 2 -a] fUy>-3- 

-f;V] -iV- (3 -^jl/^-nynh:^) T^> 
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■HNMR (400MHz, CDC1 3 ) 6 1.50-1.85 (m, 8H), 2.30-2.40 (m, 1H) , 2.41 (s, 
3H), 2.48 (s, 3H), 3.00-3.40 (m, 4H), 3. 70 . (s, 6H) , 4.43 (t, / = 6. 0 Hz, 
1H), 4.55 (t, 7 = 6. 0 Hz, 1H) , 6.51 (s, 2H), 6.80 (dd, 7=6.8, 6. 8 Hz, 
1H) , 7. 03 (dd, 7 = 1. 2, 6. 8 Hz, 1H) , 7. 97 (dd, 7 - 1. 2, 6. 8 Hz, 1H) . 

mmm 354 

7V3, A73 — i?7°U 8 — [6- - 3 - 

tfU^H -2- (^m^7 7-^) -fS-^V Cl, 2 -a] t°U> ? >- 
3-75 > 

'HNMR (400MHz, CDC1 3 ) <5 0.88 (t, 7 = 7. 2 Hz, 6H) , 1.35-1.45 (m, 4H) , 
2.24 (s, 3H), 2. 53. (s, 3H), 3.00-3.20 On, 4H) , 3. . 12 (s, 6H) , 6.45 (s, 1H) , 
6. 78 (dd, 7 - 6. 8, 6. 8 Hz, 1H) , 6. 95 (dd, 7 = 1. 2, 6. 0 Hz, 1H) , 8. 07 (d, 
7 = 6. 8 Hz, 1H), 8. 15 (s, 1H) . 

fi|«!l 3 5 5 

N— [8- (2, 6 h+^-4-^^7xn;V) - 2- U5P;i^;i/ 
7 7-iW -<5^V [1, 2 -a] k°U> ? >- 3 --f;i/] -N-7u Td)]/-N 
— 7=" h7t Fo - 2 77-4-k°^-;l/75 > 

'HNMR (400MHz, CDC 1 3 ) 5 0.84 (t, 7 = 7. 2 Hz, 3H) , 1.22-1.40 (m, 4H) , 
1.50-1.70 (m, 2H), 2.42 (s, 3H) , 2.48 (s, 3H), 2.95-3.05 (m, 1H), 3.22-3.42 
(m, 4H), 3.71 (s, 6H) , 3.89-4.05 (m, 2H) , 6.51 (s, 2H), 6.79 (dd. 7 = 6.8, 
6. 8 Hz, 1H) , 7. 03 (br d, 7 - 6. 8 Hz, 1H) , 8. 03 (dd, 1. 2, 6. 4 Hz, 1H) . 

mmm 356 

N3 -zy^uy^)l^^)V- ~y°u fc?;u- 8 - [6- (y^^75;) 
-4-^;i/-3-b°Ui?;i/l - 2- <5^V [1, 

2- a] t°U> 5 >-3-T5> 

'HNMR (400MHz, CDC1 3 ) 6 0.88 (t, 7 = 7. 2 Hz, 3H) , 1.32-1.43 (m, 2H) , 
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1.50-1.90 (m, 6H), 2.23 (s, 3H), 2.21-2.36 (m, 1H) , 2.53 (s, 3H) . 2.95-3.30 
(m, 4H), 3.13 (s, 6H), 6.45 (s, 1H), 6.78 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 6.95 
(dd, 7 = 1.2, 6.8 Hz, 1H) , 8.05 {dd, 7 = 1.2, 6.8 Hz, 1H) , 8.15 (s, 1H) . 

mmm 357 

N3-zyyuy^)V^^)V- N3- ( 3 - 7 )V3ru 7° u k°;i/) -8 - [6- (v 

^ws;) 3-tfu^;p] - 2- (^f;wji/7 7-;w 

-f^V [1, 2 -a] b°U^>-3-T5> 

'HNMR (400MHz, CDC1 3 ) 6 1.50-1.85 (m, 8H) , 2.23 (s, 3H) , 2.25-2.38 (m, 
1H), 2.54 (s, 3H), 3.00-3.40 (m, 4H) , 3.13 (s, 6H) , 4.44 (t, / = 6. 0 Hz, 
1H), 4.55 (t, 7 = 6. 0 Hz, 1H) , 6.45 (s, 1H) , 6.80 (dd, 7 = 6.8, 6. 8 Hz, 
1H), 6.97 (dd, 7 = 1.2, 7. 2 Hz, 1H) , 8.00 (dd, 7 = 1.2, 6. 8 Hz, 1H), 8.15 
(s, 1H). 
HMfll 3 5 8 

N3, N3-z^iy^uy°U\i)V^)V-8- [6- (-J*^)V7^J) -4- 
*^)V- 3 - tf'J z?)V\ -2 - {^J-)V7)V7t~)\s) -f5^V [1, 2 -a] 
b°U> ? >- 3-75> 

'HNMR (400MHz, CDC 1 3 ) 5 -0. 15-0. 12 (m, 4H) , 0. 18-0.40 (m, 4H) , 0.75-0.85 
(m. 2H), 2.22 (s, 3H) , 2.52 (s, 3H) , 2. 95-3. 20 (m, 4H) , 3.12 (s, 6H) , 6.46 
(s, 1H), 6.79 (dd, 7 = 6.8, 6. 8 Hz, 1H) , 6.96 (dd, 7 = 1.2, 6. 8 Hz, 1H) , 
8. 16 (s, 1H), 8. 24 (dd, 7 = 1. 2, 6. 8 Hz, 1H) . 
mMM 3 5 9 

N3 , N3-~yy°u¥)l-8- [6- (y/?JV75y) -2, 
-3-tfU^JU] -2-.(^fHJ!/77^W -fS-^V* [1, 2 -a] tfU 

v>>- 3-T^y 

'HNMR (400MHz, CDC1 3 ) 6 0.89 (t, 7 = 7. 2 Hz, 6H) , 1.35-1.45 (m, 4H) , 
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2.00 (s, 3H), 2.18 (s, 3H) , 2.47 (s, 3H), 3.00-3.20 (m, 4H) , 3.11 (s, 6H) , 

6.31 (s, 1H), 6.78 (dd, 7 = 6.8, 6. 8 Hz, 1H) . 6. 88 (dd, 7 = 1.2, 6. 8 Hz, 
1H) , 8. 08 (dd, J = 1. 2, 6. 8 Hz, 1H) . 
mMM 3 6 0 

TV 3 -y^)V~N3 -X5^;i/- 8 - [6- -4-^;i/- 

3-b°u^;i/] -2- (/fj^^7 7-jv) ci, 2 -a] tfu^ 

>- 3 -75> 

'HNMR (400MHz, CDC1 3 ) d 0.86 (t, 7 = 7. 2 Hz, 3H) , 0.98 (t, 7 = 7. 2 Hz, 
3H), 1.23-1.40 (m, 4H), 2.24 (s, 3H), 2.53 (s, 3H) , 3.12 (s, 6H) , 3.13-3.25 
(m, 4H) , 6. 46 (s, 1H) , 6. 79 (dd, 7 = 6. 8, 6. 8 Hz, 1H) , 6. 95 (dd, 7 = 1.2, 
6.8 Hz, 1H), 8.07 (dd, 7 = 1.6, 6. 8 Hz, 1H) , 8.16 (s, 1H) . 

mmm 3 6 1 

/V3-'yPtf;i/-/V3-^h^bHn-2i7-4-t°^^i;i/-8- [6- (i> 
*^)V7S.S) -4-*^)V- 3 -tfU^H - 2- (/?MJV7 7^W 
-f5^V [1, 2 -a] t:'Jy>-3-75> 

'HNMR (400MHz, CDC1 3 ) <5 0.85 (t, 7 = 7. 4 Hz, 3H) , 1.23-1.40 (m, 2H) , 
1.45-1.70 (m, 4H), 2.24 (s, 3H) , 2.54 (s, 3H), 2.95-3.07 (m, 1H) , 3.13 (s, 
6H) , 3. 25-3. 42 (m, 4H) , 3. 87-4. 03 (m, 2H) , 6. 46 (s, 1H) , 6. 79 (dd, 7 = 6. 8, 
6.8 Hz, 1H), 6.96 (dd, 7 = 1.6, 6. 4 Hz, 1H) , 8. 07 (dd, 7=1.6. 6. 8 Hz, 
1H), 8. 16 (s, 1H). 

mmm 3 6 2 

N3, N3 -zs7°U\i)V- 8 - [6- (z? * ^-)V7 5 J ) - 2 - ^^)l>- 3 - 

fcfUSW] -2- {^)V7,)Vyr-)V) <5^V [l, 2 -a] tfU^>- 
3 -7^> 

'HNMR (400MHz, CDC1 3 ) 5 0.88 (t, 7 = 7. 2 Hz, 6H) , 1.38-1.44 (m, 4H) , 
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2.39 (s, 3H), 2.54 (s, 3H), 3.02-3.18 (m, 4H), 3.12 (s, 6H), 6.44 (d, / 
= 8. 4 Hz, 1H) , 6. 77 (dd, / = 7. 2, 7. 2 Hz, 1H) , 6. 94 (dd, / = 1. 2, 6. 8 Hz, 
1H), 7.59 (d, 7 = 8. 8 Hz, 1H), 8.05 (dd, 7-1.2, 6. 8 Hz, 1H). 

mmm 3 6 3 

N- [8- (2, 4-y^DP7x"JW -2- (^?MJV77-iW -f 5 
[l, 2-al t°U> ? >-3 — OKI -N-7°u t°;V-iV-7"h^ t Fn 
- 2 77-4-b°^r:;i/T^ > 

'H NMR (400MHz, CDC1 3 ) 6 0.85 (t, 7 - 7. 4 Hz, 3H) , 1.20-1.40 (m, 2H) , 
1.40-1.80 (m, 4H), 2.53 (s, 3H), 2.95-3.05 (m, 1H) , 3.25-3.43 (m, 4H) , 
3. 84-4. 05 (m, 2H) , 6. 83 (dd, 7 - 7. 2, 7. 2 Hz, 1H) , 7. 15 (dd, 7 = 1. 2, 7. 2 
Hz, 1H), 7.34 (dd, 7-2.4, 8.4 Hz, 1H) , 7.53 (d, 7 - 2. 4 Hz, 1H) , 7.62 
(d, 7 - 8. 4 Hz, 1H) , 8. 1 1 (dd, 7 = 1.2, 6. 8 Hz, 1H) . 

mmm 3 6 4 

N— [8- (2, 6 -iS* b*^- 4-^^)17 )l) -2- (*^)V7,)V 

7y-)V) ^5^V [1, 2-al b°'J> ? >-3 — f JV] - N- z/9 D 7*^)V 
^)V-N-^b^>\i Fn-2 77-4-t:^-;PT5 > 

X H NMR (400MHz, CDC1 3 ) 6 1.25-2.02 (m, 10H), 2.10-2.20 (m, 1H), 2.41 (s, 
3H), 2.49 (s, 3H), 3.05-3.10 (m, 1H), 3.20-3.40 (m, 2H), 3.69 (s, 3H), 3.71 (s, 
3H), 3.90-4.00 (m, 2H), 6.51 (s, 2H), 6.78 (dd, =7=6.8, 6.8 Hz, 1H), 7.03 (br d, J 
= 6.8 Hz, 1H), 7.99 (dd, J = 1.2, 6.8 Hz, 1H). 
H»iJ 3 6 5 

iV-i/^0 7°n tf;i/^^;i/-iV- [8- (2, 6 -v 5 ^ h4^>- 4 -^3^:7 
i-JW -^2- (^^^7 7-JW -f$^V [1, 2 -a] tf'J> ? >-3 
— ()V\ -N-^b^h: KP-277-4-ti^-;i/7 7 5> 

>H NMR (400MHz, CDC1 3 ) (5 -0.20- -0.10 (m, 1H), -0.50-0.08 (m, 1H), 
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0.12-0.20 (m, 1H), 0.25-0.35 (m, 1H), 1.40-1.70 (m, 4H), 2.41 (s, 3H), 2.49 (s, 
3H), 2.97-3.10 (m, 2H), 3.30-3.45 (m, 3H), 3.69 (s, 3H), 3.72 (s, 3H), 3.85-3.92 
(m, 1H), 3.95-4.02 (m, 1H), 6.51 (s, 2H), 6.79 (dd, ,7=6.8, 6.8 Hz, 1H), 7.03 (dd, 
,7=1.2, 6.8 Hz, 1H), 8.13 (dd, ,7=1.2, 6.8 Hz, 1H). 

mMm 3 6 6 

N- [8- (2, 4-^^b + y-6-^^7xnjl/) - 2- (*^;i/7J!/ 
7 7^) -f$^V [1, 2 -a] bfU^>-3 — r;H -7V-7°nH;i/-7Y 

J H NMR (400MHz, CDClg) 6 0.85 (t, J= 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 
1.40-1.75 (m, 4H), 2.05 (s, 3H), 2.49 (s, 3H), 2.95-3.10 (m, 1H), 3.22-3.45 (m 
3H), 3.68 (s, 3H), 3.85 (s, 3H), 3.85-4.05 (m, 2H), 6.43 (d, ,7=2.4 Hz, 1H), 6.47 
(d, ,7=2.4 Hz, 1H), 6.79 (dd, ,7=6.8, 6.8 Hz, 1H), 6.96 (dd, ,7=1.6, 7.2 Hz, 1H), 
8.06 (dd, ,7=1.6, 6.8 Hz, 1H). 

mmm 3 6 7 

N-^ZU7°U}i)V^)V- N- [8- (2, S-*^)V7 
j^-JV) -2 - (^fJV7^7 7^) -f^^V [1, 2 -a] tf»J^>-3 
--OKI -TV-^h^t: Hn- 2 77- 4- tf^-;V7^ > 

J H NMR (400MHz, CDC1 3 ) 5 -0.30- -0.08 (m, 1H), -0.02- 0.10 (m, 1H), 
0.15-0.40 (m, 2H), 0.60-0.75 (m, 1H), 1.40-1.70 (m, 4H), 2.03-2.08 (m, 3H), 
2.49 (s, 3H), 2.95-3.12 (m, 2H), 3.30-3.45 (m, 3H), 3.66-3.69 (m, 3H), 3.85 (s, 
3H), 3.80-3.92 (m, 1H), 3.95-4.02 (m, 1H), 6.44 (br s, 1H), 6.47 (br s, 1H), 6.79 
(dd, ,7=6.8, 6.8 Hz, 1H), 6.96 (br d, ,7=6.8 Hz, 1H), 8.16 (br d, J =6.8 Hz, 1H). 

mmm 3 6 8 

N- [8- (2, h^~>-4-^^Jl/"7x— )V) -2- (*3\«/>Ul/ 

77-iW -r^v ci, 2 -a] tf»j^>-3 — r;i/] -jv-ycufjiz-iv 
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*H NMR (400MHz, CDC1 8 ) 6 0.87 (t, J =7.6 Hz, 3H), 1.35-1.57 (m, 3H), 
1.70-1.95 (m, 3H), 2.41 (s, 3H), 2.47 (s, 3H), 3.00-3.35 (m, 5H), 3.50-3.90 (m, 
8H), 6.51 (br s, 2H), 6.79 (dd, J =6.8, 6.8 Hz, 1H), 7.02 (dd, ,7=1.2, 6.8 Hz, 1H), 
8.14 (dd, J =1.2, 6.8 Hz, 1H). 
^Mffl 3 6 9 

N- C8- (2, 6 -i?* h^-4-^JVyjL=iM - 2- {^)V7s)V 
7T~)V) [1, 2 -a] t°'J> ? >-3 — (M -N-y°U\i)V-N 

—t- h^t Hn - 3-7 7-;M?;i'75 > 

J H NMR (400MHz, CD Cl 3 ) 5 0.88 (t, ,7=8.0 Hz, 3H), 1.35-1.50 (m, 2H), 
1.60-1.95 (m, 2H), 2.10-2.30 (m, 1H), 2.42 (s, 3H), 2.48 (s, 3H), 2.90-3.10 (m, 
4H), 3.60-3.84 (m, 10H), 6.51 (br s, 2H), 6.80 (dd, =7=6.8, 6.8 Hz, 1H), 7.03 (br 
d, ,7 = 6.8 Hz, 1H), 7.93-8.02 (m, 1H). 
mMM 3 7 0 

N-y^JV- N-zs5>U-7*3-)V*?-)V- N- [8- (2, 4->^h^f>-6 
-^^7iZjV) -2- W?H^7 7^W -Y^l/ [1, 2 -a] fcf 
US^>-3-^;i/] 75 > 

J H NMR (400MHz, CDC1 3 ) 5 0.86 (t, J =6.8 Hz, 3H), 1.22-1.42 (m, 1H), 
1.65-1.90 (m, 4H), 2.05 (s, 3H), 2.24-2.36 (m, 1H), 2.48 (s, 3H), 2.94-3.32 (m, 
4H), 3.67 (s, 3H), 3.85 (s, 3H), 6.43 (d, J=2.0 Hz, 1H), 6.47 (d, J =2.4 Hz, 1H), 
6.78 (dd, ,7=6.8, 6.8 Hz, 1H), 6.93 (br d, ,7=6.8 Hz, 1H), 8.03 (br d, ,7=6.8 Hz, 
1H). 

mifcM 371 

N- y'^JV- N- is?U N- [8- (2, 4-zS*^)l-6- 

^h^y7x-jV) -2- (/m^7 7-JW -f^V [1, 2 -a] tf 
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: H NMR (400MHz, CDC1 3 ) 6 0.86 (t, ,7=7.2 Hz, 3H), 1.20-1.45 (m, 4H), 
1.65-1.90 (m, 4H), 2.02 (s, 3H), 2.20-2.35 (s, 1H), 2.38 (s, 3H), 2.47 (s, 3H), 
2.95-3.35 (m, 4H), 3.68 (s, 3H), 6.67 (br s, 1H), 6.75-6.80 (m, 2H), 6.95 (dd, J= 
1.2, 6.8 Hz, 1H), 8.04 (dd, J=\.% 6.4 Hz, 1H). 
MMM 3 7 2 

8- (2, 4-y^DD7x-JW -3-pWI/-2- (^?;i/7^7 7-;W 
<1$&V [1, 2- a] t?U> ? > 

^n^E-2- (/fH*77-JW -f^^V [1, 2 -a] h°U 
^>-3-AJl/^vl/- h (8 4 0mg) Sfh7kFD77> (3 0mL) 
fci&^U y-fV7fJV7JH-^A/W K^-T F®lMhJl/X>^S (1 0 
mL) $-7 0t:TlTU £i&£Tr_h#£-e:fc. ^jS?Mfr#jWM;7>^~ 

tlfc [8-7^-2- (^^7^7 7^) -f5^V CI, 2 -a] tf U 

ienfe [8-r/n^E-2- (y^;i/y;V77 7 -;v) -rs^y [i, 2- 

a] tTU^>- 3 — *&S—)V (6 4 0mg) £Xizh> (5 0mL) 

fci&SU m-mk-£?ifr—Mfc^>fi> (4g) £in;^ — nfcJfc#bfco — ii 
-ffc^>73>£-te^-f h^i^TliL, «£MEETM^bfc 0 f#e>*lfc^S 

= 1:10) \ZTmmtZ>t, 8 -T/n^- 3-pW1/- 2- U^7JU:7 
-fS.yV [1, 2-a] t°U> ? > (12 0mg) ^SM«!ltbT 

#e»tlfc8 -yn^r- 3 - y^;U- 2 - (/^7^7 7-Jl/) -ys^v' [1 , 

2-a] tf u i?>%mm&}4 tmm\zfcmt;^Tmmt^z&-&%£M } £i<T 

2 H NMR (400MHz, CDC1 3 ) 5 2.50 (s, 3H), 2.52 (s, 3H), 6.91 (dd, <7=7.2 Hz, 
1H), 7.17 (dd, J -1.2, 6.8 Hz, 1H), 7.34 (dd, =7=2.0, 8.4 Hz, 1H), 7.52-7.57 (m, 
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2H), 7.83 (d, J =6.8 Hz, 1H). 

mmm 373 

1- [8- (2, 4-y^OD7izJ|/) - 2 -x^M* [1, 2 - c] 

tfg ^>?>- 3 — f ;H ^>;i/x^ji/x— 

X H NMR (400MHz, CDC1 3 ) 5 0.95 (t, J = 7.2 Hz, 3H), 1.21 (t, J =1.6 Hz, 3H), 
1.22-1.35 (m, 1H), 1.29 (t, =7 = 7.2 Hz, 3H), 1.42-1.52 (m, 1H), 1.77-1.85 (m, 
1H), 2.05-2.15 (m, 1H), 2.73-2.84 (m, 2H), 3.30-3.48 (m, 2H), 4.77 (t, =7=7.2 
Hz, 1H), 7.39 (dd, =7=8.4, 2.0 Hz, 1H), 7.56 (d, .7=8.4 Hz, 1H), 7.57 (d, =7=2.0 
Hz, 1H), 7.97 (br s, 1H), 9.39 (br s, 1H). 

kkt, mmm 374^376 373 t^it^iL 
mmm 374 

3- (l-Ih + y») -2-x^;i/-8- (2-^h^~>-4, 6-5? 
*3=-)l7^-)V) -f5^V [1, 2-c] h°U5> ? > 

(a) TLClfR f fg(D;*;# ViS'ftf* 1 

X H NMR (400MHz, CDC1 3 ) & 0.95 (t, J" =7.2 Hz, 3H), 1.14-1.36 (m, 1H), 

1.19 (t, =7=7.2 Hz, 3H), 1.25 (t, =7=7.2 Hz, 3H), 1.41-1.54 (m, 1H), 1.77-1.88 
(m, 1H), 2.06-2.16 (m, 1H), 2.07 (s, 3H), 2.37 (s, 3H), 2.68-2.80 (m, 2H), 3.27- 
3.44 (m, 2H), 3.70 (s, 3H), 4.75 (t, =7 = 7.2 Hz, 1H), 6.69 (s, 1H), 6.77 (s, 1H), 
7.78 (br s, 1H), 9.32 (br s, 1H). 

(b) T L C±T'R f m<D'h2l,*m&fc 2 

X H NMR (400MHz, CDC1 3 ) <5 0.94 (t, =7=7.2 Hz, 3H), 1.14-1.34 (m, 1H), 

1.20 (t, =7 = 7.2 Hz,- 3H), 1.25 (t, =7 = 7.2 Hz, 3H), 1.41-1.54 (m, 1H), 1.78-1.88 
(m, 1H), 2.06-2.16 (m, 1H), 2.07 (s, 3H), 2.38 (s, 3H), 2.68-2.84 (m, 2H), 3.30- 
3.44 (m, 2H), 3.71 (s, 3H), 4.75 (t, =7 = 7.2 Hz, 1H), 6.69 (s, 1H), 6.77 (s, 1H), 
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7.78 (br s, 1H), 9.34 (br s, 1H). 
HHM 3 7 5 

8- (2-^nn-4-^h+y7i^W - 3- (l-xh^^JW - 
2 -X^;H- 5 [ 1 , 2 - cl k°U$v> 

X H NMR (400MHz, CDC1 3 ) 5 0.94 (t, J =1.2 Hz, 3H), 1.19 (t, J =7. 2 Hz, 
3H), 1.22-1.35 (m, 1H), 1.28 (t, ,7 = 7.2 Hz, 3H), 1.42-1.52 (m, 1H), 1.78-1.88 
(m, 1H), 2.05-2.15 (m, 1H), 2.71-2.82 (m, 2H), 3.29-3.45 (m, 2H), 3.86 (s, 3H), 
4.76 (t, J =1.2 Hz, 1H), 6.94 (dd, J =8.4, 2.8 Hz, 1H), 7.08 (d, ,7=2.8 Hz, 1H), 
7.53 (d, ,7=8.4 Hz, 1H), 7.93 (s, 1H), 9.34 (s, 1H). 
m&M 3 7 6 

3- -2-X^;i/-8- {Q-*h*is-2-^)V 

-3-tfU^) -T=-^V [1, 2-c] h°U^> ? > 

X H NMR (400MHz, CDC1 3 ) 6 0.94 (t, ,7=7.2 Hz, 3H), 1.19 (t, ,7=7.2 Hz, 
3H), 1.26-1.38 (m, 1H), 1.28 (t, ,7 = 7.2 Hz, 3H), 1.42-1.52 (m, 1H), 1.78-1.88 
(m, 1H), 2.05-2.15 (m, 1H), 2.42 (s, 3H), 2.70-2.81 (m, 2H), 3.29-3.46 (m, 2H), 
3.97 (s, 3H), 4.77 (t, ,7 = 7.2 Hz, 1H), 6.69 (d, ,7=8.4 Hz, 1H), 7.64 (d, ,7=8.4 
Hz, 1H), 7.79 (s, 1H), 9.34 (s, 1H). 

±mmMM(D^hmzfti£VWk^%fotf : ht, n- (2-x^;u-8 
-^>fK5^ Cl, 2 -a] h°^> ? >- 3— r;W - N, N-y7°nt" 
)V7^y mmM, N- (2-X^;i/-8-^->^;W5^V [l, 2 -a] 
tf^> ? >-3 — i )V) -N- ( 1 -3L^)V7°U b°;P) 7SX TV- [8- (2 
-^7no-4-/h^y7x-JW -2-XfM$^Y [1, 2-a] fc°^ 
> ? >-3--f;H -TV, N-5?ynt:;V75> N-zst7W7u\Z)V 
*<?)V-N- [8- (2, 4-y7nn7x^Jl/) -2-Xf;K$^7' [1, 
2-a] t°^s?>-3 — r;i/] -JV-fy^/SX TV- [8- (2, 4 
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-y/7DD7iZJW - 2-X3\JM'5£'V [1, 2-a] b°^>- 3 — f 
;K1 -JV-^ntf^-iV-f- b Kn- 3 -?t7x"JV75 >^ iV3 , N 
3 -y7°PtfJi/- 2 — f yyntr;i/- 8 - (2-*h=^>-4, 6-^^^;!/ 
7i~JW -f^V [1, 2 -a] b°^> ? >- 3 -75X iV- [2-X^ 

-8- (6-^^)1-1, 3-^>^y-ih5-^w -rs^y [i, 

2 -a] t°^>-3--f;H -iV, A^-> ? ynb°;i/T^>, AT- [2-X5^ 
)V- 8 - (4-^ h + ->- 2, 5-v7^7x-JW -f$^/ [1, 2-a] 
b°^S?>-3 r;H -iV, N-^-fU t°;i/T5 >, JV-y^D^D^Mf 

;i/-iv- [8- (2, 4-^nn7i-W -2-xW5^7 [l, 2 
-a] b°^>- 3— f -AT- (2 h^5/X^;iO 75> ^ii, 
AT— [ 8 — (2-^DD-4-^h^y7xz;V) -2-X5P;W5^V [1, 
2-a] b°^v>-3 — T;i/] -AT, iV-yy^n7°nk>^^7$X A/" 
-8 - [5-7no-4- (2, 5-y^^-l J/-l-k°u-fJW -2- 
^ h+y7i'JW -2-l?JK5 7V [1, 2-a] b 0 ^^- 3 — ( JV 
-N, N-^yyuy°u\i)V^^)V7^.y, N- [8- (2, 4-i^naT 7 
-2-I?Jl/-6-/fMS7V [1, 2-a] b°^> ? >- 3 — f 

;H — iv, A^-> ? ynb°;i/T5> ilil, N3, at 3 -i?y°u b;i/- 5 -y 

(2, 4-y7nD7i^JW - 2 -X^-f^V [1, 2-a] 
t°7y>-3-75X 8- (2, 4 - 5?^ n □ y x z)W - 3- (y7"Dt: 
Jl/75/) -2-XfM5^/ [1, 2-a] b°^f/>- 6 )V y7ir 
-f K> at— [8- (2, 4-> ? ^nayai-;i/) - 2 -x^;i/- 6 h^v 
-T^y [1, 2-a] b°^i/>- 3 --<;!/] — A", 7V-v : ynb;i/T^>, 
AT- [6-7nn-2-IfJ|/-8- (2-^b4^>-4, 6-^?Jl/7i 

-r^yy ci, 2-a] b°^>?>- 3 — r;i/| -a-, Af-^ynb^y 

AT3, W3 -y7°Dh>- 8 - (2, 4 - P D 7/ acXJl/) - 2 - 
^7^7 7-iW -f^^y [1, 2-a] t°7y>-3-75X AT", AT- 
yy7D7ofJM^-iY- [8- (2-y<b^>-4, 

-;b) -2- (^fKji.7 7-;w -r^^v [i, 2-a] b^v>-3- 
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<i)V\ 75>, TV— [8- (2-^nn-4-^h+y7x-JV) -2- 
^)V7.)V7t~)V) -f^yy [1, 2 -a] b°^v : >-3 — OK) -N-z/9 
D7°DtfJM?^-iV-7°Dh>7$X iV- [8- (2-7'D : E-4-^h 

-2- -f^^V [l, 2 -a] t?^ 

>-3—f;v] - N-=y^uy°u\i)V^^)V- n- ( 3 - :7ji^n 7°n \l)V) 

75X iV- [8- (2-^OD-6-/h=r->-4-/fJk7x-jW -2 

- (/^ji^yj^w -r^v [i, 2 -a] tf^>>>- 3 — r;w -jv, 

Ar-^s^n^nfcVl/^Wl/XSX AT- [8- (2-^Dn-4-^h+y 

7x-;w -2- (y^;i/7 7^;W -f^V [i, 2 -a] tf^>- 
3 — ()V\ — N— z/s? n y"u \f.)V^^)l-N — fV7>^7$X Af-->^n 
y°u\i)V^)V-N- [8- [2-^5^;i/-4- 7m 
-;K1 -2- (t^k^t^ -jk> -f^^yV [1, 2 -a] fcf^>-3- 

-N--/U A/- [8- (2-^nD-4-^h^y7i- 

-2- -t^yv [i, 2 -a] t°^s^>-3 — r 

;KI -iV-e/^nyoti^^^^-iV-ypti^TS >, n- [8- [2-^ 
D0-4- (h'j7Mn^h^y) 7 -2 - (pwi/7;;y:7 t~;k> 

-fS^V [1, 2-a] fcf^^X-3 — r;H -AT, AT- □ fcf;M 

5P;l/75>, 1- C [8- [2-i7DD-4- (hU7Jl/*n^^» 7x 
-2- (^^;l/7Jl/7 7-;W -fS-^V [l, 2-a] t:^v>-3- 

-r;v] (i/^nypb°;w^^;i/) 7$/] -2-7°d/v-jk 2- [ [8- 

[2-7no-4- (hU7Mo^h^» 7xzjH - 2- 
77-iW -fS^V [l, 2-a] k°^> ? >- 3 — OKI (y7n7nkVW 
3=-;l0 757] 7th75K, 4- [3- [>> (y7n7°Dt 0 JWfJW 75 
y] -2- (y?Jl/7Jl/7 7^JW -f 5 ^7" [1, 2-a] t°^> 5 >-8--r 

)V] - 3 h^Fv^:>v'n hu;K JV, Af-syS^ n:/n tf;i/^JV- Af- 
[8- (2 h=^i/-4-^h^ t Fo- i jf- l -tfnu;w^x-;u) - 

2- (^^7Jl/7 7-JW -f^V [1, 2-a] M^-jy- 3 — f;U] T 
JV2 - [8- [2-70D-4- (h'j7MD^h^"» 7i~JW 
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-2- (^fKJV7 7-JW <5^V [1, 2 -a] tf7> J >- 3 — {)V\ 
-TV2 - y^D^Oh'JV^^l/- 2 -7JV7S. H\ iV- [8- [2-^nn- 
4- (hU7Mn^h^y) 7x"JW - 2- -f 5 

[1, 2 -a] h°^> ? >-3 — OH -JV-y^07°Ut!;l'^^;i/-iV- 
(2-7UJW?;V) 7 5>, TV- [8 - [2-7PO-4- (hU7Mn 
^ h^>0 7xXJl/] -2- < 5 [1, 2 -a] 

k°^> ? >- 3 — r;n -Tv-~>^nr/ot:;p?wy-Tv- (2-wj/x 

75X TV- [8- [2-700-4- (h'j7Mn/h^y) 7 re 
-;H -2- (^?M;i/7 7-iW -f^^l/ [1, 2 -a] t:^> ? >-3- 
-r;H -JV-y7n7nHjM /V- [2- ( 1 if- 1 - tf 7 W ;W x 
5=-;V] 75X TV— [8- [2-7DU-4- (h'j7MD^h + y) 7x 
~)V] -2- (^^J1/7^7 7~JW <5^V [1, 2 -a] tf^v>-3- 

-iV-y^n^DfJWfJl'-N- [2- (lH-l-f$^7H;W 

x=f;h t^>, 2- [2-x^;y-3- (i-i^7'ot:jw -rs^v [i, 

2 -a] tf^> ? >- 8 — OKI -3, 5-^^7x^JP X— ^ 

;k 3- (l-Xh + y7fJW -2-X5F;V-8- (2-^h^->-4, 6 
-y/^7x"JV) -f=^V [1, 2- a] fc?^>?>\ 1- [8- (2-* 
nD-4-^h^>7xr;v) -2-x^;w^^y [l, 2 - a] b°^s?> 
-3-<;i/] -l-7/^7> Ol-^fJW^yA, 3- (1-Xh^y7 
^Tl/) -8- (2-^h^~>-4, 6-y^f^7xXjW - 2- (^TkX 
-fS^V [1, 2 -a] tf^S?>, /V- [8- (2-^nn-4 
-^b^->7x^) -2-^h + y^577 [1, 2-a] tf^v>-3- 

-7V->'^D7 p Dt!;py^-/v-yDtf;i/T$>, tv- [2-x^;]/ 

-8- (4-^h + 7-2-/Wx-JW 5 [1, 2 - 5] t?U^ 
S/>-3 — r;H -/V, N-z?7°n¥)l7SL>, TV- [2-X3\N/-8- (2 
-^h^/-4, 6-i?^^l/-7 3iXJW -f^V [1, 2-5] h°U^> 
-3 — r;W -/V, jV-y7°Dt!Jl/75X TV, /V- yy7 □ 7/n tf;i/^ 3^1/ 
-TV- [2-X^Tl/-8- (2-^h^>-4, 6-y^^7x-;i/) -f 5 
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¥V [1, 2-b] \iVy^>- 3—i JV] 75>, N— [8- (4-*H3=- 
y-2-^^7x~JW - 2- -f^^V [1, 2- 

fc] fc° u^5?>-3— r;iO -iv, AT-5?:/nt£;i/Xi$>> iv- [8- (2, 

A--J^uuy^-)V) -2- (^fjl/7Jl/7 7-iW ^5^V [1, 2- a] 
tfU 5?>- 3 — < -AT, N-v ? ^'otf;i/7$>, AT— [8- (2-*h^ 

5>-4, 6 ->?^^;i/7^-;i/) -2- ;p) -r s y v/ [i, 

2 -a] tf U5?>- 3 -^)V\ -N, N-i>yu\i)Vy^>, N- [8- (2, 
6-5?* h^S>-4-^^;i/7a:-;i/) - 2- (/?J^;i/7 7^) -f 5 ^ 
\7 [1, 2 -a] tfU5?>-3 — -iV, iV-^^nbf;PT$>, iV— [8 

- (2, 4->?* h^->- 6 -*^)V7^~)V) -2- (*^;p^;v^ 7 — )V) 

-f^yV [1, 2 -a] HU5?>- 3 -- f ;V] -TV, AT- 5?7°D t?;V7 5 >, 
A/— [8- (2-^nn-6-* h+y-4-/?Jl/7x-JW -2- (*5P 
JlX)l7 7~)l) -f^V [1, 2 -a] tfU^>-3-^;l/] — iV, 7V->> 

7°nt°;i/y$>, A/— [8- (2, 4-5?^nn:7;c-;i0 -2- (*^;px 
jvyy-JV) <is.#V [1, 2 -a] tf'j 5?>— 3 — < - A^-^n tf 

AT- (2 -7°U tf-JV) T^>, AT- [8- (4-7DD-2-^h^v7x 
-2- (/?MJl/7 7-JW -f5^y [1, 2 -a] t:U5?>-3- 
-f;i/| — IV, N-y7DW5X A"— [8- (2, 6 - 5?* b={^>- 4 - 
/?jl/7x-JW -2- (^5 : M>7 7-JW -f^^V [1, 2 -a] fc!U 

s?>-3— r;i/| -Ar-^ntr;i/-AT- (3-^xn;i/) ysx TV— [8- 

(4 -* n^->- 2 -/^7x-jw -2- (*?-)ix)i77-)i) -i 

V* [1, 2 -a] t:U5?>-3— f JH — AT, Ar-y7°Dh>7 5X AT- 5- 
S7U7^)V*^)l-N- [8- (2, 6-5?* b*zs- 4 - *?-)V7 x.-)V) 
-2 - (*^)17,J17 7~)1) ^f5^V Cl, 2 -a] t°'J 5?>- 3 -- f;i/J 

— N—y°U \£.)]/7 3. AT— [8- (4-^7DD-2, 6 - 5?* h*i/7 jc — 

-2- (^^7^7 7-JW -f5^7 [1, 2 -a] tf'J5?>-3--f 
Jl/] — AT, iV-v 5 7°Ofc 0 Jl/7^>, AT- [8 - (4-7nn-2, 6-5?* h 
^y7xZJW -2- (^?M;P7 7-;W -f^^V [1, 2 -a] t°U5? 
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>-3 — Okl -N-zy^uy^)V^^)V-N-y°U\^)V7^ >, N-y"^JV 

- N-^^uy'^)V^J-)V- N- [8- (2, 6 h^>- 4-^^)V~7 

-2- (^^KJV7 7^W -Y53?V [1, 2-a] t°U> ? >-3 

— OKI ysx 7v-v^D^;i/p<^;v-A^-2/^D7 0 nH;i/^^;u-iv- 

[8- (2, 6-y^h^y-4-^^7xZjW -2- (^W^7y 
-f5^V [1, 2-a] k°U> f >- 3 — r;H T$>, 7V3 , 
•7°Dh°;i/-8- [6- (y^W$y) 3 - tf U vMKI -2 

- (^^JP77-J1/) <S^V [1, 2-a] t°>Jy>-3-75X JV 

- [8- (2, 6-y^h^y-4-^^JV7i-jl') -2- (*?-)lX)l7 
y-)l) -i5.^J [1, 2-a] tf U 3 - ~ iV- 7n tf;i/- iV- 
Th7tFn-2/f-4-h°7^75X iV3 -->^ n^;V^^;U- AT3 
-ynt°;v-8- [6- (S^WVT^y) -4-*3\^-3-t!US?;V] - 
2- (^^MJl/7 7-JW [1, 2-a] k°'Jy>-3-75X 

JV3 -->^n^;i/^^;P- AT3 - (3 -yji^ray^u tf;i/) - 8- [6- (>> 
-4-^^;v-3-trus?;v] -2- (^?m;v7 7-JW 

-f$^\/ [1, 2-a] t:Ui/>- 3-7S>, iV3 , JV3 — -Ji/ty U7°U t! 

;i/^^;u-8- [6- (^wsy) -4-^^;u- 3 -tfus^;n -2 

- (/fJWJl/7 7^) <5^V [1, 2-a] tf'Jy>-3-75>, N 
3 - tf^l — 7V3-^h^tHn-2//-4 — tf ^ ~;i/— 8 - [6- 

-4-^^-3-tru^;w - 2- (^?m;V7 7-;w -t 

[1, 2-a] k°Uy>-3-75X N- [8- (2, 6-S?*h3r 
y-4-y^7i"JW -2 - (/7Jl/7Jl/7 7^) <5^V [1, 2 - 
a] t?US?>-3 — OKI -JV-v^D^;V^^;l/-JV— r-h^t Fo- 2 
Jf-4-fc!^~JK7 3. >^ N—zsZ uy°U \L)\s^3-)\>- N- [8- (2, 6- 

h^r~>-4-.*^;V:7:r-;i/) -2 - (^^^7 7-^) -(S^V [1, 
2-a] h°U> ? >-3 — OKI -A^-^h^t Kn- 2 //- 4 - t°7-l-75 
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^Wt^mz-D^x, 3j^3hDk">f|±l^>g§#: (CRFR) 
M SfeM 1 

CRFR^ii 

(1) CRFR^WOfl: CRFR^UfCHlWCfik hCR 

fr i &mm%iisfc.Mm<Dmmfr&m^fca cRFRwit^Toiat 

fflbfc. cDNA^^^'J-tLThuman brain (Quick 
Clone™ Clontechlt) ^ffiHTCRFR 1 ©^-*«{h^£P C 
R^fCcfc^#fco #e>n^DNASffM-^^n-->^^^-{-#Ab, 
mm^^tz.o JEb^ISie^J^feOcDNA^^^^- (pcDNA 
3.1TM, Invirogenft) \CDU^^.Xt^ CRFRIW^^- 
^HEK2 9 3lii:I^«AU G4 18 (lmg/ml) ^htzM 

mmmm^xmmvx^rcMmmm^mmRmiz^ v ? u->itvr^ & □ 

CDSIl®^^ sauvagine t^-grlg/OW^ n — >^SflWfc31iRL,T 

(2) M®^©PS^: ' C R F R 1 ^ife^A bfc G 4 1 8 
sonicate buffer (D-PBS-lOmM MgCl 2 , 2mM 

egta) xM^i&m^iz^vmmmw&n-ofco m : &ffi&.w&<DmmwL& 

Si^Sb (4 6, OOOXg, 10^1) , «8^26l:sonica 
t e b u f f e r m« LTIrI i D I bfeo i^MC, tfcffiteb 
inding buffer (D-PBS - 1 OmMigC 1 2 , 2mM EGT 
A, 1. 5%BSA, 0. 1 5mM bacitracin, IX prot 
ease inhibitor cocktail (COMPLETE™, B 
oehr ingert) IMUTlSSiS^ 1. 6mg/m 1 fcW§4U HI 
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(3) ffitr^m : Sauvagine £(D&&^m*9 6K7°U-h&m^ 
X, SPA™ (Amersham pharmac i aft) Sffl^Tff^fc. 
H^iSPA beadsgfflPMUfcL »ie40mg, bea 
d s 0 . 5mg£4 0 pMO 125 I — s auvag ine (Am e r s h am p 
harmac i aft) &feM^#I#aTT 2 ^Flijg-etlL, (1, 

0 0 0 x g, 5 ^{3#7^©»i-^'t4^T opCount™ (Packa 
r dft) HTStebfc, 

( 4 ) jKf-&ffi©JFffi : 1,0 0 0 flSFjftfUiao^iftJH' sauvagine £jjp 

SJDAT&^ifcfftSte* 1 0 0 % (control) <hU &m&% (% of control) 
T-^b7c 0 #tfeJfcK0*&&*B«rte:, % (% of control) ^lil^n^hb 
7c^:7j:^% (% of control) T5 0%^^tSS^TI C 50 f iLT 

J¥ fcfci TCo 

sasiM 2 a t t - 2 o nm&m ^tcy^-jvm-y^ ^-^mmmmm 

( 1 ) uwmft •. a t t - 2 o mmvx, -^^t, ©iTi#;iift*©iift 

T&D^ 3J^3hDt:>ft»Vt> (CRF) IC^bTll^T^JI/ 
mS/^^— if^^tt-fbbT^AMP (cAMP) £g£U mmfeM^Jb 
tXACTH) £$:£BT3 £ 6*1X^3 (Biochem. Biophys. Res. Com. 106. 

1364-1371, 1982) „ ^MMBS (1 X 1 0 5 ) £ D - M E Mi§±-ft (0. 

UFBS) 9 6^U~- bizW^, 7*^7*^X7x7- tf 

(I B MX> C a 1 b i o c h e mft) ^I^lmMOMTSiDbT 
3 0^f|3 7°CTi§*Lfeo tM^©MttCRF (3 0 nM) ^JPtL 
T 1 0 ftmZ 5t3 7 °CT±§» bfelt t , »it (5 0 0Xg, 5 #«) £ £ D 
MM&Mtb. lysis buffer (Am ersham pharmac 

1 aft) IZXmm^mm^X, EL I SAM^TlWcAMP©I4i 
^IbLELISACHcAMP E I Ay7fA(B I OTRAK™ A 
mersham Pharmacia ft) ^&Wi t^7io 

(2) T^-jbwii/??— ¥mvkmmm<Dwm mhnt^-^co^mmA 
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T©ct5fCff ofe 0 3 0 n M© C R F ^» Ifcffl© c AM P 1414 1 0 
0% (control) £U ^UMO\^% (% of control) Tgbfc. 
mm&ffiMlZ, % (% of control) $lil:^DyhU^77«fc^ (% of 
control) Tr5 0 %%7sk'tm&%:?ksb I C 50 ttttItBbfc. 
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R 2 




C 2 _ 8 7;^nM, C 2 _ s T;1/^^;1/*, C 3 . 8 y^D7WS, C 3 _ s -> 
//nyj^^JH, Cj^jJPn^yS, c j.jj^-Wi/S, — NR 1 a 
R lb [R la 43ck^R lb «|WI-^fcm@S7d:oT7j<*M^ C^^MM, 

_ 6 y;i/^;ux;i/*-;v*^fe«c 1 _ 7 J3irayi/;i/S^^-r] , -co-nr 1 

a R lb [R la ^J:tXR lb «^-tl^nMfS^*<h[WIit«^^-r] , -CO-A 1 [A 

-G^A 2 [GMi-O-CO-, S, SOSfcttS0 2 *, A 2 (JC,_ 6 7Jl/+ 
^S^fcaC 2 . 6 7J^-JH^^f] ^fett-S0 2 -NR la R lb [R la £>i; 

^R lb «^n^ntffiB^tt<hM«^^-r] Tg^b^nsx^u m\z.Mnz 
R^iADy^, y7;s, C!_ 6 7MjH, c 2 _ 8 y;ver-;i^ c 2 _ 

R 2 « 

(a);\ny>j^^ ~>7;i, - hoi, c 0 t;i^^fjI/S, c 2 _ 10 t;u^t— 

C 2 _ 10 T;i/^-;i/S^ C 3 . g y^n7;WH, C 3 _ 8 >^ n7Jl^~;i/ 
C 3 _ 8 ->^ P7MJK ,. 6 7WS, C 3 _ 8 y^o7JWC 2 _ 6 7il' 

yCi.^TKJH, c 1 _ 6 7;i/2^yC 2 _ 8 7Ji'7'-;H, c 2 _ 6 r;i^n;k 
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t^yCi.JWi, C 2 . 6 7J^-Jl/t^yC 2 . 6 7JV^JH^ — NR 2 
a R 2b IR^&tkUR^te^tn^til&iUzymm^, C^gJMJl/S, c 2 _ 8 

Ci.eTMM, u-;y#;y^-;i^ c 3 _ 8 y^n7Wi, c 

3 . 8 y^D7M^C I . 6 7MJH, atD7'J-;K 1 _ 6 7WI 1 7U 
-JVC 1 . 6 7MJH, 7'J-M, 5 75^14^*^^ C 1 _ 6 7^n + 

^*;v^-;yS^7c«c 2 _ 6 T;i/^-;i/^^r->^;i/^-;i/S^^-r] , -co- 

nr 2 a R 2 b [r 2& &^z$R 2 h u^n^nmm7£m£mmmz^-ri , -co- 

A 3 [A 3 «zK*M^ zR^g* C^JJWH, C 2 _ s T;y^rn;^ C 2 _ 8 

fe^Tn7'j-;i/M^l-] , -o-c (o) -a 4 [a 4 «c 1 _ 6 t;1/^;ux 

C 2 . 3 7J^-Jl/S^fettC 2 _ 8 7jV^Jl/S^t] , -G 2 -A 5 [G 2 teS, 
SO^fdiS0 2 ^ A 5 SC 1 _ 6 T;P^r;^^7c«C 2 _ 6 T;y^r-;kS^^T] 

(b)R 1 i^LT-ifc^DI«UTV^T : bi< , ^Id, 
ffrfH(a)^fe«Cb)©±l-^^43^TR 2 ^/\D^r>]^T, zkS^, y7;S, C a 

_ 6 :7;i^;i^ c 2 _ 6 t;1/^t-;^, c 2 _ 6 y;i/^-;i/^, c 3 . g y^D7K 

vS, C^JJW^^l, C 2 _ 6 T;y^r^;i/^^», — NR 2a R 2b [R 2a 

a^R 2b ^n^nmm^mtmMm^-r] , 7u-;i/S*j;^fn7 

X, Y 4 octr/Z«^-n^n?4iL^(a)N^/t«(b)CR 4 K*, R 4 tt(aa)7K* 
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6 y;i/*;i/S, c 2 _ 6 y;i/^r:;i/S, c 2 _ 6 y;i/^n;i/X, c 3 . 8 y^D7W 

— NR 4a R 4b [5£4U R 4a *3i;^R 4b ^n^nffi5i:^7K^M^ C^g 

yjwi/S, c 2 _ 8 y;i^^rr-jvs, c 2 _ 6 r;Mp-;«, c^jwfts, 

-Jim, 5 75M1 4Slt*^^ C^ey^^y^M^l/S^fdiC^e 

T;i,v-r:;i/^-^5/^;i/^^:;i/*^^-r] t>L<te-G 3 -A 6 Kf, G 3 tes, 
sosfdiso 2 § ; A 6 nc 1 _ 6 T;i/^;vs^fc^c 2 _ 6 y;v^r-;i/S^^-r] 

%7K-tfi\ (bb)R 4 «H5U fL<H R 2 <hR 4 i:T-^bT-|f fcfc 

OSt^T^bWrfeekt^o ] ; C(DiM£>\z&^T, X, Y33«fctfZ© 

5^^<t^2^aCR 4 K4 5 ©R 4 «MfB^»i(W|«tt^^t-] &7F~?T ; 

(1) R 1 *«t^XR 2 **^5 1 ;i/3£T, X, Y43=ttKZ^CH-r\ R 3 7^2, 
4 - y ^ n □ 7 x " ;HT ^ 5 

(2) R 1 *«hU ^;i/^-n^^ji/ST, R 2 ^7^*JM^-^^^^I^TT\ X** 
NT, Y#=C (CHj) -T\ Z^CHT\ R~D, R 3 ^7x-JHt$5l 

XT\ X/^NT\ Y#*=C (CH 3 ) -T\ ZjJJCHT, JL"^ R 3 ^3-^n 

(4) R 1 t^tRj^ HKTT * R^U-tM'J^JMfJUT, XA«NT?, Y**= 
CR'- [R'«^ac-;i/S^^"f"o ] T\ Z^CHT, JLt3, R 3 /^y*;r-Jl^ 

2. R^c^y;!/^;^ c 2 _ s y;v^;i/S, c 2 _ 8 y;i^-;i/^ c : 
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+yS, xb^vS, n-yntf;p^v^, i s o-7°Dh°M^yS, 
^^;i/7;;i/7^x:;^, x^;i/x;i/^^ x;i/^, y^;i/^;i/zfrx;i^£fc«;x 

4. R^-G 4 -CH 3 [5£4u Gn»l§^, CH 2 , OSfdiS^t. ] 

yC!_ 6 7MM, c^e/J^Mj^xjv^ c 2 _ 6 y;^^r-;i/^;i/7jN- 
£ - N R 2 a R 2 b [ R 2 a £5 J; l£R 2 b te^-ft^tlf&fB £ |5|lc« £ ^ 

6. R 2 ^-NR 2aa R 2bb Kt, R 2aa 43<^t/R 2bb ^tl^tl&3i:fc7j<^ 

CljTjws, c 2 _ 8 r;i/xxji^ c 2 _ 6 x,Mrx;i^ st^mi 
4 nfe c j _ 6 7)V*)vm, c a _ 8 ^ s/S, 

c^sJiV^+yc^s/MJH, c^sTii/^^x^^-Y C!_ 6 7 
;Wi/7Ji/*x;i/S, c 3 _ 8 y^n7M^i, c 3 _ 8 ->^nT;i/4 i ;i/C 1 _ 6 7' 
;i^;i^£fcte5 7SSl 4Mit»Si5£X£^U Kfcfuf2R 2aa :£3<OTR 2bb te 

8 . r 3 ^nfnti znx^xhck^y x x;i^ £ « t? u >^*-e$> s 

9. R 3 ^7\n^r>JK^ C^gJJWH, }\uf J -C 
Cj^TJ^ + yl^ An£V - C^eTJ^ + yS, C l _ 0 7 

it\t 5. nm s m^«^»3S3£*^ e>^fc£ns 1 nm 4i©ST^ti^nii 
£ nr & J: x - * a t° u & 5 i mmoit^m £ 
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i o. R 3 ^yym^. ±&stncT> £kmmTs ^jm, hU7 

tf p u safcrns i j^s 3 icST^-n^nti^ nx *> «fc ? ^ 
£ fc « tf u & s i* ^ i tB«4 (Dit^m £ te^-cDi&o 

R 4 ' tezkfSfK^ An$*>HC^% S/J/S, C^Tfr^V&tiltteC^T 
1 2. X&^Y/^CR 4 ' (5£4u R 4 ' »ttif3^»t!W]^tt^^t-o ) T\ 

13. X, Y&J;^Z^CR 4 ' (5£*. R 4 ' teMl2S«^Mj|£^To ) 

14. R 4 ' ifiT^mm^ An^>JI^ X?^S, *h^>X£ 

fettx h+'>s^5it*i 1 1 1 3 wrna> i wz.tBWHDib&m&tt 
is. r 4 ' tf7kmm?°v%>2>mmi it&si 3©vi-rn*^i^fcSB«s©ft: 

1 6. TE^"e*toSnsW*^lSB«©{b'&*Sfctt^-©4ft- 



17. R 2 /^-NR 2aa R 2bb (sS^ R 2aa &J;l/R 2bb te^ti^n^3£fe:7j< 
*JR% C^sT^H, C 2 _ 3 7J^JH> c 2 _ 6 7;i^^-;i/S, 5 

1 4M4mmmmmm^mT:mm^nrz.c 1 _ 6 7)u^jm. c^ B 7)vn^m, 




en) 
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)l3rJm&t£\Z 5 TbMl 4SS^S^b, S^fufBR 2aa £;J;£/R 2bb «: 
18. R 2 #^ (C,_ 6 7M;W 75ySt^§»t^l eiBf^cD^tl* 

2 0. R^Vno^HC^ C 1 . 6 7J1/+JH, AP^y C ^sT;]/^;^ 
AnyVC 1 . 6 7;i'3^yS, C 1 _ 6 7Jl/3^yI, C^eTJWftS^fe 

« 5 Tbm 8 e>js«n§ i nm a fioST^n^nti^ 

2 i. TlB^;-eftt)$n^if^ifBm(D^%^^^©mo 



22. R^^^zfR^^n^nnmzym^, Ci.gj^n, c 2 _ 

^nfcC^gT^^^Ss C 1 _ s 7^3 + yC 1 _ 8 7MJ^ C 3 . 8 y^P7 

fctt c 3 . 8 y ^ n 7 c ! . 6 7;^ji/it, Mtc^n^nffi&ie: 
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2 3. R 2a ^o c t^R 2b ^c 1 _ 6 y;i/^;i/^Tfe^if^ii2 imm<Dit^m^ 

2 4. MW^ZKUtfyffi^ Cj.gJM^ C^eT^+^D 
3 ilSCDSTSm^ tit V^T ck >-fe? >IT & &lit«i 2 1 f2tt<D<fb^ £ 
2 5. it^mffiN- (2 -X3MV- 8 v-WS^y [1, 2 -a] tf 

at- (2 -xf;p- 8 s^v [1 , 2 - a] \L^-jy- 3 — f 
-iv- (1 -x^;i/7°p t°;i/) x$>^ 

TV- [8 - (2-^nn-4-^ h+y7x-JW - 2 -X5P;W i$ [1, 
2 -a] H^> ? >- 3— OKI -AT, AT->?7 0 Pt:;l/7^> tts, 

JV-y^PyDfJMfJkJV- [8- (2, 4-y^DP7xZJV) -2 
-X^;i/-f$^^/ [1, 2 -a] t?^v*>- 3 -- f;i/] -7V--T v^;H5 

>, 

iV- [8- (2, 4-y^nD7i^) - 2 -X^;M' 5 [1, 2- 
a] t°^^>-3— r;H -iV-^nt°;U-iV-^h^h Kn- 3-^7^ 

JV3, iV3 -^^ntf;V- 2 — fV7°nt°;V-8- (2-^h=£;>-4, 6 
-y/^Jl/7irJW -f^V [1, 2 -a] t°^> 5 >- 3 ~T 5 >> 

AT- [2-X^;V-8- (6-^^-1, 3 -^>.l/^^V-;U- 5 - 
-Ol/) -Y^V [1, 2 -a] t£^>>>-3 — f;i/] -AT, TV- n b°^7 

AT-- [2 -X^JI/- 8 - (4-^h^~>-2, 5--J^)V7x.-)V) -f 5 
y V [ 1 , 2 - a] tf 7 ^ > - 3 — OH - A/, AT- h°;U7 5 >> 

jV-y7D7°nt:JMfJl'-N- [8- (2, 4-y^DD7xZJW -2 
-XfM5^7" [1, 2-a] tf^>-3 — OH — A/"— (2-^b^>- 
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x^;u) 7S.y &m.m., 
N- [8 - (2-^dd-4-^ h^y7x-;W - 2 -xg^ws^V [l, 

2 -a] tf^> ? >-3 — T;H -JV, AT"yy^D7 0 nt°;MfJl/7$>, 

jV-8- [5-^DD-4- (2, 5-^^^;!/- 1 H- 1 -tfn-Ol/) - 
2-^h^y7x-M -2-lW5^V [1, 2-a] tf^^>-3- 
•<;i/-JV, JV- y y ^ D 7°D I: J W ^7 5 

iV- [8- (2, 4-yi?DD7x-;W - 2 - X^JI/- 6 -^f ;K5^ 
V* [1, 2-a] k 0 ^5^>- 3 — r;H -TV, N--J~7°u hVPTS > i&M^ 

AT3, iV3-y7 s ntVl'-5-7*Dt-8- (2, 4-y^OD7x-Jl/) 
-2-X5 : ;H5^!/ [1, 2-a] tf ^i^>- 3 -7 5. >> 

8- (2, 4-^DD7x-JW - 3- (e?^nt!;i/7$y) -2-X^P 
[1, 2-a] £95?>- 6—01/ ->7tM h\ 

AT- [8- (2, 4-y^nD7xZJl/) - 2 - X^JK 6 - ^ 5 

Ci, 2-a] tf^^>- 3 — r;w -jv, Ar-^yntf;P7$>, 

TV- [6-70D-2 -X^;U- 8 - (2-^h^>-4, 6-:/^;^ 

x~;W -f^yv [i, 2-a] tf^> ? >- 3 --r;i/] -w, iv-^yntf^ 

iV3, iV3 -5?7"nlfJl/- 8 - (2, 4-y^nD7xZJl/) -2- (y^ 
K^7 7-JW -Y^^V [1, 2-a] k°^> ? >- 3 - 75>, 

iV, A^-f/S/^Dyntfjl/^^k-iY- [8- (2-^h3r5/-4, 6-v 5 
/?Jk7xXJW -2- ^S7V [1, 2-a] M=y 

>?>-3 — r;H 7$x 

N— [8- (2-7no-4-^ h^y7xx;W -2- (^?M;i'7 7 
-f=^V [i, 2-a] tf^>- 3 — -OKI -iv-s/^ tf;i^ 

N- [8- (2-7*Ot-4-^h^^7xZJW -2- (;* 3=-;W*Jl/:7 7 
— ;u) -f^V [1, 2-a] h°^> 5 >- 3 --T;i/] - N-ist7U7°U}±)V* 
N- (3-yjl^rny°u\d)V) 7SX 
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N— [8- (2-^7DO-6-y< 4-^^)17 3L~)V) -2- 

fJl/XJV7 7-^) -r^V [1, 2 -a] t°^> ? >-3 — nV\ -N, N- 

TV- C8- (2-^Dn-4-^h + y7x-JW -2- (^?K;V7 7 
n;i/) -f^V [1, 2 -a] tf^> ? >-3 — r;W -iV-y7D7°Dk°JM 

- /v — r v 5 >, 
N-is? □ynt°;v^^;i/-7v- [8- [2-p<^;v-4- 

7i^JW -2- -y^^v [1, 2 -a] tf 

^>-3 — OH -iv-ynbf;i/y5>, 
TV- [8- (2 h^->^^-;p) -2- (yWl/y;;^^ 
<5^V [1, 2 -a] b°^>-3 — OKI -iV-y7D7°Dk°;W 
Wl/-iV-7°ak>7$X 

TV- [8- [2-^DO-4- (hU7Mn^h^y) 7x^JW -2- 

[1, 2 -a] t°^> ? >-3 — OW -TV, 

1- [ [8- [2-^cm-4- (MJ7MD^h^» 7x~JW -2 

- (/?ji/7^7 7-jw -r$^v [i, 2 -a] t°^^>-3 — ow (-> 

7n7°Dk°JWfJV) 75 7] - 2 -7°n/^y-;i/ % 

2- [ [8- [2-7DD-4- (h'J7Mn^h+y) 7i^] -2 

- (^^7^7 7-^) [1, 2 -a] t°^> ? >-3 — OH O 
/7ny°Dhf;U^^;i/) 7=7] 7th75h\ 

4- [3- [5? (S^D:7°D tfJl^^Jl/) 757] - 2- (^^7Jl/7 7 
^fsyy [1, 2 -a] t:^:/>-8 — OH - 3 h^>^>y*- 

AT, /V-i?->i7D^nh 0 ;l/^^;l/-iV- [8- (2 h^->-4-^h^ 
kFo-lH-l-Ho'J^i-JW -2- (^f^7^7 7^W 
V* [1, 2 -a] t°^^>-3 — OH 75X 

7V2- [8- [2-£DO-4- (hU7MD/h + y) 7i-JW -2 



228 



WO 02/062800 



PCT/JP02/01098 



- (*J-)V7s)V77- )V) -f^V [1, 2 -a] h°^> J >-3 — ( M -N 

iV- [8- [2-^DD-4- (hU7MD/ b*is) 7^-)ll -2- 
{*^)V7,)V7t~)\<) -f^V [1, 2 -a] fc?^>-3 — f — N— 

AT— [8- [2-^nn-4- (hU7Jl/tP^h^-» 7 re" J!/] -2- 
(^^MJP7 7-JW -T5^V [1, 2 -a] tf^>-3— OH — iV— 

iV- [8- [2-7DD-4- (h'J7MD^h^y) 7xZJl/] -2- 

(p<^;v^;i/^T-;i/) -f^^v [1, 2 - a] t°^>?>-3 — r;i/i -n- 

y7n7°okVM^-JV- [2- (1 ff- 1 - x^P;V] T^>, 
iV- [8- [2-^nn-4- (h'j7Mn^h^y) 7xZJV] -2- 
(^^V7Jk7 7-iW ^T5 7V [1, 2 -a] hf^> ? >-3— OKI — iV— 
y7D7°nk"JMf;i/-iV- [2- ( 1 ff- 1 -- f 5 1 -f M x^;i/] T 

2- [2 -X3M1/- 3 - (l-x^7at» -r 5 [1, 2 - a] tf 

7v>- 8 jh - 3, B-v^^v^cc-jv x— 

3- (l-lf + ->7^) - 2 -X5P;i/- 8 - (2-^h^5>-4, 6- 
*?*^)V7x.=-)V) <5^V Cl, 2 -a] fc°^>?>, 

1 - [8 - (2-^DD-4-^ h + y7x~JW - 2 -X^;W 5^/ [1 , 
2 -a] t£^S?>-3— OH -l-y^y> Ol-^fM+yA, 
3- (l-Xh+y^JW -8- (2-*b^>-4, 6 -S^^l^x 

- 2- -f$^V [1, 2 -a] tf^> ? >, 

AT— [8- (2-^DD-4-/h + y7x-JW - 2 - * h 5 d?V 

[1, 2 -a] t:^> ? >-3 — OKI - N-~>? ay°n ¥)V*^)V- N-7°u 

iV- [2-x^;P- 8 - (4-p< h^v- 2-^^7xn;i/) < [1, 
2-5] t°U^>-3— -OK) -iv, Ar-^ynh°;i/7a>, 
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TV— [2 8 - (2-^b^>-4, 6 - V*^)V7 ^~)V) < 5 

¥V [l, 2-T?] fcfU^v>-3 — Oil -TV, AT-> ? 7°nlf;i/T$>, 

TV, N-i>iyi7Uy°u\i)V^^)V-N- [2 8 - (2-^h^^> 
-4, B-^Wx-jW -f5^/ [1, 2 - 5] b°U^> ? >- 3 

TV- [8- (4 - ^ h + y- 2 - ^^7x";W -2- (^fMjl/?? 

-f ^ w [l. 2-5] if ij^>- 3 — on -tv Tv-^nif;^ 

75X 

AT- [8- (2, 4-y^nD7x-JW -2- (^fJWJk77-JW -f 
5^/ [1, 2-a] tf'J> ? >-3 — T;H -/V, iV-y7 0 n^l/7 5>, 
TV- [8- (2-^h^>-4, 6-y^fJV7x-JW -2- (^5P;i^ 
-f$^V [1, 2 -a] fc:U^>-3— OK] -/V, iV-^^D 

k>7 5 

TV- [8- (2> 6 -S?* h*^-4:-*^)V7^~)\<) -2- 
)V7y~)V) <i 5 [1, 2 -a] t? U> ? >- 3 — OH -TV, TV-v^n 
k>7 5 

TV- [8- (2, 4->^ h^v- 6 -^^V7x-j» -2- C*3\Jk* 
jl/-7y-;V) <5^V [1, 2-a] tfU^>~3 — fJW - TV, N-i?7°U 

TV- [8- (2-7 0 0-6-^h^y-4-^5 1 ;i'7x-JL') -2- 

?m^7 7-jw -r^^v ci, 2 -a] tru> ? >-3 — on ~N, N- 

y^D >, 

TV— [8- (2, 4-y7DD7x"JW -2- (^^V^Tl/^ 7 -f 

$ [i, 2 -a] k°Uy>-3 — on -TV-yntf;p-TV- (2-7 0 O 
tf-;i/) 7$x 

TV— [8- (4-^nD-2-^h^y7x-Jl/) -2- (^^TJV^y 
-JV) ^5^7' [1, 2 -a] k°U^>-3 — OH -TV, N-i?7°U¥)\s7 
5>> 
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N- [8- (2, 6 -z?* h^>-4-^Wx- JV) -2- (^3^7* 
;l/7 7-JW 5 [1, 2 -a] tf U> ? >- 3 --OH - Ar-^nHjiz- 
Ar- (3-^x~;i/) y^>, 

AT- [8- (4 h^>- 2 ;U) -2- (^fJl/XJV7 7 
—)V) -f^^V [1, 2 -a] fcTU5»-3 — r;H -AT, iV-y7 0 Dh>7 

N-iyi7UZf^JV^JV-N- [8- (2, 6 h^>-4-^;H7 
x-JlO -2- (^^^7 7-^) -f^yy [1, 2 -a] fc°U> ? >-3 

— r;i/] -iv-ypb°;VT^>, 

TV— [8- (4-^nn-2, 6-y^h^y7x^W - 2- (pt^W* 
jP7 7-iW -<5^V [1, 2 -a] t:U> ? >-3 — OK) — TV, N-z??U 

AT— [8- (4-^nn-2, 6-y^h^y7x"jW -2 - (^^;V7 

jl/77-iW -Y^V [l, 2 -a] tfU> ? >- 3 —OKI -n-z/Zu??- 
TV— y'^A-N- isfu y^jv^^-jv- n- [8- (2, e-s^h^- 

4-^^;V^^n;V) -2- (^f;i/7^7 7^W -f^V [l, 2 -a] 
t:U^>-3 — OKI 75X 

iv-->^Dy^;kp<^ i ;^-iv->'^D7 70 Dfc 0 ;i/^^;k-/v- C8- (2, 6 
-y^h+y-4-^f^7x-JW -2- (^fjl/7Jl/7 7-JW ^5^7 

[1, 2 -a] eu> ? >-3 — on 7 = x 

AT3, /V3 -yT'nk'JW 8 - [6- (y^WS/) -4-^50V-3 
-tfUv^KI -2- (^^JVXJl/7 7-^) -fS^V [1, 2 -a] h°U> ? > 
- 3-75 >, 

TV— [8- (2, 6-^^h + y-4-/fJV7injW - 2- 

ji/7 7^) -fsyy [i, 2 -a] try 3 — ow -/v-yak 0 ^- 

AT-^h^t KD-2 Af-4-t:^-;V7$>, 
AT3 - y 7 n77J^fiV- iV3 - 7°n tijl/- 8 - [6- (y^7^75/) 
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-4-*^;i/- 3 -tiUvUi/] -2- -f ^ [i, 

2 - a] tfU :/>- 3 -75 X 

Ars-i/^ny^i/^^-iVS- (3 -y;i/^-ny°nh 3 JV) -8 - [6- 
-4-^^;i/-3-t°u> ? ;v] - 2- {*^)V7s)V?7=- 

<5^V [1, 2 -a] t°U> ? >- 3 
iV3, iV3 -yy^D7°n fc!;!/*^- 8 - [6- (y/f^75;) -4 

-^?;i/-3-h 0| Jy;W -2- -rs^V [1, 2- 

a] t:'Jv>-3-75X 

iV3 -7°Ptf;i/-7V3 -^h^k Hp- 2 J/-4-k°^-;P-8- [6- (v 5 
^^75 7) 3-tfU5?;W -2- 

-f^V [1, 2 -a] tf Uv>-3-7SX 

AT— [8- (2, 6 -S?* h^v- 4-^^JV^oin;V) -2- (^^7; 

jv7 7-;w -r^v [i, 2 -a] tfu> ? >-3 — r;v] -jv-v-^ny^ 

JWfjl/-JV-Th7tHD-2 H-4-t°7-Jl/75 > 

N-z/{7U?U\l)V*^)V-N- [8- (2, 6 
y^~)V) -2 - (^m^7 7-JW -f 5 *? S J [1, 2 -a] t°U> ? >- 
3 — OH -iV-^h^k Fn-2ff-4-b° 7Z^7$> T-^^if^l 

2 6. if i mm<D{k&w&rz.\z*<Dm &&z*mm¥±f?^%zmfc & 

2 7. SOlf^KM^l^^tBH?- (Corticotropin-releasing factor; 

ot, rcRFj t^-r*. ) &£zt/tttecRF 2>mm<o 
mmnmrM^m-c^mmm 2 6 sios^. 

2 9. CRF lS^fc(iCRF2gW7>^3'z7 hT^^Wsfc^ 

2 6 mmommyvo 

3 0. e>^#t, torn, ^m^mMm, n-y^w 
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mm, mmmm, mmmm, mmmMw, mmm^r^^mm^mm^rc 

31. i^w^p^i, mm^v-om, nm&o-Dm, 

32. mit&mm, mmtmm^m, mm^m^ &u—ym, Tm, m 

33. yjvy;\-i^-m, 7jvy;\-i^~-m^m±m^ tmmkmm, # 
mmm-ftm^, ^m<Dm^, nm^-km^mm, mmMW, mm, mmm. 

^mm, aamm, TsW^mm, mmm^mm, msk-i^mmm, mmn& 

m, mm, mmm, mm&m, mmmm^m, mmtmpim, ^-^-)vm 
mm, sittg*«, m,^m, nmm, mitj±, -tiAfif, mm, mm. 
•\k>L-mm, mm%mm, mw^M, mwm.mmm, % i M^m^mmm, & 
mimm, mm, Tujv^-^mm., ^y^yy, i^ipi*, ^mmm, 
^&m, m, niv&$km<D%L%mmmi$, xM/7tii.Miiif, m 

34. crf§»7>^^ b<Dmm<Drz®<Dffimm$tmimm<z><k 

3 5. CRF lS§#:Sfc(iCRF 2 g^#:cD7 >^ zf- ^. b CD®Bil©7t#> 
3 6. o-Dm, i^Ogt, ^"5^, ±$£44'^Pf«, /^-y^Pf 

^iattp*#, ^w^mx hU7,mm, uybmmt, § 
w^, mmmw, mmm, jxmmm, mmm&, #mm. mimmm, m 
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3 7. C R Fg Wi#t^£l^tt§Ittt fem±&$bm<DM 

3 8. m^imm(Dfc&mi£fr\tt(Dm&^i%mfttvx^m^&mno 

3 9. cRF&£tf/i£tz\%cRF^mm^T%mm.<Dmmn&f£it^ 

4 0. CRFSt#7>^^X ht^5it5 3 8ta«0D|S^ o 

4 1. CRF lg^SitSCRF 2g^#:CDT>3 7 d > -X h T & £ f if 5&If! 
3 8fHic©IS^ 0 

4 2. ^-5^> ±$6tf&F&mW. A-y#m 

$k'B'&, m^m^. 'bmnrnwix buxmm. vvvmmm, g 
mmmm, mmmm, jmmmm, mmm^rM^mm<^mm^\^ 

43. i5^g»5^> ■mm&o-Dffi, t>-Dm\z£% 

44. mitmm, &m.&mm.mm* mm&±M&, zu-ym, Tm, m 

7t«^^fjT"$»§if^3 8mm<Dmm 0 

45. 7)vyM^-m. 7jiy/\^^-m^am^ nmm^m, # 

m, mm, mmm, mmmm. mmmmm, mmmmm, 
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i&m, swnm&mm, n^m. &mm, mitj±, fomitmmm, mm, wit 
&>bmm, wzmmmm, m^^M, mzmm&m, ^mmmnmmm, & 
mmm, mm, 7uj^—\mm, ^y^yy, M^mmm, ^mmm, 
h i vi^c^isi^t, ^M/^iasMMst tts 

47. $#o~Dm^±o^m, mmi^-om. nm^o-^m, v-omiz&z 
^ggfM^ m^m<Dm^ mm-^s^mm. mstmw, mm, mmm, 

TB&g, ffiSgft, 7. M/XteM, USttS*, BiifiL'&#^«, 

m, mm, mmm, mmmrn, mmmmmm, mmMmw, ^^x-m 

fill, SflHW^Ife J^^m, Itll, iSifoffi, -tlif^S, ®j& 
te'frjfi^ 5«&^P, mW^m, »P«fli¥, ¥LJ£^?E^f¥, 0z 

4 9 . mmm i fBm^^^^^^-e^m^^i^iw^ji^a^t^T 

5 o. m>&mimM<Dik&m&rM^(DM(Dmw¥±mAm&mmz&-5-t 
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m, &mm, mmmm, mmmm, jxmmm, mmm&, ftmm, mimm 

53. w^oe nm&o-offi, 5-om\z&& 

5 4 . mum 1 E*©^«i*fett^©ffi©aia^±^jsa*&s#fci9;#-r 

mmm, mwm, 7,hu^mm, mmm-nmm, mfommmm. 
mmmmmmm, m&*. mnmm±mm. mmmmmmtm, &m$m 

-)vmmm, smnm&mm, m^m. ^ade, >L-mMmmW, mm, 
mM&bmm. mmmmm, mm^mMs, mm&m&m, mvmmmmmm, 
^ttp«, mm, Tuji^r— -i>^>y, w.*fwmm, §*fp«s\ 
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